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(57) Abstract: Compounds represented by general formula (I), (wherein Ar represents 
a nitrogenous heterocyclic aromatic group; X and Z each represents carbon, etc.; Y rep- 
resents CO, etc.; Rj represents hydrogen, etc.; R 2 and R 3 each represents hydrogen, etc.; 
R 4 and R 5 each represents hydrogen, etc.; and symbol = represents a single bond or 
double bond); a process for producing the same; and a use thereof. The compounds 
have a remarkable proliferation-inhibitory effect on tumor cells. A Cdk4 and/or Cdk6 
inhibitor for use in the therapy of malignant tumor can hence be provided. 
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w m # 

5 ft flf # i? 

« * ft ffi 

tbx\^^ 0 m^m^mm(Dimmmm^ im ? v ^&iim*?— cot* rc 
5 £#;t^*vcv^ 0 ^j^f^D^-r^-r ^ y >^ ca k 4*>sv^cd k 6 

20 ift^ltG 1 ^CDiifTSr, y VE-C d k 2{2G l/S^£, i^-T ^ 

!JyA-Cdk 2{iS^CD^T^ N $ ibid-t^^ !JyB-cdc 2{2G 2/Mc£> 

t 3^<d^^4 y&ftibtix^^&o m^. c d k <DBm-zy-4 ? y >- 1 <di&-& 
<ofyt£ h-r, c d k &^(d y i/mit/w, v ^m<t, -v-^tv ^^(o^mmio 

^rir^l*-— • y If— ^ (Advance Cancer R e s . ) , H 6 6 # N 

1 8 1-2 1 21 (1 9 9 5^) \t> \sls Y • ^t 0 — jrls • 4 Is • ir/W • 

n v 5 — (Current Opin. Cell Biol. ) , jfj7#, 7 7 
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3- 7 8 01, (1 9 9 5^) ; (Nature), ^3 7 4 1 
31-1341, (1 9 9 5^) ] o 

vmimmwmz&tir & c a kPi^ieitt, nit -teRcDiti^ibc i p /k 

ip77?!)-MNK477^ V — CO 2 Si-^S'J Ztt&o HU^tt*S/t < 1^ ^ 
5 yy-CdkMft^Plft5»I^L N ffliCdk4 N Cdk6i^LT 
i*tib£#illftic:|3flSi~5o C^^ir— (Nature) , 3 6 6#, 7 0 

4- 7 0 71, (1 9 9 3^) ; ^1/^ 7— • TV K • ir/l^— • v>— 
(Mol. Cell. Biol. ), fl 5 #, 2627-2681 H, (l 

9 9 5^) ; is— IsX • TV K • f^P^^ V h (Genes Dev. ) , H 
10 9 #, 1 1 4 9- 1 1 6 31 (1 9 9 5^) ] 

m^-coix^m^nM^p 21 (s d i i/c i P i/w a f d hn, 

r^K- 7^0 7°^ yF (Genes Dev. ) , f§ 9 9 3 5-9 4 41 
( 1 9 9 5 ] o 

15 — ^, ^'JXLf^p 1 6 ( INK4a/MTSl/CDK4I/CDKN2) lit 
fl-ItSCd km^m&Wco 1 ot^5o P 1 63t{ST-«:, t 

tiiisi'M(D£p,ii5t bM^9p2ii'#ftu mm, mm^^^xp 
tf&^<Dm0.m&&M^^ttimw£fox\s^z> (n 

20 ature Genet.), |8|, 2 7-3 21, (1 9 9 4^) ; fl-y 
X • 4 1/ • v^^T-Y ^ ^ (Trends Genet.), |1 1 #, 136 — 
1 4 01, ( 1 9 9 5 ; (Ce 1 1) , I85|, 2 7-3 71, (1 

9 9 6^) ] 0 

25 ^-e«jsi^<7)itff £»pltv^^, q^^igir«]ffi ( RB ) leiij^o 
t ■hmmmw^m^n^-^t^PLhfhx\ / ^ 0 RBieiiioii^bsi-s 
c^iStTo^^gs^es-e, g lW^sM^ittticy v^b^stt 
So ^y v^b«»j^i^c7)iifT(-#oTi^^ ^ y vd-c d k 4/c d k 6 

&V^1M^ y VE-C d k 2^fWilfi 0 -t^3 £#^<btl/0^ 0 
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t£ftt;ift5£*{£RB-E 2 F 57°d*- * — Stt©«IfWiS#Bfe**L. 
E 2 FM^|s?^ttft$tb5„ E 2 F £^*L£#i]ftiiJ-r<5 R 

5 B®^«, £ ^idRBSeK^^tg^WIl^^^lJ^-r^C d k 4/C d k 6, ^ 
tL^(Ddr-7--if^^fii5^?)C d kPl.^e«*3j;-0«D^^^^^ y l/frb 
/^Cd k-RB^SS^ N G 1 ^ S i^©Itf W ^ t ?j 

;t5>*VCV^-g> [ir/l^ (Ce 1 1) , 15 8#, 1 0 9 7- 1 1 0 51, (198 
9 f|=) ; (Ce 1 1) v |65|, 1053-1061 I, (1991^) ; 

10 ^i/nv 5 — ^ (Oncogene) , fl 7 #, 1067-1074 1, (199 
2¥) ^Wyht^y^y-t/V-^tP^- (Cur rent O 
pin. Cell Biol.),K58t, 8 0 5-8 1 41, (1 9 9 6^) ; 

? — -T^K- — • ^W^P (Mo 1 . Cell. B i 

o 1 . ) , |18|, 7 5 3- 7 6 11, (1 9 9 8¥) Do Hl^i-E 2 FOg 

*3 19 , ~tf> 5 •t><Dfflk<Dj&fc*~?E 2 F6fe#6t)iClG 1 t&gH/^ h S ^OflHtH^^TtK 
^Sffitt-fb^tbSr. t^i§^t^5[^-xy^.i;t-t/KEMBO j . ) , 
i?9#, 2 1 7 9-2 1 8 41, (1 9 9 0^) ; *V^a7- • 7^ K • t/P 
7~ . /VtOi?- (Mol. Cell. Biol. ) , |l3t, 161 
20 0- 1 6 1 81, (1 9 9 3 ¥)]» 

Cd k-RBg^^fS^fWH^I^ ^JxJMiEfftp 1 6(DtK 

5:^4? y i mm^c d k 4 mi««)R Biei©^^* t 

NO^{C^TrfiSS(-1&m$^TV^ [i^-^m^^ (S c i e n c e) , H2 
5 4|, 1138-1146 H, (1991^) ; *c ^ isf— • V 1^— ^ (C a 
25 ncer Res. ), $53 5535-5541 H, (1 9 9 3^) ;^ 
UyF-tf^^y't/^/^tn^(Cur rent Op in. C 
ell Biol. ) , |8|, 8 0 5-8 1 41, ( 1 9 9 6 ] 0 £ h 
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p i r i d o 1 (77#f!) K— AO teft*£;ft5— il©* n*>^^fta&S& b 
tbTV^5 0 (W09 7/1 644 7, 9 8/1 3 3 4 4)0 

5 *7c, *»M©fk^4fe^«3fiW^i£iH-r«3fefTSW!fi: UTtt, Wwo9 6 

/2 5 1 5 7^fg (WlA) , WO 9 7/2 9 7 4 3 ^fg (3I0«JB) , #H#fF 
15 6 9 6 1 3 8#£j$R (3I0JC) W#H¥2-1 15 17 6-^*8 (5I0IJD) 

^mARXfmwBizn* ry-^N-^N' -s^tfc^urxu^t 

^^mm&ft-rz V ^7Xttft7 U'T»l*flC35SM^S*T/TV^5 0 Ltf>U#tfS 

20 fc^T^JfflsTfctK fil^lJlM*IB#^3ffll (Ml lfTB, fU 3fT@S^2 
6fTi) , ^51 (mi 7fTS^mi 9ffg) % I7i (il 3ffBX^l 

5tTg) , mi 7 m (m2 4ftgRTim4 2nm , 1201 cr^b 1 4tTg) 
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W T? o X . _h IB § I m A ft V > L D { £ S <5 V ^ T fct 3g S f - * L # ft V ^ W X th 5 „ 
20 tfc, C d k 6PI^]^^tli^ibHTV^/feV\ 

Mi~^mmmmm^i^n<>r^mr^t^m^^hnx^^o 
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J\ H 




7 x HN r N ^ (,) 

R /A o 

R 4 R 5 

[st^K Arte, t°y^s, t-y^v 5 ^./^ t°7^/H, t°y^-;^ 

5 ^ryy/^s, ^yf7/y/H, ^f-yy/i^ >fywu/n, t°^y 
yy^S, t°n!J;i/S, ^5^u^s, -Y^Ky/^s, y ^ r y /H£, ^y 
y/i-s, ^y^y y^s, y^ ry y ;nsv-<yy^ty y /H^b* 

10 i/;>S, yj/w-^-f/i^ ^/^^/i^fi, ®H7/v*/^/vl, fMT/^yj/^/v 

15 ffi^T/^^yj/I^^/I^ yj/W^^e^/V^-dr^^, fMT/V^r/I^yj/W^^^ 

20 /i ( td^/vt^/s, fMT^yjy^/^r ^ *j ; \mkr >v*t;vm, mscr >V 

Slj^ItW^: Y 1 -W 1 -Y 2 -R p Rp f^ 7K*J^^Xtt^e^ 
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t/yM, yy^/y^s, ^fy^yKy/H, ^y^/u/H, yy-Ky/^ 

-tf-yy/yg, t°y^;H, fyv^/yK, k'ilv^/H^ t°y y^/yg, if 

yyy/yg, ^/3^y ^/yg, ^/y/yg, ^tKp^v^yKD/H, 
Kn^yFy/H, ^^-^-^^^/i^s. ^y^-y y^/^g, ^^y^/^g, 
yyy ^^y^^y y/yg, ^y/f7/U;H, -<^y>y 

10 7/y;H, -o-y^^/yg, fr/u/n, f7^7/y^s, f^^/H, 
fnlJ/yg, 7!i;^ yyif—z^g, F y 7 / y ^ ^y/^t^t=-^S 

< te4 y^cW y ~/i^g, y y^-y-y y y^/yg, y^hyt Knt-yyvyg, y 
15 ^~ 7 yg N t^y^-yv^^ t° P yi;-;^ t o ny^s, ^yys, 7 1 

h7t Fn^y y -/ismRXfT t Fny y^y y ^/yg^ib&51¥cfc >9«^ 
$ix5«WS, w.tt, i*LM£\ g£SfI^T-, feMi 1 , so, so 2 , n 

R q % S0 2 NR q , N (R q ) SO z NR r , N (R q ) S0 2 , CH (OR,) , C 
ONR ql N (R q ) CO, N (R q ) CONR r , N (R q ) COO, N (R q ) C 
20 SO, N (R q ) COS, C (R q ) =CR r , C = C, CO, CS, OC (O) , 
OC (O) NR q , OC (S) NR q , SC (O) , SC (O) NR,XttC (O) 

o (^d^-c, R q &u«R r te, tk^-p^u< nm&T/^/^m, 
#/y/^y/yg, ^/y^/yg, fMr/^/y/vg, {^Mcr^ti j y /y^yg, 

25 t Kn^Mfi^T/y^^g, ^TV^T/y^^g, ^f^MCT JV* /yg, t> >v 
if^^y^Mcr yy^r/yg, #/y^^y/ylgtf#7yy3f/yg, MT/y^^^S, f£0 

T/y^^TJ/y/j^/yg, fJS^T/l^^^r-yyj/l-^— ^7 ^ y g, {MTVl^^rv- 
*/Wf^;P7 ^ y f&f&Tyy^/yg, {MT/y3r/y#/W^y/IxK, ^fii7^^r 
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2SttfL< 1*3 ft- iifu^ttJ;v\ ttilt^ L < tt^TO 

15 (2) fiftT/^/H^ {S^T/^y-T/i-S, {£^7;^/^/^^ t F 
n^«7/V^7H, v'7yii7/^/H, ^nfMT/l^/i^ #/l^3r 

75/ ffiftTA'^ypae, v ? isi7;^^7 ^ / fi£ftr/pdf /ps, h y {«t/i^ 
^y*- ^{g^T/v^/vs, fS^T/^y^/wr 5: yi, 7o^^7^ys, 

^/ut ? y i*t>ii7^* / ;w7 5 ^ / mscr^/vm^ htezmx*) 
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0 . o 0 



(3) ^ : Y 1 -W 1 -Y 2 -R p (St^K Y p W 1N Y 2 S^R p J2i!tjfE<£>tC9££f 



^?>*5»J: «938W*n« 5M*v^t 7lSlrMt5^i*lifflI, X 
&U<ZKt, IrI— X«S*oT, ^m^b<f«^JK J PSr^-r^ Mil:, 

CO, SOX(4S0 2 , Rjtt, 7R*J^^b< : Y 3 -W 2 -Y 4 -R s (5£>4\ 

^/i^m, i&mTA'tr—A'm. i&mT/u*=^/^m, ^^ptir^^^s, ry — 
/i-s, >r ^ y Asm* 4 v *-*y~s y ^m, << v * ; v 4 y -r ^ k v a* 
15 -f^^^/y/H, -Y^Ky/i-s, -fyKy^s, ^yfr/y/H, ^ 

ss^—a^ t°y^^;n, t°7^!J/H, ^/^-y-y^/i^ ^/y;vs, 
20 s<i/v*^-t -/ y ^<yy h y t y y /vi, ^y/77 -^s, fry y /us. 
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"9 stR $ ft 5 l < te4 y * v y v -/H, 4 y * f - v y a- 

1, ff7t KnfU ^^S, W 5 V i^=/>S, rh7t Kn7 7 ^^i, 

t-^^v'^/H, tvij^-;n, t°nij^/n, t°py=/H, 
5 f h7t Kp^y D^sx^f h7t Kn>f y^y ^/^e>45SJ: 
<9St#i£ ft 5fii«iiii£, w 2 «, 3M&£\ ttjtjoit^, so, s 

0 2 , NR t> SO z NR n N (R t ) S0 2 NR u , N (R t ) SO z , CH (OR 
t ) , CONR n N (R t ) CO, N (R t ) CONR u> N (R t ) COO, N (R 
t ) CSO, N (R t ) COS, C (R v ) =CR r , C = C, CO, CS, OC (O) , 

10 OC (O) NR t , OC (S) NR t , SC (O) , SC (O) NR.XttC (O) 

r/u^r/um, -ytir/^^T ^ y i&mr/^/i-m, h v ^mta-^-a-t 
^tm&T^^-^m, fewer A** y j a>t 5 y s, rny a<t 5 y s, fMr/y# 
y >f A*7 % iyym&T/^/\-m, i!7^^^^^7 ~/y£, fiar/^/>7> 

25 /y=r^W $ yS7>k&5if J; 9 5itR£ft5ff&K:m^gi&S3ril:i:i ftv^L 
yl, ^n^^JSwS =hnl, 7>/i^/^^^7^S, yj/w^^/vl, 
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io f&ar/i^/i^ MT/^^y -y^t 5 yg, 7n^^7^i, frar/i^y 

zft=./uS, fMT^^r/^^/^^— ;V7 5 y g, tFo^W?/SMi7^ 
=»3rW ^ y^^^5S¥/5^il^^tb5e^SMlMC^: Y 3 -W 2 -Y 4 -R s 

OCT, R s , w 2N Y 3 St;Y 4 ii, mifS^i*^W-rs) -c^^iLSgi^S^^ 

/H, i!7/^drv'ML<lK:Y3-W 2 -Y 4 -R 5 R s> w 2> Y 

20 ;h^— ^TiS % R^t^X^M— t(l4oTMf5, 

<a) o , a . o . 

o o O „ O 

N — ' ' ' N — f *V N — / 

(b) s\ /\ N A 

25 gl_b©^®^L< tt^J®^, ^ii±0g±ij^li^fji5, ^JjiH\ 
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-r/w^-^ixS, MT/i^/i-t ^ y*. vW#T/i^/i-T 5: y s> f 

y ^^r~3-m, r 5 y fiir/v^/H, ^r/^^/i-r ^ y f&M 

^{MT/^/i-g, i&mr/u^j y ^7 5 y r n ^ ;>7 ^/l, ffi^r/i^ 
y -Y /i-r ^ v 5 y f&l&T/^/^S. {Mt/i^/i^/i^ y — teir^^/v^ 
/w-j^/i^ fiS7;v^^^;i-^^^7 ^ / t Kn^w^yMt>1fiS7 

/^^W ^ yS^^^S^^^il^^tL^g^SM^i-^ : Y 1 -W 1 -Y 2 - 

20 r p Oct, r p , w 1% Y 1 ^u?Y 2 «, Mfa^#*^^"-rs) -v^&n&m&M 

l^f* nfgi7^^f/H, T y -/H, -Y 5 ?V V -Y V^^^ V /H, 

25 y=/^s, Yyf7yy/H, ^^^^71^1, t^t/D/^i, „ 
t° y vVi'S, f7^^Ss f y 5 v^/i^s, tr y y^—A'S, f 7 y v /^m, 

*cS dr-tj-y =-;v^ * y V /i^m. i? t Kn -Y y-Y V K JJ s^m. i^t Kn>f yKP 

y /n, ^^y^if-y y /^s, /<yw/ y /vs, h y r y y /H, 
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y -^s, >r y ^y y ^-^s, ri^n Kot°y ^ % ?v v v=->^ 

y v>~/pfi N trn y tra y ^/us, ^/i^ yyi % ^ h 7 1 Kn^y 

mmMfab ta z> m <t o sir $ at t ^ lt v t> £ v \ 

» 0.0,0,0.0. 

o o O . O 

10 




5g=L< «iS : Y 3 -W 2 -Y 4 -R s (5*^ R s , W 2 , Y 4 teiffflE^E* 
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^^S^Stfe^i-St : Y 3 -W 2 -Y 4 -R s R s , W 2 , Y 3 &tFY 4 f^Ril 

15 t° y s; v^/t'S, t°7^/n, t° y yiy=-/^m, y y /vs. 4 y^-r y y 
y y -Y y ^-tf-y y /^s, y y t 0 ^ y >f ^ y* 

20 /i^sxfi^ ^ yy y ^ < „ m^m^ t° y ^axit t°y y y 

f/H, y yyf , s e c— y^^i, t e r t -^f^s, y^/vx, 
An^vi^tii, m*-Y£7 j/Mf, stM^, lii^, a^wi^ 
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y/u^-dpv'^ yy^y /vt^v-i, ^^y/^^r^s, ^y/^y;w^ 

10 t FodrMfitT^dr/Hi LTIi, 7K^S^ s ®i^r b^c^^#C 1 L 6 fin <£ 

ndr^^S, h!J t KP^Wf^S, 1-t Ko*i/x^S, 2-tK 
ndrt/xf;H % l-t Kn^^ntVvS, 2-t Kn^/nf/i/I, 3 — 
t Kn^fi/^ntVH, l-t l-t Kn^v" 

15 y^/l^S, l-tKn^V-2-^ f t>S, 1— tKo^v'-2 ) 2 — 

>^^yi^5Vl^ l-t Kn^^yf;l/S, l-tKP^>-2-^/^ 
5v>&, l-t Kn^^dr^S, l-t Ko^ri/- 

«f-C^0iJx.tf t Kndf^^vi^ i-tFndri/xf;H N 2- 
t KP^f^xf/H, i-t Kndpv- 2 -y-^fvi^^vi'K^W* LV\, 

20 ^ryfitr/^stbxrt, ^r/i^Lfe^iici &v^L6#i<fc 

457;^;HW4L<, ^l&i-te^f^yTy y 1 — v"T / ^ 

^/^S, 2-i/7yif^l, l-v'T/yntVH, 2-^7//nf^ 

3 - */? j twi, i - y - 2 - y ^/vo^/i^ i - y y^/i^K. 

l-^7y-2-^WoM, l—>7;-2, 2 — v>y ^A^^^Ss, 

25 i-^/7/^yf/H, i—>7y-2-^WfM, i-y7y^y^ 

l-v/7yxf;H, 2-^7/^xf/H, l->7;-2-^f;H 
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A"3sx M)7;i/tn^f/VS, 1 — 7;^nxf-/>£, 2 — 7/^Pxf;H, 
l-^nnxfM N i - ^pt2 7°DtVH, 2— ^nu 

5 ^nt 0 /l^ 1 2-^^/^^-/i^S, 1 nn- 2 - ^/Voc ^« 

2, 2-^^f/Vxf-;H % 1— l — ^ n a — 2 — ^ J-AsZ? 

f-fls^ l-^nn^v'/V'S, 1 ta n— 2 — ^^/^^^^/^^^fh 

10 I, l-^aif/Pl, i n n - 2 - ^ f /i/xf yl'S^^W* LV\ 

6 {Hi 19 45T/^S^^*L< , M f {£&j\a*MZ.t£#A'7$*i/*3 L /i>'&. 

1 -^^/^>Vx^;i/S, 2 -7J/i^>^^^Fvi^ l-^/V^^Plf/H, 

2 -^/Pa^S^o t°/VS> 3 -^/M^S^n t°/l^S % 1 -#/I^>v'- 2 - 
15 t< ^/^^/l^S, 1 1 -*^^^'7- 2 —fJ-JVzfxi t° 

^S, 1 -7J/l-#^r->- 2, 1 -TJ/^/K^rv-^^^/l-S^ 

1 - TJ/Ptf; 3=- v-— 2 - ^ ^/W^vl^ 1 - TJ/W-K^r fX^^r 1 — jJ/Utf 

1 -77/^>^m^/i^ 2 -#A-7}^v^^/l^ 1 -TJ/l^^^rv-- 2 — ^ ^ 
20 LV\, 

/l/S, 1 — TJ/W^-f /l^^/p^ 2 — TJ/W^-f/l/in^/V^ i-^,^^^ 
A-^n tVl^ 2 — ^/W^^f/l^n tVPS> 3 — #/W^^ ;1/7p £Vl^ N 1 — 
25 #/W^^/W— 2 - ^f;l/x^S, 1 — #/W^-f A^^vl^, 1 

2 tVi^S, 1 2, 2 -v^^/w^^/vS, 

1 -TJ/w^^/i^^/i^ 1 -TJ/w-^-f /p- 2 -^^-/i^^M/K, 1 

1 — 7^/W^^e^/V— 2 — ^ ^/l^^^^/^&^^^f hth. 
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h^i^S, 4 yrnlf/^'>|, t e r t - y 

g&LfcS&jtgfeU JMTO^WlIxteV hdrv^A-^/i^ 31 h^v^^jj? 
3]^-^l, y7>^r^^^S, s e c-7>^r^^-/Vi, t e r 

15 y/P tVl^^r^/Wlw^S, t e r t h^^;V^/H^Wf LV\ 
^SkWt.T 7^7V-fy 7V/<^y( ;V^t\-ts i3Ass^4/V&\Z.±&(Dfc1t&TA'*J\'&1P 

^^e^f/H, N-^ptv^/w^^/n, n— >f yyn tv^yj/w^^e^/^, 

N-T/^vvyz/w^^f N-^y^f/^/W^/f/Vi, N- t e r t — 
20 N — ^yfy^/W^^/vS, N-^^rv'/^/w^ 

i&SN, N-v ? g^L/cg^S^^L > Mx.f^N, N-v^^Vl^/W^^ ^1, N, 
25 N- v^^/uyj/W-^^/l^ N, N — i^^T3 £7lot//W^e>f /I'S, N, N — 
i/4 yyn f;i/^;w^>f^S x N, N-^^f;^;w^^/H, N, N- 
^y^/^/W^/VS, N, N — i?t e r t -^f ;^/W^/f N, 
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ifimfhtl, f-e^0iJx.tfN, N -^>f/V*/W^^;H, N, N 

N, N -v^^/l^/W-S^/^g, N — :x^-/^- N - y ^ 

V^f^*yI/^*>fA't*Vi, N- t e r t — l/^Vl^/W^^/l^^i/^ 

jfr/w^^/i^sgifcLfcgifcSSr^U Mi«N, N- v>y ^/i^/w^-f/^ 
^r^S, N, N - ^xf /i/^;w^^ N, N-^^DtV^/W^ 

15 ^^^t^f^I, N, N-^>f y/n tVl^^/^^-f ;^df v-S, N, N-v 5 
^f/l'^/U/^^ ;^^r N, N-v 5 ^ V ^Y^^/W^'f ^t^r N, 
N-v?t e r t — ^^/l^/W^^f/M-dri/S, N, N - /V*^^^ 
/Vt^fv-l, N, N - -^^r v'/V^ ;W^^ ^ 1, N N- rc^/^-N- 

^f;^;w^^;vt :3 fv'S 4 N -y ^vi^— N-^n tVi^/w^^f/K^i^ 
20 #?/^tf ^"C&M^telN, N -iy^^-/^^/Vy<^e4 7^^riy&, N, N — 
^^^/i^/w^-r/l^^v^ N, N - v^^/l^/W^^ /l^3r i^S, N — 

* ismm & &m -c &> a 0 

/vt^i, n — r y^owus, n-^w^/s, n— 
*y^r ^ ygig^^f 4>tt)ix:ifN-^^7^yl, n-^^/vt 



WO 01/07411 



19 



PCT/JP00/04991 



^/l, N, N, N-^y^PtVPT^/l, n, 

N-^'W?/I, N, N-^y^WUl, N, N-^tert- 

5 /w^l, n, N-^yw?ys, n, n-^w? 
io h UttT/^/vTy^^tl^j:, r 5 ySH±Ero®i7;u+;H^N, 

N, N-=ItUfcIiS^L, ^Jx.i3*N, N, N-h^Wy^tS, 
N, N, N- Mjx^7y^-tS % N, N, N- MI tVVT^^&^^-Sx 

n, n, n— f y 4 yy°u tVi-Ti/^e^^S, n, n, N-Mi/Wy*^ 

tS^ N, N, N- fy^fy/f^y^xtl, N, N, N-Fy ter t- 
15 -ftf-fls? l^ — ^S, N, N, N- hy^y^^y^x^l, N, N, N— h 

y^^-y^Ty*-^ ^ n-^^vi^-n, N-^f-^7y*=ts, n, 
n- mj ^^-/vr^^^^-m, n, n, n- bym^/i^r^^-— ts, n, n, 

N-MJ^Wy^-tS, N-ni^/P-N, N-v'^f^y^xtS, N, 

20 N-v'y ^-/v-N-T'o fcViyr^e— ;3-X^jWii"e&3o 

/V'S, Fy75yy^/H, 1 -75 y^^/i-£, 2-7^yxf;H, i-r 
-;y7nt%s, 2-7?yynt°^s, 3-7^y7°nt>S, i-7^y- 

25 2-yf^xf;H, 1-7 5 7 7^/1^ l-7;y-2-^f/V^atVH, 
1 -75 y- 2, 2 -^yf;Pxf;H N i — t -;y^yf/H N l -75 J - 
2-yf;>7f^S, i-TU^^I, i-75y-2-^f;^yf/v 
cp-C^Mx.fi7 5 / * ^A-S, i-7 5yif^S, 2-7 5 
J^^jV^ i -75/-2-^/1^l^/1^^£?3:LV\, 
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;^?/WiLMS^L, ^RtfN-y^/iyr^y y^/u£, n-^ 

f/H, N-^T5/^f/H, N-fy^w^y^f^s, N- t e 

5 r t-^w^yyf/H, N-^yw^yyf/H, n-^^vt^ 
y y^/uK^W tt^i^tfN-yw^yyf/vS, n-^^/v 
7^yy ^yy ^/uK^tfWiI-efc5 0 

T/U^/UT 5; y fJSM TAs^r />S t fit , T/l^^r /^S l£ JhfHtf) 7 
10 N, N-^xf/PT^/^f/H, N, N-^nt°^75yyf;H, N, 

N-y^ y/o tVP7 ^ y y f /H, n, n— ^f^7^yyf/H, n, n- 
^y^w^yyf/H, n, N-^t e r t-^w^yyf/vs, n, 
N-^yw$yyf/H, n, N-^^7-;yyf/H, n-^^ 
;i/-N-y^;v7 ?yy ^/H, N-y ^/u-n-^h tvi^r 5 y y ^/us^yj* 
15 WbtK ^"efe^i^f^N, N-^yw^yyf/H, n, n-^x^7 
^yyf^s, n, N-v/^f^^yyf/H, n-^^/u— N-y ^/ur ? 
yyf/i-S, N-y ^/u-N-^a tvur ^ y y^/ufi^Wjg-e&So 

b V i^7A'*A'T^*—*18MT/i>*A'mbl&. \m%.7 jv* ;vm^±M<D b 

y^T/u^/ur^^^-s^gj^ufcS^s^L, fi**.nfN, n, N-hy 
20 y f^7y*xty ^/u£. n, n, n- mj if-^7v*=t^ f ^S, n, 

N, N— h U 7°n t°/1^7 y^E-x^y f'/l'S, N, N, N-MJ>fy^o^7V 

^^tyf/i-I, n, n, n— h y /^7 y^x^-y f-zi^s, n, n, n— h 
y-fyT'f^y^xtyf/H, n, n, n— mj t e r t-y'wy^t- 
^-y^y^Ss n, n, n- hy^yf^y^xtyf^S, n, n, N-hy 
25 -N^y^y^xty^I, n-^^/u-n, N-^yf^y^^tyf^ 
N, N-v'y ^/u-N-^n tvurv^e^^-y ^/vS^^^tf ^i?^ 
0il;tKfN, n, N-fyywy^e^yf/H, n, n, n- bV ^/ut 
y*^tyf/ws, n, n, n- h y ^wy^^ty f^i, n-^^/u- 
n, N-^yy ^/^y^x ^-y f/ps, n, N-^f^-N-^pf/ury* 
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n - r/^vp v?. 7 -y =. ^ ^ \f h n , 4 1 -e t> x. r£ N - y /u -7 ^ =- jv 

Lfc^Sr^U fflx.&N-y ^/^/^~/l^ N-^^/V^^^/i^S, N — ^ 

^P/i^ ;v * n /Vg# #s 0 i! -e £> 5 o 

fi|7;^/W;^^^7 ? 7 T ^ /Si-ifBOffi^T/l^/^/l^ 

— /^7^N-g^Lfcgi&£^UMxJ3:N-/- ^/u^/U7fr~ /ur US.N- 

B&g&^U 0iJxJ2V b^rW ^ 71, ^ b^W ^ /S, /n^W ^ 7 
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>t^S#^l<, ii(it'-/H, ry^s, yyy 

n^-;vS, l-y^^/i^, 3-7r^S, 1, 3 -y~y y>x/^=.;vm, 2- 

— ar-t^/^X^w ^-e^^jx.}^ i -^n^^/i-*, ry^s, yyy 
io /i-s, 2--<i/?-=-;vmm&m-fhfr, ^ttiitt^-rpt^/n, 2-y 

LV\> 

^yy;n, yyy^Ky/vs, ^yy/y/H, y^Ky/v-s, ^Ky^~ 
/vm, ^yfr/y/H, ^w^y^^yy^/vs, ^^y y/^s, t°y 

25 ^tt7T^s, 7*-y^y ^-/n, y^-j-v^/i^ -<^yy -;^yy;n, 

fr/y;H, f7^7/y/H, ^-/i^ t°ny^s s yy^ 
yy-tf— /^i. h y 7/y^i, -<y/^t^t^/nw^f ^>-^ 
^7x^/nf/jW* u < x ^r^f'ixitty ? yv y y y^-^y y 
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/i^s, y y frm. l < , *SFtd t° y is/v^ ^7'/ y /^s 

tfcotti^o ^^ji-tis #i;tteV y^-tf-y y -r ydff-y y v 5 ^/^ 
fh7t Kpt°y >y^s, -r s yv y v^/^g. ^h^t kp7 7 — /^s, 

10 t°ny-;vS, ^*yyi, 7h7t Kn^yy=;uS, f h7t Kn^y^r 

y y -/i-k^^^^ l< , ^-e^^'jx.ttV y^ify y -/^g, 4 y^tyy^ 

/Wl, "r V =7 t KPt°y 7h7t 7 7 -/H, T^b^t KPlf7 = 

7t Fn^y^yy^;H^wfL<, #i^y^ftyy^/H, -^h^t k 
15 Dt'yv'/H, t^^v^/^g, y t°ny^/H, 
S, fb7t Ko>f y^y y^H^5J:!J&4U\ 

^WlcttW^tf^y^S, a -y f-zi^y^S, 7i^f/H, 3-y^ 
^/V/ntVl/S, 1 -t7f;P^f/H, 2 --^-y^y^y f^S, a — y^Mi — 
20 ^y^/u) y^vi-'g, a — y^/p (2— -y-y^-fV) y^A'g, a— ^^-/v (1 — 

7-7^ A*) ^f-^S> a-m^-/k ( 2 — "7" 37 'tVI') yf^S, 7 31 ^/l>y ^/l' 

^ , y * * ^/i^g^? a L v \ 
25 ^g^W^lX, A^^WJxL^y^W^S, xf^^S, 7°nt>Vl, 

^h^y^i^g, i^y vyl, ^^y ^w^g^W hti. f 

i?tMxL«y^wv^ ^^>-g, y°nt°i/^g, >?y ^/i^y^i^g^*? 
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Arir«. trysts, t°y^-/ps, t^^^/H, t°yy^^s, ^ 
5 ry y as&. >r w y y /^s> ^iJ-y y /i-s, >f y ^f-y y /n, 7 y y 
fp y /vs. -r 5: y*y y /^s, -r ^ k v /^m, 4 y-r v k y /vs. * y y 
^s, ^ y / y ^<^y^r y y /^s^t^^y^-^- y y /vxa* e> & 5 
H^^l^^tis^tiiiffiS^L, ^-et^^tt*t°y t°y 5 
v?^/i^ i^7^s, t° y w=./um, =7-t y y ^s, t°7/y ^s, -r $ 
10 yv y ^&*?as$j* u < , mzM*-t£v y ^s, f7 y y «t <9 l 

Si^IiliffiSli, (1) ii7/^^S, tK^S, '>7/i, 

y ®S7^^r^7 ^/i, ^(SjRT/v^^r ^yi, h y isi7/^^^7 ^ 
20 ^e^^-s, 7^/fii7Wi, fg^T/^^r/^r ^ si&mta'*a>& > 

mkT ; J ;VT 5 ;S, 7n^;W7 5/ l, {Si7/^y^/V7 5^/{Si 

/P^r/k^/^^/PT5: y£, t Kndp-W 5 /IOTi7/^^rW 5 
25 9IK$tl5f HMm^ : Yj-Wj-Y^R,, R p «, 

TK^M^X^B^S^illll & L 3 LTV^Ttiv\ <Si7^^f^S, 
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t/yA'S, ^y^f/y^s, ^y-fyKy^s, ^^/ua-s, ^ypy/v 
5 s, y^Kyv^A-s, ^yfryy/n, xfi/y^-y^i^n, ^-^ 
t/y^s, fy^s, t°7^=/H> t°y vy^/H, £" y t° 
7/y/H, ^y^y^/^s, ^y y/n, i^t Kn^y^vKy^i, 

^yy ^ v /vs, -o-y^-^-^y y ^^y^r y y ^yy h y 
io ryy/vs, ^yy'77^/^ fr/y;n, fTi/ryy/vi, ^n^^s, 
t°py/H v 7y;H, y^if— /n, hyr/y^s, ^^y^^-^i^^/^s 

< ray y y ^^s, y y ^y y v^/i^, 7- h ? t kp t° y >yi^, y 
^yy-y^i, ff7t ko77^i, fh7t Kpf7->n, 

15 >>~/P£, t°^y^;H, t°nyv?=;H, t G P y wyyi, -T- 

h7t Kndry y^/HS^f h7t KP^y^y y^;H^b^5l!lJ: 9 51^ 

^nsraj^isigts, w x «, nausea Bsnm^x so, so 2 /n 

R q , SO z NR q , N (R q ) S0 2 NR r , N (R q ) S0 2 , CH (OR,) , C 
ONR,, N (R q ) CO. N (R q ) CONR M N (R q ) COO, N (R q ) C 
20 SO, N (R q ) COS, C (R q ) =CR r , C = C, CO, CS, OC (O) , 
OC (O) N R q , OC (S) NR q , SC (O) , SC (O) NR,XttC (O) 
O (^r^joV^T, R ( WR,li, 7K*J^^L< \*@M.T/V*;V^ isfvfc 

25 t Kp^yfraT/^A-S, yryj£i7/^/H, ^p{Sir;^;H, 77 >v 
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ffijRr^^r 5 y igir^^/H, ^i7/^/i'7 5 y {«t a^/^, h 
at ^yl, {£^7/i^ y 4 jvt m&T/^/i-M, i&mr ^ 

-^1, {&B.7 yi^/l^/l^~/l^ fiiT/^/WM^/VT;;!, t Ko 

(2) iiT/^^/H, (Si^r/^y-r^s, fiir/^y^/vt^vi, t k 

15 P^fMSiT/^/Vi, i/Tyti7^I, ^nf^r/l^/l^ #/]^^ 
3dryy?^#^/H, iSaST/I^/I^/W^^/l^ v^fg^T/W^/V^/W^^ 

20 MJfiir/^^ry^^ts, r^yttr/^s, i&mr/^/^r y fg 

^rtir^^r/^, (fittTA^ y >f at 5 y r n >r at ?yi, mscrjv 

y is«7/^ y -y /v-7 v^y <6»t /i^/i^a* b * 5 if «t «9 iitR £ tts m 
25 ma o^t> stigma mm ) ^t5S±(7)^ig^, ^PM^-rs^ 
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o.C.Cr o.o.cro 



(3) *S : Y 1 -W 1 -Y 2 -R p (^«t> % y i% W 1n Y 2 RXfR p W:iiulB<£>i&#c£r 



^ (l) (DW&&<DMWi$:, &V<mm-TZb, Ift«*I»StLt 

10 (l-l) ffiftTA^/i^ tK^K, i/7;l, AP^yg^, ^hoS, 

5 y ^tr^^^r ^ys, by mtvi^^t :^e=.*-s, r 5 y 

20 yS, 7n^^75/l, fg^T/^ y ^/VT 5 {fi^T/l^/VS, f£lS7/^ 
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(1-2) : Yj-W^Yj-Rp (^l 3 , R p tt, TkSH^XttfilT/^^ 

5 ry-^s, ^«^*#s^l< w^a, ^is^, 

^, fifEltJjfCT-, SO, S0 2 , NR q , S0 2 NR q , N (R q ) S0 2 NR r , N (R 
q ) S0 2 , CH (OR,) , CONR,, N (R q ) CO, N (R q ) CONR n 
N (R q ) COO. N (R q ) CSO, N (R q ) COS, C (R q ) = CR r , C 
= C, CO, CS, OC (O) , OC (O) NR q , OC (S) NR q , SC (O) , 
10 SC (O) NR,XI1C (O) O (^r{d£>l^T, R q ,£.U*R r TkHJjfC^, §M 

(l-i) i^v^T, ^I^IMli, 0i|x.iifl7/^^S, tK^K, 
^>-JjjH^, ii7;^;-f;mvl, t Ko^fv'fii7;^^i, 

(1-2) <7)tC : Y 1 -W 1 -Y 2 -R p (d^oV^T, R P 3MM 7/1^/1^, j&M 
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p^^fii7;^;n, ^7/fii7/^/n, ^v\&m.T7v*svm, 

^A#A^E-^ A^-^K, f£f#TA^AT 5! / £, i?EMT As*r 

r ^ y s, h y fSH7^^7 i^e-^^-g, t ^ y {g^r a-3vi^, f«x a^ 
io at 5: y j&fST a^ as, ^fii7;^^7 5 y 1117^^/H, h y a 

df^ry^ntfgi7^^r^l, i^7/^y^/>7 5 7S, 7P^yv7^/S, 
117/^ y >r AT 5 e^y (SSftT A^ ii7 A^r a;* ;vy ftt 
7/V^;V7M^/Vl, fMTA^r jV^/V^=^;VT 5 y K, tK^^rW^y^ 
XM7/^^W 5 yS^&5^J; 9 3ttR£;fr3gi&g£r, Ml fcv^L 



20 S^i:^-e$^ o 

O, S O 2 NR q> S O 2 N R q n N (R q ) S0 2 NR n N (R q ) S0 2l CH 
(OR,) , CONR,, N (R q ) CO, N (R q ) CONR„ N (R q ) COO, 
N (R q ) CSO, N (R q ) COS, C (R q ) = CR r , C = C, CO, CS, 
25 OC (O) , OC (O) NR q , OC (S) NR q , SC (O) , SC (O) NR 
q XttC (O) O rid&^T, R q &^R r te, zkfftj®^ L < mmCTfV* 
AS, i/^pfii7/^;H, Tk^S, v'T y J£, ^n^^, =hnl, # 



^A'fi, ^a5;as, (S^TA^y-^ as, fii7^y^w^ 



t K 
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fi|7;V3dfV^/^^T ^ y{£|#T/l^/I'ffi,{MT/l^/l^/W^'l'/^£, 
fii7/V^7Ufil7/^/H 1 vMS^T/V^^T 5 y i&B. 

io ^yl, 7p-{ ^7 5: y s, 687/^ y 4 5 ^;®i7^^/i/I, |gI7 

15 JjfW 1 , NR q> S O 2 N R q \ N (R q ) S0 2< CONR q> N (R q ) CO, N (R 
q ) COO, C (R q ) = CR r , OC (O) , OC (O) NR q , C (O) O^^ 
0£L<, ^I^RliNR,, N (R q ) S0 2 , CONR q , N (R q ) CO, N 

(R q ) coo, oc (o) , c (o) omW£^\ 

/i^^/i^, {&^T/i-#y ^A-ffi, te^T/^y-f /K^ixS, 

h FP^^ill7/^/vi, v-Tyf&MT/i^A'S, ^n|£S7^^f^I, 

25 ^7V*^;P7^/ii7^^r;H, {^TV^/l^/I^^ ^i!7^^r 
/I^J/W^^f/l^ /V^-^rv-S, fg,fST/^^ A;*7/W^^ /l^^ 

^MT/V^A^/w^^/^dr--:^, 7^/S, 1617/^7^1, v 5 ^ 

617/^^7 5 y il7/^;H, ^i»7/^^7 ^ y »r a^a-3£, h 
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v?ii7;^7^S, h ym®CTA>3r?\>T^*£~-*m, T^jm&T/l- 
15 df/US. ii7;W^r^7 5/il7^^/H, ^ii7/^^7^fii7/^ 

70^/1^7^1, ii7/^ / ^ ;>7 5 i^y tt7y^;H, &C7 A>*A>^ 
/]s7^^/vm, (Si7;v^;V7;i/^^/H, {£^7/^/^/^^7 5/2, 

20 S^jiHl ^V>L3itt5ii^T»#5 0 

< (i^M©fil7/v^r l^^S^^-To I«#Cf» L < Ii«©lli7/K U 
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^nffi^T^^r^Sx UAsOt* ^®MT >V*cjV^ # vW^>f A^WBCT 'As* A^m, 

fS^r/i^/vr ^ yffi^T/v^r/^S, vTOST/i^/^t ^yteir/p^/H, 
10 7;^^=;V7US, fS^T/^/^/i-T ^ *J S &Xk7 As* As£M<r>W. 



15 ^b*5l¥«fc <9il^$nS 5l^^L7MiM$tifct)©l?fe5o 

^>S, t Kn^i/i£l7/v^S, ^nfjg^T/i^/i'S, ^/W^^/M&fST/t' 
^E-f/^S> f£i7;i'^^^;w^^;vt^i/S 1 f£l7/^^7^/S, i^ii 

25 fcfcl, ( 3 )■ (^I^SOBIS:P L < i , *f Mfi, : Y t - W, - 
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5 frbftZMX VmiRZnZ 5M^L7Mf?rlftt5 0 

^s^^*ii*^#M(7)E^sx«?f^s«, (i) , (2) xtr o) © 

75/1, ^fi|T/V^/V7 5/S, T 5 /fiiT^^r/H, 7/1^/1^7 5 
/ {£i^7/^3vH, zSm&T >V*;VT 5 / |£i7^^f;H, fti7/^ / J >VT 
5/1, 7p^^7 5 /1MI7/^/^m^7 5 /B^/^ii <9 
15 alt^^^5B^l^I>lC^; : Y ia -W ia -Y 2 a-R p a (itf, R p att, ^StJjjCT- 
Xfil^g^l^rjiS: 1 ^^L3itLTV^Tt) «fcV\ fil7/^;H, fii7/l' 
^/H^ L < i±M7/^=/H^ L < «f£gi&K£rig:l: 1 ^ L 3 #k £ h 



20 ^^^^^J: ^il*R§^5^1#^^t£'2#^b< tt3^tt<7)^^^Wb 
TV^T*>J;V\ /^nil7^^r;H, T y — /5^Vy/H, ^ V^"^ 

y^s, t°!)5^ /n, t°y^^;n, t°7/y/H, ^r/y/H, 




(!) 
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t^^v 5 -^!, txy^i ( ifny^/H, ^/MJyiWfh 

5 g£*lJjCT-, tiUnm?, NR qa , S0 2 NR qa , N (R q .) S0 2N CONR q a, N 
(R qa ) CO, N (R qa ) COO, C (R qa ) =CR r «> OC (O) , OC (O) 

NR, a xiic (o) o (rri^v^-c, R qa &u*R r aW\ 7^mm^-. m&T^* 
bte&mz 9 Wi£*L5g&S;$m^g&S3:il:i:i &v^L3 wl-cv^% <fc 

tt, ^-Xtilftot, 2 Stt^ L < i± 3 ittwt^S^ l fit L 

(2' ) iSJKr/i^=3r/V'S, tear^y^^t*^!, fc Fx3*i/18&TA>*A' 
mT/U=x^r^^j/U^^/um, {ft^T/l^/I^/W^^/l^ {&CT 
25 7/V^/H, fii7^^r;V7 ^ 7fit7^^/H, «7/V^/V7^ti7 
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O.6.0 .0-0 



(3' ) 5t : Y ia -W lfl -Y 2 a-R p a 0£>t\ Y ia , W ia , Y 2 a St^R p » f*HUf2 



ib-W lb -Y 2b -R pb R pb fi. zKfffJDiC^XteigEg&S&iSl: 1 



mmm. W lb fcJ\ NR qb , N (R qb ) S0 2 , CONR qb , N (R qb ) CO, N 
(R qb ) COO, OC (O) XiiC (O) O (rCK^^-C, R qb ^R rb «, 
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(3' ' ) i£ : Y lb -W lb -Y 2b -R pb (st^K Y lb> W lb , Y 2b MR pb tt 



20 Yt3\ CO, SOXIiS0 2 ^f 0 

R.tt, &mm^^< fiiS : Y 3 -W 2 -Y 4 -R s (5£if\ RJ3, 7K*J^T"X 

-r ytt-v-y v ^i, ^ y dr y y 4 y-r y k y /us, -r y^y y /H, 
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v>fc Kn^yKy/H, ^tt7r=^S, t7fy^/H, 7^ -7-^ 
^y/^f^/!J/H, ^^y^^i7-y*y/H, ^y/f7/U;H, 

^ V ^^S, t°n y >?=/i/S, t°py ^/i/S, ^-/i^ y/i, y^h ^ fc Kn df- 

y y ^s&u^ h7t w4 y*y i) -^mfrbtezmxvmiRZtizmffim 

10 w 2 te, @£*Jjf(^, ffifdtlJfCT-, so, so 21 NR n so 2 

NR t> N (R t ) S0 2 NR„, N (R t ) S0 2< CH (OR t ) , CONR t> 
N (R t ) CO, N (R t ) CONR u , N (R t ) COO, N (R t ) CSO, N 
(R t ) COS, C (R v ) =CR r , C = C, CO, CS, OC (O) , OC (O) 
NR t , OC (S) NR t , SC (O) , SC (O) NR.XIJC (O) O 

v-X, 75/1, fil7/^/l/7 5 71, ^{£iR7^;i'7?7l, by»7 

/v^/vr ti, r 5: yi&i&TA^/^x, il7^^^7 ^ y fewer /v 

25 X, i?1&£kTA'*A'7 5 / f&MT/l^/I'X, h V {&WCT>V*>VT y*^t«7 
/kdr/l-S, tt7^7J7^^7 5 7l, 7p^^7 5/ I, fSmT/^/^/l-T 

X, fSIST/I^dr/^/V/^^/VT 5/1, t Ko^rW 5 7 X&tHM77l^ *c is 

4 5 ymfabteZBX ^I^^tiSttlX^itM^SSi &^L3Mrc 
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5 /v#y^/i^ {rar/i^y-f/K^v-L t kp^^it;^;^, 
io ^ y mt/^/^t v ? «7^^/v7 h y 617/^^7 

7^7 {6##T/^3f/l'l£ N »T/Vdf/^T^ yfS^T/l^dr/PS, ^{S 
f>^5S¥^^31^$^5g^SMD«^5C : Y 3 -W 2 -Y 4 -R s R s , W 2 , 

20 rrt, r^wzmz, m^<mm-tz,h, R a «, Tkmj^^x^: y 3 -w 2 - 
y 4 -r s r sn w 2> Y 3 ^t^Y 4 tt, wmGDMM%^-fz>) -e^zn&w 

: Y 3 -W 2 -Y 4 -Rjcljo^T > R.fct, fMT/^^/^S, ttS7/^^/V 
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teUT/^^r^^/W^^/PS, i/\m&T >v*r;\<t) A>/^4 /H, #/Us<^r4 

ism. r^sm, iiT^^r^r $ys, iPi&mr/^/^r f y i&^r 

So ^4b\ LV Ar ±Of i^S t l^f r t ^-e# 5 0 

5t : Y 3 -W 2 -Y 4 -RJd*3V^X, W 2 f;£, «fcHJR§^* S 

O, S0 2 , NR P S0 2 NR t , N (R t ) S0 2 NR u , N (R t ) S0 2 , CH 
(OR t ) , CONR t< N (R t ) CO, N (R t ) CONR u , N (R t ) COO, 
15 N (R t ) CSO, N (R t ) COS, C (R v ) = CR r , C = C, CO, CS, 
OC (O) , OC (O) NR t , OC (S) NR t , SC (O) , SC (O) NR 

t xnc (o) o?r7^-r 0 m^^-c, R t ^.u«R u «, fcrnw^^B l < &i&m 

20 t KP^r^i7^=5r^S, 7 f£i5T/P^r/^S, {£fST/^^r/^S, 

^M&t^ /VILA'S, ^/W^^^/H^fST/^^r^S, ii7^3^fi/l, (g^ 

25 ^f^T/V^/l^/W^^/M-^rv^, 7571, fii77^7?/S, 

i7M;v7^;i, h y m&T^/^T^^-^-m, ym&r^^m, 
y mkTjv^jvy ^^e^^-i&mr^^s i&mr/^^ / -r ^7 ^ y s, r n 
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: Y 3 -W 2 -Y 4 -R s iC*DV>T, Y 3 RXfY |r| — Xttl^ot, 

R^?* LV^Jf*, MZ-&fcmB.^L< : Y 3 a-W 2 a-Y 4 a-R s a 

10 T7i^7^S, {&^T/^>r=7VS, W«7/i^7i-S, 7UwHXWyK 

y 7H#> ^ & 5 m x v) £ tiz> ^mmmmiM^ u < t v 7 1 k n t° y 
&m£vmn£tv&mffiMW.mmm, w 2a «, i&Brg\ NR t . x ch (or,.) , 

CONR t a, N (R ta ) CO, N (R t .) COO, OC (O) NR ta XliC (O) 
15 O (i^l^^T, R t .Xt*R u .«\ tK^T", ^g^^iS^:i fcV^L3faW 
LTV>Tt><tV\ ffiJKT/Udf/U£ x 7 U ^1X^7 7^^;^!^^) , Y 3 a 

ar/i^^r 5/1, 75 y fsar/^dr/^s, i&mr/^/^T 5 / j&^r/v^/i- 

X, i?1&tikTA'*cA'T 5 7 fMT/Vdr/l-S, {S^7^* 7 ^7 5 7 S&U'T n 

-f/^r 5 yS^^^ssf^^ii^^^sg^SM^ic^;: Y 3 a-w 2 a-Y 4 a-R s 

25 a (^^, R s a, W 2 a, Yja^Y,.^ fitjf2^^ft %^1T § ) T^^Sg^g 

^^*5»/5^IW$^5ttltfeot, Ml &v>L3^<£>|^— 5g=L< fSM 
^-TSm^^^tf <b*K #i-7k*J!^T-^ : L< f« : Y 3b -W 2b -Y 4b -R sb 

OCT, R sb «, TKm^X^g^SSriiSi ^L3fl§WLT^T1>J;v\ 
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(R t j cooxitc (o) o (rr^^v^T, R tb «, Tkmrn^, mw®:&% 

Y 4b -R sb (5£<k R sb , w 2bx Y 3b &T*Y 4b w\ ftuia<z>#*S:^ri-s) t*^ 

10 R 2 WR 3 tt, ^I-XfiS4oT, 

(i) iSLT*^, Tk^S, l£i7;w=Jr;H, iSt7;>3^v/I^L<tt 
5£ : Y 3 -W 2 - Y 4 -R s (st^K R s > W 2N Y 3 ^TJ ? Y 4 «, fttlffl©;^^^ 

(i i) R 2 XT/R 3 ^tl/^— R^t^X^*^— 



(i i i) xtt-ii^£ot, ^t°cv^pffii7/^/n, m&-rz,z tm?. 
ttym&jfm-r&fa, ^t<«^t5z N r^^x^^m^t-, &3? 




.S N N -N 
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t Fn^^iSlT^^r^l, ^7yili7^^;H, Aa^7/^/H, 
*>V|6i7/l'^/H, ^;W^^^ii7^^r^S, ti7^^^r^S, 

5 ti;vir,~;VT ^ /i&mT^^-/^&, «T/V3r^77/W-^y /l^, itm&T/l'* 

{s^t/^a-t ^ y i&mr/^^m, ^m&r/^/^r ^ y m&T/v^/vm, v 
io y m&r^^/^r y^^tfiir/^/H^ fiar;^ y y >\<t ^yi, r n y 
jvt ^ y fSlr;^ y y ;i^7 5 >V m^T/^/vm, i&mr jv^jv^jvy j 

i^iC : Y 1 -W 1 -Y 2 -R p R p , W 1% Y t Y 2 fijf2tf>fcl*£rW 

L3flU<Z)|s]— 3m^3M#|g^ ig^Il ^V>L3fIil(D[Rl-^ : L< fiM 

y y or**yv y y y * y y -fy^^K y y y ^m. y 

20 t^rtyy/H, „ fyvv^, t^v^/^s, t°y ?y=/H, fy^t/ 
-/v*. t°^yy/i^ ^y drii-y ^/i^s, ^y y;H, v?tKpyyy^Ky 

^yyy^yy/H, -<^y^-^^-y y/^s, -<yyw/y^i, 
^y/by7/y;n, ^^y^^^s, f7yy^i, f7^7/y/H, 
25 y ^ y 7 h y r/ y /n, ^yy^ 

m^s^w-y y^yy-/^ ^y^tyy^;H, ff7tKnt°y 

y 5 y i/^^S, h 7 t KP7 7 — /^K, x h 7 t Kp —/^ 

t^7^=/H, txi)i?-/n, fny^i, t°tzy^/L^ ^e/i/^ 
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«fcv\ 
(a) 



O , O.Q .O. O. 



o O.O 

S-/ • N- 7 N — ^ 



(b) 



ir\ fr N \ N ' N \ n "\ 



ay 

MoT, MiLTf^S^ii5^> (i i) R 2 &T*R 3 ^fa*T^— ;fr#Sfl&tf> 
R 2 &^R 3 ogi&2<D#M$ic:ov^t&iK-r5o 

15 (i) R 2 $.l^R 3 te, TK^S, iSiKT/^/^S, fil7^ndr;/S 

: Y 3 -W 2 -Y 4 -R s (5£cK R s , W 2> Y 3 WY 4 lt fiifIH(^&*^ 

(i i) R 2 &r*R 3 <Z>fa*Lflv-;fr;^ R^VX^t-Mot 

<a) O , o . o . 



20 



o o O „ O 
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(i i i) R^t^Ral^ (i i i-D -il^iot, n <£^T 

(i i i-3) is^tsz, r.wx^c, ^*j^T-^L«jtJ^: 

« O.O.Q.O-O. 

o o O . O 




15 rimSc 
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^f^*;W^^;i/S, i^g^T/U^/U^/W^y/US, *;w^>f/vt^'>S, 

{fii&T/u^u^/w^ey/u^v'S, «r/^/^^^^^t=3r->s, r 
isar/u^ y y /v7 rn^ /ur ^/s, fsisr/u;*; y y /ut j&m 

7;^;vS, {£»7^;^/i'7^=/i/S, {fitf&r/udr/u^/i^^/uS, fii7 
/i^/i^/i^r^T ^;S, t Kn ^ W 5: / MM7^3^fW 5 y S#> 
b^Si^blli^tlSlW^iY^W^Yj-R,, OCT, R p , W 1% 

fc*3 x ^t°n^^ nlg^T/U^/US^g^S^ Ltlt M&fcfi&i&T/U^/US, 

15 fcix.i«7/^dr/H, {£i7;^dr^l#^^LV\ 

^f^¥P^b< lWiafP<7)5M^V^L8lll^S, yy/nf«T/U 

/us, t y —/us, y ^ yy y /us, y y y y /us, y y y y /us, 
^y^fyKU /us, y y^y y /us, y y f y /us, y y k y y~/us, y y ^ 
ryy/us, j^uyy^^yy^^/us, ^-^ri^-yy/us, , t°yy;n, t° 

20 y y~/us, t° y 5: y~/us, t° y yy~/us, y y /us, y ^-y- y =/u 
s, ^yy/us, yt F^y yy y f y /us, t^t F^y y Fy/us, ^^-^-y 
t^^/us, -?-y^y v^/us, y^y-^s, ^yyy ^ yy y /us, ^<yy 
^-^r-y-yy/us, -^yy^ryy/us, -<yy h y ryy/us, -<yyy^/u 
S, ^ryy/us, ^r-yryy/us, /us, tfny/ps, yy/us, y 

25 /us, h y ry y /us, -<yyy^-^r-y-^/uSRu«y f uy^y7i 

^/us^^^§§¥J: ^ii^^ti.^^w^it^s^w^y ydf-^-y y ^/us, y 
y ^r-y-y y y^/us, r- f y t Knt°y y/us, y ^ y y y y^/us, x h y t 
kp7 7-/^ fh7t Knt°7^/^ t°^^y^/us, t°^y y^/us, 
t°n y y^/i-s, t*n y r^s, ^e/u* yys, y^h^t Kn^r/y ~/us&o* 
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s s¥ <t «9 ii jr $ ti s 0 1 -r s r £ ^ -c gr 5 o 

5 R 2 RXfR 3 \^ (i) % (i i) (i i i) <^{ST;h,{£:fc^T&#?*LV^ 

fiiT/^^VSfL<lK:Y3,-W 2a -Y 4a -R s , (ifccK R s a, W 2 «, Y 3 



&58¥a>k&4R£;h,5^xPj^&l«5&L< l^ti^l^LTi J:< , 

: Y ia -W ia -Y 2 a-R p a R p a, W ia , Y ia ^Y 2 a«. fitftacO#* 




(b-i) 



6 
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&v^L3l@<£>|W]— Xi«^5itS, iiHi &i^L3f|i|<7>|3]— 5g=L< 

t° ^ y' y /i/^ h & S 3¥ <t 9 «i $ tbS 3£«e«*St£afetN;: tr^ y 2*=^ 

O .O 

N — ^ 

R 2b &TJ«Rg b Ki\ ^-Xlil^oT, afiSrLTTkSSJDK^ Tk^S, (S 
ij&T/I^A^ f&l*T/^ndrv'^L< «SC : Y 3b -W 2b -Y 4b -R sb (5£4>, 

15 j&\ R 2b &U*R 3b <^fBm^— R ]b MX^*l:-|i;/io«t§, 

<b -' ) O w 0> 

N — ai * \^ 
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5 JfeSafeWtS:: Y lb -W lb -Y 2b -R pb R pb > W lb , Y lb &t^Y 2b tt, 

10 »a>e>fc53¥J: l9SlR$tb5lllfc*B^LTV^t> J:v\ 



15 »^s#*LV\ 

g^L< : Y 3 -W 2 -Y 4 -R, (ifccK R s , W 2 , Y 3 RT$ Y 4 Jifiuffi^lc 




(b-2) 



.N. N s 

o • o . o 



o— ' 
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5 tL6emSMU?(c:5t : Y 3 -W 2 -Y 4 -R s (i£<f, R s , W 2 , Y 3 RXfY 4 &m 

m<DMM & w-r 5)t^^ix5 g*&»^ <b & § m mm sns e -v h o t , 

R 4 &tJ*R 5 <^ll£, mL,<mW1rZ> b, R 4 RXfR 5 i^ 7k«r^ 
10 /Na^^-^, fcmm, /K^b< ttit : Y 3 -W 2 -Y 4 -R s (5£>f, r s> 

25 r/^/^m, h y fi!7;^/v7 y ; t=«i7/v^r;H, «7/^ y ^7 

^yi, 7p^^r?yi, tei7/^y^^7vy;fti7/^n, Mr 

»7/I^/l^/^^/I^ {«7/^3V^A'*-/V7 

ti^m^m^mz.^: ■. y 3 -w 2 -y 4 -r s Rsx w 2 , Y 3 _£.^Y 4 teSir 
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-JKSS ( I ) 



K>K Ar, X, Y\ Z, R^ R 2 , R 3 , R 4 . R 5 RXfiZ — nmtZoM 

^T*t> -Jt£it ( i - a) 



R 4a R 5a 

[iSf, Ar a , X a , Y a , Z a , R la , R 2a , R 3a , R 4a , R 5a &t>^ — 

Bufs^«^#-r§o ] to&z (i-b) 



R 4b R 5b 

Ar b , X bN Y b , Z bN R i b % R 2b , R 3b ^ R 4b ^ R 5b nR^^ — 
fc*3, — ( i - p) 
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R N 1p R 2p 



j^MC^- (CH) R lp fi, **J0S( ; f L X»4iSl:«*aESrWUTt>«t 

IWMM^/J^^S^^bl^^ti^^TP^^ lit) b< f«*L 
tl<li6lSMMU R 4p &T*R 6p ki\ ^-Xlii^ot, tK*^, ^ 
io /i^s, r v -/Hti<ttT7M/H^t] -e*$nsfb^#j«> — ^( I ) 

SIT. — (I-p) ^b^^o^Ttft^-rS ^ Ar p f2, ^j^f^t°y 

fr/y/n, t^t/y/n, -fy^t/y/n, t o 7/y/H, t-nyyn, 
15 ^^^v~y;n s -r^Ky/^s. -ry-r^Ky/^ */y^s, ^y^yy/i- 

liliffiS-efe "9 , t>0ii;U* f y t° y s: t°7 v 5 - 

/^s, f y pit—Asm* f-y y y /^s, tr 7 y y ^ixw ^ yy* y h & 

20 t°yy y ^3£j&» e> & 5 bsw $ ns^iiii^tss^w * lv \, 

IXtt6MiS(DlM^ Ltd, 



WO 01/07411 



52 



PCT/JP00/04991 



« O . O.Q , 



(b) 




5 —/Kit (1-p) <Di\&m<0^ Ar p X«R Jp ^t5^Sf, R„& 

S7;v^;^;w^^/H, ^ii7^^^*yw^Y;H ( ^/w-^e^f/^af 

/{£i7/v^^l, ii7/v^M^V7US, t Kn=>rWUS, {& 
lir/VndrW^yltO 5 ^: Y lp -W-Y 2p -R pp [it^, R pp ^, 7k* 

NR qp , S0 2 NR, p , N (R qp ) S0 2 NR rp> N (R qp ) S0 2 , 
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CH (OR qp ) , CONR qp , N (R qp ) CO, N (R qp ) CONR rp , N (R 
qp ) COO, N (R qp ) CSO, N (R qp ) COS, C (R qp ) = CR rp , C 
= C, CO, CS, OC (O) , OC (O) NR qp , OC (S) NR qp , SC (O) , 
SC (O) NR qp X(iC (O) O (r^id*5V>T, R qp ^I/R rp «, 7K*i^T-, 

Y lp &OT 2p te, [wi-x^m^oT, w^xumm^h l< ttft&vtcDi&mT 
m <r> m -x * -5 ems & w l t v >-c t «t v ^t-g^ « fc^-a^t? & s 0 

(I) 



Ar, X, Y, Z, R j , R 2 , R 3 , R 4 , R 5 — »*h5IE<^s 

t^ox, ( i ) <Di\&m\z. —m.m ( i - 1 ) 



[5^, Ar, X, Y, Z, R,, R 2 , R 3 , R 4 , R s ST/it — f*lWfB<£> 
ft^W-TS] (Dit^, (1-2) 



Ar, X, Y, Z, R 1% R 2 , R 3 , R 4 , R 5 &D«5£ — f*H&IE<7)# 
20 Sfe&^-TS] (Dit&m, — AS5£ (1-3) 





(1-1) 




o 
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(1-3) 



[^■K Ar, X, Y, Z, R lx R 2 , R 3 , R 4 x R 5 — «HUl5^>S 

l*«rW-rS] ©fc^W^M (1-4) 



5 Ar N X, Y, R^ R 2 , R 3 , R 4 „ R 5 XttfEfc femt^M 

sfe&w-t-s] <*Mb^4*a»e>«j*£*L, ^ti^M^^-e, (i-i) 
m # /m? * i/jvm * it temamm m *s it s ^st*{«^ am m^r/v 

15 i^/^7?yl, ^i^/^r^i, MJx^/wl'T^JI, ^ 




o 
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®m±<Di&m\z.%n-fz>mmmti,xn, w mmm., mmm., y> 

5 ^m&, ^is^is^^^>-m^ h/^>-^/^^m^^(D^./^7ts^m^. m*. 
— «;t (i) <Dik&fa<DmMtLxw?®ztizteM&=^x7 L /i'kLxn, 
eir^ ^ (i) <Dik&®)tp, mmmk-&mm\z-^xw&.-fz> 

io as, Mt5HM!lf^?r^*t, #3fcffc£>*8M*, N' - (t°ny^y [2, 

1-b] y^T ^ KU 4 — *rls — 8 — f/V) — N — (5- (2-t^f/V7 
1^7/^-3-^^) (5 6 3 (Dft^tl) , N' - (t°n 

y^; [2, i -b] ^y^yKUy-4-ty-8-^/i') -n- (5- (2- 
p< ^/ix- 4 , 4 - -^^ f/^yf^r 5: y * f9/-/u- 3 — f /v) ^ u 
15 7(5 6 A<D\Y&qvi) , n' - (fn y^y [2, i-b]^y-fyKy 4 - 
^-^-8 — f/i") — n— (5- (5-y h^wy^y-2-^^7^y t^/iO 

t°7y'^-3 — < ;V) V^T (5 8 1©M) „ N' - (t°ny>?y [2, 
i-b] ^y^yFyy-4-ty-8-^/i') — n— (5- (2-y^vW:x 

2 -4 fVT ^yy ^/^) tT9 /V— 3 — >f/U) (5 8 9 (D\^m) , 

20 N* - (fc°n y vV [2, 1 - b] 4 V 4 is KU ^- 4 -^V- 8 ->T AO — N — 

(5- (5-ypp^y^y-2-^f;i'T;y^f/v) t°^y— 3 — f/v-) 

!>V7 (5 9 5 <Dft&%0) x N ' - (t°n y ^y [2, 1-b] ^y^f> KU 
4 8 — 4 As) -N- (5- (6 -p* ^/H^JJ -J is- 2 — k°^y— 
<?UT ( 6 0 5 (Dik&fo) , N' - (t°pyi?y [2, 1-b] 

25 ^y^^Kyy-4-ty-8 — iw) -n- (5- (t°py^y-2->r;w) 

\i"^y'—jv- 3 -sT /U) i)l/7 (6 11©ft^lfc) s N' - (WViPS [2, 

i-b] -fy-r^Ky ^-4-^-^-8 — f/i/) -n- (5- (t-^w^ 

J t°^y— /P- 3 !>I/7 (6 6 2©ft^ft) , N' - (t°n y 

v^y [2, i-b] ^y^yKyy-4-ty-8-^^) -n- (5- (t 0 ^ 



WO 01/07411 



56 



PCT/JP00/04991 



y*n [5, 4-b] fc° V i?^- 3 -4 />) £ (6 1 3 (D s N' - (t° 

p y vV [2, l-b]^y-f y KU 4 -;*-y- 8 — f yu) -N- (5 - (1 - 
t Kn f ^i/^ n^y W ^ / ^ f^) t°^y*— /y- 3 — { JV) UT 

(5 7 2©M) s n' - (t°nyvv [2, i-b] 

5 K!Jy-8-^^) -N- (5- (N- t — y^-fr— N — *^-JV~- T% /^^/^) 
y?^V*—jV-3-4^) V^T (5 9 6©M) . N' - (t'nyyV [2, 

i-b] -fy^yKyy-4-ty-8-^;i') -n- (4- (N-^y-yyy- 

1, 2, 5, 6-f h7t Fnt°y^y-4-^^) fc° U v 5 ^- 2 /V) y 

T (2 5 4(Dik^m , n' - (fc°n y-yV [2, i-b]^y>fy KU V-4 - 
io 8 — f/y) -N- (4 - (N-^yy/y-4 — tr^y v^y) t°y 2 - 

.-f/y) >)U7 (2 5 5®ft^ft) „ N' - (ftzy^y [2, 1-b] AVA^ 

K y y— 4 — ^-y— 8 — A /v) — n— (4— (N-^y'>-i, 2, 5, 6- 
fh7t Knt°y-y'y-3 — < /v) t°y >>y- 2 -4^) tyur (2 5 6©ft^ 
W.n'- (t°n y-yv [2, 1 — b] -Y y-f ypy y- 4 -;*-y- 8 -y/v) - 
15 n- (4- (n— <y^-3-t°^y^) t°y -yy— 2 -y/i^) ^1^7 (2 
5 7cofb^^) , n' - (t°ny^y [2, i-b] -4-t^y^fy^yFy 

^— -N- (4- (1, 2, 5, 6-fh7t Knt°y^y-3-^ 

/y) t°yy>--2 — f/y) ^r, n' - (tfny^/ [2, i-b] ^y^y 
Kyy-4-ty-8--{^) -N- (4- (N-Tir^/y- 3 - tv<y i^/u) 
20 t°y v>y- 2 -y/v) !>y7, n' - (t°oy^y [2, i-b] -fy^yKy 

4 -^-y- 8 -^T/l-) -N- (txij^; [3, 4-c] t°y:yy-6-y 
^I/T (3 1 7C0fb^^) > N' - (t°n y vV [2, 1 -b] y yyy K 

!)y-4-ty-8 — f/y) -n- (t'nyyjy [3, 4-c] t-y^y-s- 
y/v) 7V7, n' - (t°ny^y [2, i-b] ^y^yKyy-4-ty- 

25 8--f/^) -N- (4- (v-y n^drv//yr ^ 7 =^^7V) M° V v>y- 2 ~4 /V) 

Vut, n' - (fc°nyvV [2, i-b] ^y^ypyy-4-ty-8-^ 
/y) -N- (4- (N-yy t3^ary/yt°P y 3 -y/y) t°y> ? y-2- 
-T/y) yyr (18 0(Dik&yo) „ NT - (t°u y s?y [2, i-b] ^y^y 
Kyy-4-ty-8-^^) -n- (4- (N-^yv^t-n y v>y— 3 — i 
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;v) t°!Ji?y-2 — f/u) »7W ( l 6 5 (D\Y&W) , N' - (N-yy cz-<y 

y-f > Ky y- l -^y-4 — f;v)-N-(t°!J^y- 2 - 
-f/p) ^i/7 (42 s<Dik&W) , n' - (3 - t y>r vku y [3, 

2- b] ^-^riT-y^i; v^-4 -^-V- 8 -^/U) -N- (4- (N-^y^/m° 
5 t°y v>y- 2 ->f/U) >)l/7 (5 2 6®ft^i) N N' - 

(2-^f;wy^yFyy [3, 2-b] ^kkp-i, 3 -^-tf-^y- 

5 — ^"i/- 9 )V) -N- (4— (N — <y Zy/VM°U V 3 —>( JV) t° V 

i/z/-2 — i jv) (5 4i©{^» &tj*n' - wy^yKyy [2, 

3- b] ^/vtKn-i, 4-yyy-6, iia-^y^ty>-ii-^- 

10 N- (t°y^y-2 f/l/) ^7UT (4 7 6(7)m) M!), 

^-e&^ll^te: n' - (t°nyyy [2, i-b] ^y^yKyy-4-^y- 

8 — N— (5- t°^y'— /P- 3 f JV) 

V^T, n' - (t°nyvV [2, i-b] yy^fyKyy-4-ty-8-y 
-N- (5- (2-y^-yp-4, 4 - y^ f /^yf ^7 5 y y 

15 /p- 3 — f^) ^^7, n' - (t°pyyy [2, i-b]^yyyKyy- 
4 — 8 — n— (5— (5-y h^y^y^y-2-^^7^y y 
^/v) n°7v*—/u-3-4/i') $ut* n' - (t°nyyy [2, i-b] yy 
^yKyy-4-ty-8-^/k) -n- (5- (2 -y ^-/W y^y- 2 — r 
^7^yyf^) t°^y—/^- 3 --t/p) ^7, n' - (t'pyyv [2, 1- 

20 b]yy-fyKy y- 4 — ;*-y— 8 — >r^) -n- (5 - (5-y pn^y^y- 
2 — f;V7^yf^) t°^y— yP- 3 -^/U) >)U7, n' - (t'pyyv [2, 

1 — b] ^yyyKyy-4-ty-8--f^) — n— (4- (N-^y-yv^— 

1, 2, 5, 6-T- h7t Ko t°y y>-4 ( ;V) ¥V i/lS-Z-J /V) r>U 

7\ n ' — (t°p yyy [2, 1 -b] ^y^yKyy-4-ty-8-^/>) - 
25 n- (4 - (n— <^yvi— 4 - t°^y y^) t°y i;y- 2 — >f /u) & i/r, n' — 
(t°py-yy [2, i-b] y^yKyy-4-ty-8-^^) -n- (t° 
^y-yy [3, 4- c ] t°y >>y-6 — f/u) put, n' - (t°n y yy [2, 
i-b] ^yyyKyy-4-ty-8 — { ;v) — n — (4- (N-y^p^ 
'y/ufny^y-a-^A/) t°y ^yy- 2 — >f^) pw\ n' - (t°pyyV 
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[2, i-b] ^y^yK!)y-4-ty-8--f^) -n- (4- (N-^y 

^/w y^^Ky y [3, 2 — b] v>y- 4 -^y- 8 — >f/w) — n— 

(4 - (N-^yy/vfp y z?is— 3 — >f try v^- 2 -y ^ ur, n' - 
5 (2-^f/wy^yF!Jy [3, 2-b] ^tpp-i, 3 -^1^^- 
5 9 — n— (4- (N-^y^t°py-yy-3-y/v) t°y 

v*y- 2 — f ao y i-71i;n' - (y y vv y [2, 3 - b] ^yyt kp- 

1,4-^^7-6, 11a -^^y^lhv 5 ^- 1 1 -;*~y- 7 — f /V) N- (t° 

10 ^pyi©-^5t (i) <Dit^(7)mm^m^^^rmmir^ 0 

(i) ^tei^te. (iii) 



/jjC^-, Yte % CO, SOXi4S0 2> R 1G ». 7kmm^L<< fiiC : Y 30 -W 20 - 
Y 40 -R s0 (5^, R s0 «> 7km^^3?.«f«^S^iil:i ^V^L3fli^rbTV^ 



T/i^^r/vs, 7!i-^s, ^yu/i-s, y y^-^y'y a-£, ^y^yy/v 
^y^yKy^s, ^y^yy^s, y^Ky^s, yyKy^;n, y 
yf7yy;H, ifwymy7 ^-a^, ^-^f-yy/y^, t°y^yyK, 
t°y v^a-s, t° y ^ v^a-s, t° y ^y^;H, t°^ ^ y a-s, ^ y ^riJ- y ^ 
25 /y£, ^yy^s, -yt KnyyyyKy/H, yt Knyy Ky/H, ^-^-r 



15 




^50 



20 ttJ:v\ {MTA^/yg, tt7/^^/H, fii7/^=/^S, yyntl 
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tKo77^S, f^v^/H, t^y^/H, fny^/H, t°n y 
— */^yys, f h 7 1 Kn y ^/«t>T h 7 1 Ko^ y y 

flSHJ^^. SO, SO z , NR t0> SO 2 NR t0 , N (R t0 ) SO 2 NR u0 , N (R 
10 t0 ) S0 2 , CH (OR t0 ) , CONR t0 , N (R t0 ) CO, N (R t0 ) CON 
R u0 , N (R t0 ) COO, N (R t0 ) CSO, N (R t0 ) COS, C (R v0 ) 
= CR r0 , C = C, CO, CS, OC (O) , OC (O) NR t0 , OC (S) N 
R t0 , SC (O) , SC (O) NR t JiiC (O) O (^^(^*5V>T, R t0 RTf 

r u0 «, Amm^-mis< m&mr^^m, Gm£tix^xt>£^7k&tm. 

15 /l, /^^>^, ^bnl, tfc^$;ft,T^Tt><i:v^/>/j^>/V'g % 77 /W^ 

f£H£*vT^-Ct) £v^T 5 y£, (SIT/WUI, '7il7;vWU 

25 «7;u=3r/V7 5 7 «7/u^;H, ^(SiRT/^^ypr 5 y il7;^^;H, 
h y <Si7/>^;i'7 y ; e^«7;^/H, iir/^ ; 4 >vr % y £, r ^ 

-Y/^T ? yi,16i7/^/^^7 ^ i^y lSt7/V^^S,fii7;^/^/W7 ^ 
$M7/^*c;v?./vfc=. sum, fg^T/^/^/V/^— ^7?; 71, f£ff£ 
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*^m, r y -summit <&T 7 /uic/um&fFir) , Y 30 RxiY 4Q n, m-xn 

t> Kndfi/igiT^^r/H, ^T/fiiT/^/H, ^PfiS7^^7H, 

15 ^s®7^^;w7 ^ y «7^^;vs, b y i&mT^/^T^^-jri&m. 

TjV^rjvm, m&T/lsX y 4 /V7 5/1, 7o-i' AT 5 / fi»7/^ S 4 As 
7 5i//tel7^^r/H, i£i7/^;v^/V7^-;H > f.£$£TA3VI^A^~ 
AS, iSt7;^;^;^-^7 5yS, {£^£tL-Cv>-t t> ii^t: Fn^W? 
yM«7^^drW 5 yS^^^S^^^il^^H^fi^^^^ : Y 
20 3o-W 20 -Y 40 -R s0 (:£4\ R s0 , W 20 , Y 30 RZfY 4Q te, Mt^COMM^ 

-r&) x^zthzm&mfabtezm^bmtRZtL&mWi&xh^x, ig^i^ 
L3{m<7)isi— \^m^^m^m^vx-b^^i&mr7^/^mx^^f)\ x 
w\ x t&K-mmm^&Mf&i,, R 20 R-aR 30 n, m-xmrntz^x, m^vx 
Amw-^-s ^m^nx^^xh^^mM, i&mr^^m, ift7/v^>>if 

25 L< ttSl : Y 30 -W 20 -Y 40 -R s0 r sQ% w 2q> Y 30 ^OT 40 « n HU 
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w O , O . o . 

o o O . O 

00 ^ /\ N ' N \ 

3r/^r s y i&mr/^^m, b y {SS7;i-^^7 y ; e=«7/v^/H, 
7^7^^7 5/1, 7n^;V7?/i, {&*#T/V# y y;V7 * V s y (S^7/V 
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TV^T^ctV\ ix^ uj&mT/^/^m. TV —/I'm. ^^/!)/H, ^yt^r 

10 •#-y f y/i'K, t"!)^!, t^v^/ys, t o Hi;-^s, t°y^/i/i, t° 

Kp^yKU/^ ftt7f=/H, 7-^y^~/ys, ^^-y^/y^, 
yyV^/y^S, ^y^t/y/vg, ^ywyy;^ -<yy h y 
r/ u>n, ^<y/77=^ fr/y/us, fr^/yy/H, ^-^=-/vm, 
is t^y/n, ^y/^s, hyr/y^s, ^^y'y^^ih— /i^s 

< n4 y**yv* y -/H, y y ^~/ys, rfyt Fnt°y s^s, >r 

^^/y^/H, 7h7t KP77=/H, 7F7t Knf7^S, t°^y 
20 h7t Kn=^y y ^^S-R^ h7t Kn^ y^y y ~yi'£tf>£>fc5i¥«fc 9ii4R 

^siWiii, w 10 «, mmm^Fs mnm*. so, so 2 

NR q0 , SO 2 NR q0 , N (R q0 ) SO 2 NR r0 , N (R q0 ) S0 2 , CH (O 
R q0 ) , CONR q0 , N (R q0 ) CO, N (R q0 ) CONR tC , N (R q0 ) C 
OO, N (R q0 ) CSO, N (R q0 ) COS, C (R q0 ) = CR r0 , C = C, 
25 CO, CS, OC (O) , OC (O) NR q0 , OC (S) NR q0 , SC (O) , 
SC (O) NR q0 XttC (O) O (^^{^*5V^T, R a0 &U*R r0 fi % XMUtt 
L < iti&BT /ydp/yS, v-y- nf^T/^/yS, f£^£*iyCV^T t> <fci\fc&&, 



5 
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/u^^f/um, m&r/^j^^m, \&mr y^# y jv^^m, 

r^y^, h yfaar/^/vr^-^s, f^Sl ^^ltv^t t> j^v^t ^ y fJSi&T 

i> 7p^/U7U1, ear / ^ /VT ^ / fiiT^^r/H, \mkT;v* 

v^>y nfrar/^^r/^s, r y -/i^s, -r ^ y /i^s, y y^-iJ-y y /^m, 
^ y*s y /^m, y y-f >- Ky/^s, ^^yy/^s, ^>-Fy/i^ y^kd 

t°yy;n, t°^v?^/i^s, tfy^v 5 —/^, t°y^y-;vs N t°^yy/^s, 
25 ^y ^-tf-y-/^ KP^y^vK^H, yt Ko^yKy 

y ;vm, <<is*Stt-y-*s y ^is-s^r v* y -<^y h y r y y /^m, 

^y/^s, y^if~/v^ hy7/y;H, -<yyy^t-;nst;y^ky 
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y -/^m. -y y*y-y*v fhyt Knt o u v^x, <4 s;^/y ^~/^ 

<*> o.o.o.o.o. 

o o 0° O 




R s0 R s0 > W 20 , Y 30 ^U?Y 40 f*ftfjfB<7)S*?r^ri~S) T-Tj* £ix5g 

*;w^^;W£tT/u^;H, (£17/^^-71, tiT^^if^/i'^^H, 
20 {£f&T/I^/W7/W^^A^ ^{£S^T/W^/V77/W^^/I^fi N 77 /W<; 
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yK^^^SI¥^^«$H6g^£M^{C5^ : Y 30 -W 20 -Y 40 -R s0 (it 

«K r s0> w 20> y 30 wy 40 f»i2(Z)#*^^r-r5) t/T$ti5tffi^ 

&33¥7^bii^£;fr3g^£TfooT, ill: 1 L 3 m<DW\— Xttl^Sti 

io u ^ — «y m^xn^m^^^in -cmzfrzit&vot. d 

v) 

X ( |v ) 

N 3 -^Ar 0 

Ar 0 t°yv?/n, t°y^~/y£, t o ^y^/yg, t°y^y>~/y 
^ry"v^&, -fy^/y^ ^-^-y'y/ys. ^y^t/y/H, t° 
15 ^y*y/ys> t°ny/H ( y'^y'y/yfi, -r^Ky/y£, ^y^yKy/H, 

(i) fM/vy^/y^ f£M£;h/c^-c^ J;vvk«, V7ys> -^nyr^^ 
= f^Sl^fbTV^T^ J;i^;i/^>y;vS, ^/w-^-f/yg, ^^^;H, 

v^rt ii^/y^y^ST/y^r/y^ ^;w^^;i/ist7^^;vS, fSIST/y 

^^r^S^ {SfST/y^dry^/y^— /Ug, ftl77V3^r->^;V#^7;yi, 

ig^ryy^^-^^/y^^/yT ^ y fii7/yJr;H, l6i7/y^^*^/^-f /H, 
25 i/i&mr yy^r /y# /y/^-f ^/y^^/y^-^, {g^T/y^/y^/y^^e 
-T/y^-^y-S, ^{g^r/y^/y^/y^^^/y^-dryS^ {£^£*vr^T& £i>t 
^ / ^ {g^T/y^/yr ^yi, ^fgisr/y^r/yr ^ys, h y {g$£T/y3vyT 
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/^/v^M^^T;;!, ^H^tvc^T^cfc^t KP^fW^MM 

5 T/^drW ^ jmfrhte&mZ ^I^^tiSIMtW^: Y 10 -W 10 -Y 
20 -R p0 (iCT, R p0 , W 10 , Y 10 &UY 20 tt, itufE<^&*3f Wi" 5 ) -?tf£ 

(2) ffiir^dr^i, Mx/^y-r^s, mkr^ujj ^Jr*i/m, &m 




25 
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(3) it : y io -W 10 -Y 20 -R p0 (it4\ Y 10 , W 10 , Y 2 0 RUR p 0 «StjfS 

o.O,c!r o.o.cy.o 

0 . O .» 0 

R >?o R20 

K 30 h 

- HN T %r 0 (II) 

o 




H 

K 40 R 50 



[iOK Ar 0N X, Y, Z, R 10> R 20 , R 30 , R 40 , R 50 S.I>it — « N 

(i) 

X ^R 

R 3 H 

I) - H V^Ar 

R 4 R 5 




(I) 



[ifc<K Arte, t°y>y^g N t°y ^^/H, t D 7^-/H, t-yyv 5 -/!^ 

^ryy/i^ ^yfr/y/H, w/y /^ ^y^iT-yy^x, t°^y 
y/^s, t°ny/^g, ^^vd^s, -r^Ky/i-K, -fy-f^Ky^s, ^y 
y a-k, -r y ^ y y as % -<y y^r y y A^.&.u^y y^iJ-y y h & 
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15 £g^S3TO«{;iiC : Y 1 -W,-Y 2 -R p (5£<K R p «. zK*J^^X«B«mS 



i?-yyAa, ^y^yy/n, -ry-r^Ky^s, ^y^yi;H, ^^py/^ 

tyy^i, t o u^s, t^y-zi/g, t°y vy^i, fy^^s, t° 
. ^yy/us, ^y^-^-y-AS, ^yy/H, Ko^y-fyKy^s, 
25 Kn-r^Ky/^s, ^-3ri-yy-=.jv^ s ~f?=^v^~^m, y ^i-v=-/vm, 
^yv ^ *v y ^oy^^-y y a^ -<^y^r y y -<^y h y 
ryy/i'i, ^y/7 7^/H^ fryy^i, ^T^ryy^s, as, 
t°py;H, 7y;H, y^if^/vs, h y ryy;H, ^yy-yt^t^/H 
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5; ?*y V v^/l^g, ^b^t KP7 7 =■ /i^, 7" h 7 t Fn K"7 — fcV* 7 

£thz>mffimmmm&. w^s, wtmrn*. mnm*. so, so 2> n 

R q , SO z NR q , N (R q ) SO z NR r , N (R q ) SO z , CH (OR,) , C 
ONR, v N (R q ) CO, N (R q ) CONR,, N (R q ) COO, N (R q ) C 
SO, N (R q ) COS, C (R q ) =CR r , C = C, CO, CS, OC (O) , 
10 OC (O) NR q , OC (S) NR q , SC (O) , SC (O) NR q 3U3C (O) 

o (::i;|5^t, R q &u*R r te, *»^Kiifii7^^/H, v-^n{g 

fc/is^/um, &C7 y J i&mr y^tt y A AoT^v'S, 
t Kn^^tir/V^/H, v-T/fS^T/^^^S, ^WMT/i'^fi, TJ/i' 

y filr^df ;V7 y*^«!7^^;H, jvH y y~ ;vr % y 7n^ 

/vr 5 y s, y ^ v^y fil7/^/H, im&T/^^^^-y y 

25 ^rW ?;IM»7/V3dfW 5; y£7)^^S^J: <9 W^Sg^SXfi 
g«^S£ig:i:i &^L3#|^L7:^TtcfcV\ {SfST/V^r/^, 7y-;^ 

2gtt£3g=L< (i 3 IttwMi^ iittt^tfeJ;i/\ iMft^ L < tifr&Wi 
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(2) fttT/i^/p£, f£|r;^/^yH x {S^TA^/ -f/v-^^S, t K 
5 v'fiiT/^/H, ^/w^-f/Wfi^T/i^/i^ feWer^^**s^ feWer^ 

r $ y fewer v-feMer jv^r jvr ^ ; fewer v v fewer ^ 
ivy -^=e=L^ -fewer sisicsvm, fewer ;^t> ; 4 jvt $ ; rn^^7?;l, 
feWer ;v ^ ^/p-S, f£07Vi^/i^/i'/^/i/£, {g^T/i^/i^/w^ 
-/^t s: ;sst5ffi»7/^y j>vt % ^/femr/^/i-Mfrbtezmx vmiR 
15 znzm&m (sit, n±.m^mtm-r 0 ) 3&s#s^-rsjitJi©«*0^, 



frhte&mz. vmnznz) ^m^^7 m^^m.-r^^mmm^mmmy.^ 

20 (3) i£ : Y 1 -W 1 -Y 2 -R p Y 1% W 1% Y 2 RXfK p «Hffffi^M*^r 
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o.q.cf o.a.cr.o 

Tkaff J^-^ L < fas; : y 3 -w 2 -y 4 -r s R s te, TkSfUf^xtefJ* 

/u^, ^yy^^^yy/n, ^^y^r-tf-yy/^ ^y/fryy;H, 
y/hyr/y/H, ^y/77^s, fryy/H, fr^ryy/H, ^ 
t°ny ^ y ^ ^ if - f y//y z^s, ^<^y-j^r 

is *^s^=b< n4 y*-vsy ~A>m, >c y*wv rh7t Knt°y 

vV^S, -Y 5: ^y* y y'^^i, ^ h y t Kn77=/H, f-^y ^—/uS, 
y y=;i/S, ifny^S, fpy-ywS, *;^yyl, fh7t Kn^fy 
U-zUXU't h7t Fn^y^y y «£ 5 S^ttSJJBtt&K^ 

W 2 «, ®?*J^T-, flS^/g^ SO, S0 2v NR„ S0 2 NR 

20 t , N (R t ) S0 2 NR u , N (R t ) S0 2 , CH (OR,) , CONR,, N (R 
t ) CO, N (R t ) CONR u , N (R t ) COO, N (R t ) C S O, N (R t ) 
COS, C (R v ) =CR r , C = C, CO, CS, OC (O) , OC (O) NR 
t , OC (S) NR t , SC (O) , SC (O) NR.XliC (O) O C^l^ 
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{&f#7/^/H, ^nfjg^T/i^/H, */H>M6iT;^M > #/w^^f 
/W&^T/i^/H, MfcTA-^v-l, H7;V3^r^yv^=;H, {J^STA- 
^v^/l^—yUT {£f#T/I^^^#/l^~/l/T 5 7 {MT/l^/H, 

5 v^MT/^/i^/w-^^/i^l, ^/w-^^f/i/;*- 

^r->l, f&MT/l^/l^/W^^/I^ari/l, v^ffilST/^/l-^/W^^^/^dr 

^1, 7^;i, i&m.T^3c^T ^/i, i/i&mr /w^/vr ^yi, mj fgtf&r 

/l^/PTi^^^S, 7 5 /^ST/l^/H, ^7/1^/^7 5 /{S^T/V^r/^ 
1, ^il7^=Sr^7 5 y {M7/I^/H, h V \%MCT^^T y^-tfi|7 

io /i^/^i, fii7^7J/^^7^i, 70^^75/1, {M7/^/-f/^7 

5 *JJ {&i}$7/l/3r/H, fSfST 7^^/1-^/1/7^ ^^1, i&^T/^^r/L'^/l-^ — /^ 
1, ffifST/^^r/l/^/V^^/^T 5 71, t Kn^fW 5 /SXt/fiiRr^a*^ 

TV^kJ:V\ {M7/t^/H, 7 y -/^Sf t < Ii7 ^^^r/H^/Tt) , Y 
15 3 RIFY 4 \^ ^-Xlil^ot, »I(iSI^L< Ii^t©fii7;^ 
i^l^i)-) ^$^51^1, Xttfii7/v^f^S, 7k®?l, v-7/1, ^ 
D^yg^ - Fnl, ^/v^vvH, t5;w^^;H, t}v^5/H, {&B.T 
JVij J J /H, m&T fVti 7 ^ /l^drv'l, t Kn^Mtt7^^r/H, v-7 / 
{SSfcT/i^/vK* ^n^g^/i^/H, ^?^*>7|6i7^^;i'S 1 #/w^^ 
20 /H£if&7/l^/H, {gtf#7/l^ 3^>-l, {£^7/1- v-#/W1?~/H, {£^7/^ 
n 3r i/#/I^— A'T 5/S, fSfST/1^3 3r v-^/V^^/l-T 5 / {^7/1^/^1, 
f&^T/l^/l^/W-^-f ^1, > ? f£^7/I'3r/I'#/W^-l'/H, #/W^^/I^- 
3rv-l, ffiij&T/l^/^/W^^/^arv^ v ? fg^T/l/^/^/W^xi'/^ar 
i^l, 7571, fi!7^^^7 5/1, v^lST/l^/V-T 5/1, (SiRT 
25 /l^/KT^-^l, 7 5 /ffi,f#7/V3r/H, MT/^^/l^T 5 / fMT/V^r/l- 
1, «7^^f^7 5 / »^7/^/H, h y fil7^dr/^7 i^-^iS&T 
/l^/H, {£f#7/^#/-f A-T 5 / 1, 7n^^75 7l, fi|7/V*^^7 
5 vV {£##7/1^/^1, {&rt&T ;v^/l/7 -y s/H, f&g^/i^/i^/i^ — /^ 
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4 % ; mfabtgzmfabmiRzn&m&m&m^ ■. y 3 -w 2 -y 4 -r s 

liT/^^r^K ttiC : Y 3 -W 2 -Y 4 -R s (st^K R s , W 2 , Y 3 Rlf 



^Ty^T/^/^S, ^nffia7^^;H, ^/v^M^T/i^/i'S, 
25 -f/^yS, (g^T/V^r^^/W^^-r/k^-drv'S, v^ttT/l^/I^/^^-f 





10 MW- 



(b) 



N' N X 
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OCT, R p , W 1% YjRVYjtt, Mm^M^&m-rZ) TvT^tv5l»^» 

^sp^^^^nseifes-efcoT, it 1 4v^u 3 fi©i^-xiisft 5fi* 

y vi&Mcr suic/uM, r v — /i^S, 5 ^y y y^s, -r y^aMf-y* y -f y 
^ y y /i^s, y y-r ^ k y ;H, y y ^y y /i^s, y ^ k y /^s, y ^ f y -y— 
/i-s, ^yf7/y^s, ni^w^i/^-dev^^^-/^^ ^^y y/pg, , t° 
t°7^/H, t°y^v?^/^, t°y^^;H, t°^yy/^ % * 
15 y^i^-y^/vs, ^yy/^, Kn^y^^Ky/H, Kn^yKP^ 

/i^s, -< > y ^-^ -y- >s y /i^s, -< ^ y ^ r y y ^ y f y r y y a-s, 

^y^^n/P^, f7/y/H, ^Tv'ryy/l-K, t°ny;H, 

yy/i-^ yy-if^/i^ hyryy/^s, ^^yy^^-!7-^/^.&xM ^u-^ 
20 i/Jr*z/y *.^^mfrhtez>m& vmn&n&^m&mm&Mm^ y^y 
y 4 y dpf-y y t- b ^ t Knt°y yy^g, y ? y y^/i- 

y t°n y t°o y rr/i^ y/£, f h7tKn^y 

» o.o.o.o.o. 



o o O O 
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mm?. 




5 3g=L< : Y 3 -W 2 -Y 4 -R s (i^ R s . W 2 , Y 3 RXIY 4 

^t&fflCT ^■ZrJVt) ^1, ^/W-<^e^7l-^-dr^S, {S^T/L-^/l'^/W^^e 

^ /M, fc KP^fW ^yi^W/^^w 5: ys^b^s^bi^^ 

20 ilSIiStW^: Y 3 -W 2 -Y 4 -R s (OT, RsN Wzn Y 3 .&7J?Y 4 J» 

r y-A-s^ix ter^A^/t^^u x, y, z^7j?5C — is, (tufa^s 
25 *fc, — ^ (i) cDik&mz— f&i£ din wft-a-w-** u mtfhy 
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— 8*iS (III) (IV) <7)^#»^^S^^, -8*5*; (I 

i i) (7)fb^i^/K-*f lt, —8*5*; (iv) (o\\&m*:ft*. b< * 

5 (III) ©ft^lCxttS h U ^ p nTt^HhXiip - ^ h 

n dr^^;P,f^;Hbfi- (ill) ©j^l^H^LT, 

t#^*L7c-flK( I I I ) ©fb^© b ^ n n Ttf ;H^XI4 p - = h p 7x 
J *c*/$u\>i$^M\$® l ^/Mzi^U — ilxit (VI) <Dik&m%: 1 ~5^e/K 0 
10 £L< •t/i'fflV^TKJSSrfr 5 c 

fc*3 N —8*5$; (ill) tfMt-S^Xt/— 8fc£ (iv) <Z)^^^*3V>TM^f^ 
f£^JS£tT£fT9itW£LV\> S^Tf^(-#^tL/t— ^ (II) (T^b 

25 ^(Dmmm&^^-r^^t^x <9, (n (Dit^m^mm-r^^t 

*il©friStLT!i, MxLtt*t e r t f-fri/ V /H, t e r 
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/P^<7)T^/l^^W<btL, t e r t -zf?-A>*J* f^v' y /H, T"fc 

t e r t h ^^*/U/}f-/Hf (OfilT^^ * ; 

*;U^>i//kMlitLTI4, Mx-&*^^m, ^/^m, t e r t 

[/of^T^^ • PA'*-'?* -41/' 3r—j3=-y>7 - l/is-te*/*. (P r o t e 
ctive Groups in Organic Synthesis), T. 
W. — 1/ (T. W. Greene)^, John Wiley & Son 

stt (l 9 8 1) Xl^ixi^fS^l^oT, 0»J^L^gfeX«iSSS: 



(1) ©fl-g^a* 2 St£tf>*6 




p. K o 

R 4 R 5 

-jft^: ( 1 v) 

X ( |v ) 

N 3 ^Ar 0 
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Ar 0 te, MffioE^^W-rs] •cmztiZlt&tok—miS: (ill') 



j££-frT, —#55 (I I ' - a) 



(i) (Dih^m-i, (v) 



[iS*. X, Y, Z, R 10 , R 20 , R 30N R 40> R 50 — tt, HijBE^iC 

15 *3rWr5] -e^^^bS^^i— H« (VI) 
H 2 N-Ar 0 (VI) 

[iOK Ar 0 tt. Hufe^M^^W-TS] -its: 
iC(ii) 




(III' ) 



5 





■50 
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R ^> R 20 

K 30 




HISL JI_ (||) 



K 40 R50 

[5£4\ Ar 0 , X, Y, Z, R 10 , R 20 , R 30 , R 40 , R 50 RU^ — 

(1) 



X - Z -R 




3 H 



I) H V^Ar 0) 

5 R 4 R 5 

Ar, X, Y, Z, R,, R 2 , R 3 , R 4 N R 5 RXfiiZ — tt % H&fEO 

*Mmm<DT.un. «JtifeA©— «s: (1) (1 1) wfk 

10 Mitfec 

EP*>, (VII) 
o 

(VII) 

-r] (Dit&mt-m^ (viii) 

20 H 2 N-NH-R 60 (VIII) 
t, — »^ ( I X) 



T 10 
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R 60 

I 



H 2 N^ N 

J10 



(IX) 



(III) 



R <!° ^20 




NH 2 (Ml) 



R 7 ^ R 

K 40 R 50 

[jfc^ X, Y, Z N R 10 , R 20N R 30 , R 40> R 50 — f3\ itfffBO 

i^SJS^-er-r, (x) 



R <<o R 2 o 

, X ^R30 



r; 0 x r 50 ° " x 



^60 

N - (X) 



l' 



10 



[xt^N X % Y N Z N T 10% R 10 n 1^20^ ^30, ^4 0^ R50> ^6 0^ ^ = -R- 

tt«SISS:^*'i-SrtlJ:«t«9, — jK^C (I' * ) 



X^Z-c 




R4 R 5 



-HN NH 

T 

o 



H 




N 



d") 



15 
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mU<OMM%^-rZ>) , X, Z, R , R,, R 2 , R 3 , R 4N R 5 &t/i£ — 

(VII) tf>fc£>«j£— «S; (VIII) <ZMfc^4&££5a££*T, - 
f&&. (IX) ©{b^4*S:«l5gi-SRJE&tt, —ttiS (VII) (7)\^mi^Mz.n 
5 L> — (VI I I) <D\\&m\ ^/^&v>U®PJ^E-/K 0*L<«2~3^7V 

5r^^-e#So ffiv^— ^ (viii) cDik-a-mmkom.T-h&Wi-g; M 
iii f y ? ©is^-^s (viii) (Dit&m 1 *eMzj$ u 2 ~ 

5*/K b< « 2 ~ 3 ^&/K7)#^ET> — il« (VIII) <Di^m<DmMW- 

10 Sr^S*Srti&s»*bV\ 

0 °C~ 15 0 °C-e£> 19 , SJCWRflki* 1 B#Pb1~ 4 8 B#^, L < {2 2 B# 

(IX) (TMt-hm, (III) <Z)^#J^W^^^/KZ)S^ 

15 iSMSc7)#r±T^^$-ti:T, — (X) <Dtt&m*WfctZ> 

Ritn, (ix) (D^^i^/n-^tb, — (iii) (Dfc&yo&i 

— (ix) <7)^#Jl ; e/H-*J-bl^-/^v>Ui§PJ ; e/K 0*L< 
SJ^Mte, — ^ (IX) ©^^t^^^^/^RJC&tt^^^^SlS 
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0 °C-Cfe <9 , H^B#rfl«, ilS^ 3 0 £fe1~ 2 4 b#p^ % m * L < 1 B#ffi~ 2 4 
B^f^T-fc^o ~^/£/^f£Lfct£, — (III) <7)>fb^i:^^-yrS^ 

5 o°c~ i o o°c-efcs 0 

^t\z£V, (I' ' ) ©Ib^^ligt^r ir^-c^^ o 

10 £fc, (x) (Dfb^tt, -H3^ (ix) <Dit&m. (111) 

bkL-tife. — j&st (ix) cDfb^^S/^^-fr^^^i-ioTt^-r^r 

^i-fflv^^f^Ofitt, (III) <7>fci^ 1 ^/H-*t U i?** 

( I x) cojk&mn 1 ^/^&<^ LilHU^/K £ b< ri 1 ^e/v-CfcSo 
o°c~ 1 0 ottfcSo 

SJ^B#^«, iiS, 3 0 #~ 2 4 ^fW, ^L<l±3 0^~6 Bf^T'fcSc 

-«5t (x) ©^/»(z>te©WiBS^^ife^im*w^3E&^asjc&tt««iaE 
25 ^AiMftfeiiLt, &x7^^m&TRxfm.m<D&&T, — asss (x) 
^^-arr, (x) c^ni^^/v^^b^m, ^S'tt^T-^Sl^^^^ 
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&.mzm^z>&um<Dm^ -mm (x) ^^i^/h^l, mz-\$mm 

7 aiV±l'lg<DfcXZ7 J ^ftHtt&^ttl^tl 5 ~ 5 0114%, 0* L< til 0~ 
5 2 0fi;ft%&JBV\ *fcM^«*^7K^ h y ^i^Oltfitt— «5£ (X) (Dit 

o °c~ i o o ttfe t> , r^hui*. ii^r> 3 o 2 4 mm, l < « 5 

(i' * ) ©fb^4fe&i!Ht^5££as-c#5o 

-jftit (I) ©ft^WA r _h<7)t^l(7)f ^?rlPJ5t5o 
Arte, fl&i£ LfcJ: 51^ #a<z>gm«?rW-r§- t*s-C#So MxJiMit?* 

t,»±, mn<r>nMtt^-Tz>) &w-t-5— mm (id <Dit&M%m 

SSLfcgK 55^WtBS<^^mS/^^fTofc«9 (^&&A) , ifc^Kt— #5£ (II) 

$?5o ®m<Dm&J?m%, m^t-mm a i - c > 
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(ll-C) 



Ar co «, «^S:-T 1 -OR 7 (rmfc^T v R 7 &U?T , teitu IB 
<DMM*^i-tZ>) ?r-at?Hijfe^A r o^f^L, X, Z, R 10 , R 20% R 30N 

5 — jWf^: (i i - d ) 



-atfBufS^A r o^r^L, X, Y, Z. R 10 , R 20 , R 30 . R 40 , R so 

— ra\ Bufec7)#*^w-rs] <D{k&mkLi£*) . (i i-d) o 

ffi^^^^fljffl Lt, — Jft^C (I I - e ) 



[iSf, Ar e0 «, II1:-T 1 -NH 2 ^ id^T, T x fc£jiuB2<Z>#9fc£r 
^-^l^mrf2<Z)A r 0 «r^U X, Y, Z N R 10> R 20 , R 30 , R 40 , R 
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10 t Kp77>, ^>"fef^ g^oi^/K y^/^MT^ K^^f <b;ft5o 
^9 J — />i07/Wn- /MK« S , $ bMTi7 F^Oa§7cS^i-*3V^-r7K0'fL4fe 

^x.f»f57t^^-ett, — (i i-d) (Dfb-a- 
20 ^e/K #f£L< J21 ~5^T-fc5o *fc> /Wfcf£, K (X 

lir^bthy?^) £^&£-tfr55?j&-m, — flast d i-a) (Dik&Vni* 

/W-*t U ^^Jfc^/Wbj&ja 5 1 */^>fcv ^ LiiPJ^/K 0* L < fit 1 ~ 3 ^-/p-C *> 

£L<fitl~3^r/v-efo5 0 W©7^/WO' (Xli7 7ftt h y >7A) 4- 
25 SSJtS-Cti, 7^*=MbS!l^|^U 7 7/W^ KWtSXit 

Ti7fb7" h y i ^/^/^ LiiPJ^/K 0£L<tel~5^/M£ffl-r<5 o t 

t K7i?^ l ^e/^v^ Liam^e/K L< fit 1 ~ 1 0 ^/i^-efo ^ Tv 5 Kffc 
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fl&fESteJEKJS"?**, KJSiWtt, - 7 0°C~ 1 0 0°C, 0* L< K£2 o°c 

~50m>), SJ&WISJfct, ilS, 5 4 8 R£|fJK 0* L < fit 3 0 

5 o o c^^>b^^-fflv^<5^ ( D^^-e > 0^ u< «2 o°c~i oo°c 

9 , sjwww:, 5 #R5~ 4 8 b#w, »sl<ii3o 2 4 mm 

&JR$gffc5:JBv^5i§£\ RjcSiWra:, ii^t, -7 0°C~1 5 o°c, 0£L<te- 

2 0 °C~ 5 0 °C-efc >9 , K/»BSJf3\ i§&\ 5 4 8 H#Hfl, 0* Kttl 0 

frfoumn.mig. 2 o°c^v^Ls^i-fflv^^^^*-r?,0^L< «3 o°c 
~ioo °c-rfc >5 x Rft^mn, mm, 1 0 #na~ 4 s n#p^ $ftt<H3o^ 

ffi-2 4ltmt?fcS 0 &#!3l7cfc:«fc5iS5c<Z)*§£\ RJ^iaStt, iBfif, 0°C~1 
0 0 °C, L<tt2 0 °C~ 5 0 ICfifc "9 > SJWWW:* iiS^ 1 0 #HH~ 4 8 

15 L < 1 0 #HB~ 2 4 ^^fc5o 

i-e) ©^^S:a432rrs^^ds-e#s„ 
— ^ (i i-a) co^^^-e, — (i i-dj 



[iS'K Ar dl W\ re:-T r CH (R dl ) -OH (rr{£*5^T, R dl 
fficDS^^W-TS) Sr-^tfHfrfEOA r 0 $rj§c(JfeU X, Y N Z, R 10> R 20 , R 
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t, mk&fc&n^ — ^ (i i-d 2 ) 



[it^, Ar d2 «, Itl^Tj-C ( = 0) -R dl (r^^joV^T, R dl &. 
5 , C5T 1 «Bif|E^S*SrW-rS) £^tmifa«A r 0 £Ic9fcU X, Y, Z, R 10 , 
R 20 , R 30 , R 40 , R 50 &TJ^ — fit, HtffB<7)E*^Wi-?)] <Di\&mk\^Tz. 
Wjt&)T =■ Sit&ft^ (I I-d 3 ) 



[5t*K Ar d3 «, liii-T^CH (R dl ) — NR d2 R d3 (rrfc^Vvf, 
10 R d2 _SXFR d3 fi, ^TRSfJJfC^-, X«PJ— BMftot, 

mtsthZ^Tvm 1 ?-* i mm l < ntnsx±^ lt t> x < itiiis^t lt 

15 5fe£rWi-5) 3r-atmff2<Z>A r 0 £rjgr*U X, Y, Z, R 10 . R 20 , R 30 , R 

So 

— (i i-dj <Dik&m*mtvx—i6&t (i i-d 2 ) (Dit^-m^^ 

20 — J»!5£ (I I-d 2 ) ©MtR i2 R i3 NH R d2 Xt5R ds «[ii(rfS<Z> 

»§r^"i-s) -e*$ti.^fb^^(7)3i^^r ^ /{loom, (i i-d 

2 ) <Dik^mi^MZ.y$V, R d2 R d3 NH& 1 ^/l^V^Lil^/K L< « 
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fflV\ «f£Ct*^a7->-7'7 3A^K (I I~d 2 ) (Dit^^O 

— as^ (i i — d j <Dfc&®frb—iB&L (i i - d 2 ) (Dit^m^mx, 

& (I I-d 3 ) ©^fe^^fSIigtt, ^feB^-TJ: 
10 ^OJ; 5 l-LT#?)Hfc-^ (I 1-c) (Dit-B-^f, — ^ (I I-d) <£> 

ft-a^xi*— «5t (i i - e ) (Dit&m-z, mmzm^vk^-rz -ti^x*), 

15 ggjfejfeB 

—18&: (x i ) 



R40 R 50 

D£4> % Ar co , X, Y, Z, R 10N R 20 , R 30 , R 40N R 50 RTtt — fct, 

(1 1 - c ) 





WO 01/07411 



PCT/JP00/04991 



89 



K<K Ar co IMi-T.-ORe r. i^V^T, R 6 , ttt&IS 

©M^ttS) ^-atfSulS^A r 0 ^E*b^ X, Y, Z % R 10 , R 20N R 30 , 

#3(7)7K^Kcof*«^|^*i-^r £fc:«fc "9, — (XII) 



^rTS) Sr^tPifufEcOA r 0 £r#g£U X, Y % Z, R 10 , R 20 , R 30% R 40x 
10 R 50 Xt*£ — «\ fffta^^i^^W-r^] coik&yo&mmirzz. k&-V£Z>o 

— «=* (xi) ©^ft^iiitagsfi, (i i-c) (Dit&mi^ 

/W£*tU t e r t - ^f/VT ^ y^7^/^7/Vf t M^ilLfc^ 5: 

15 /^/^, mt*^^^. Th?t Kn7 7^ s Pfbix5o 

0 °C~ 1 5 0 < CT?fc 9 , KJ£H$lfa ii^ 1 2 I^fIW — 7 2 H#M, 0* L < \t 2 

20 — ^ (XII) — (XI) <£>fb^£rffl^T, fifffi^iSfe 

a co -m^ (i i-c) (Dit^-m^h— fistiK (i i-a) (Di^m^wm-t^^ 

(xii) (Dik&mt, —M&Z (i) o-fb^^M^i-^fc^coiicf 1 ^ 
f*-cfe>9 , M^^T»^)'±c^v^L«^feE^cl7^-rJ: 5 — JttS: (x I I ) 
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-HM (xii) 




(XII) 



[5£*K Ar d0 . X, Y, Z, R 10 , R 20 , R 30> R 40> R 50 25.^ — fc\ 
BtrSE^Sft^rW-rS] (Dik&Wb-^ (XIII) 



—8*5$; (xiv) 



A r dl g^S :-T,-N (R 8 ) S0 2 Ar 2 (r ^ J^l^T, T 1% 
R 8 . Ar 2 HuK<^#*$rW-r^) Sr-a tf ftfjf2<Z) A r 0 U X, 

R 10> R 20 , R 30> R 40 , R 50 &U«5£ — tt, BUfBOE^^Wi-?)] -CS^tb 

S^fS, — (XII) (Dit^a^O 1 ^E-ZKd^f LT, — j&it (XI I I) <D\\L 

a&it (xiv) (Dik^-m^n^* kifi-vzzo 
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(XIII) 




WO 01/07411 



PCT/JP00/04991 



91 



< l 3 ^u-cfeSo 

SJt&iaSWx O^^V^LS^i-fflV^S^c^^^, L< fi2 0°C~ 

io a£H#p B m> mn, i b#iw~ 2 4 0* l < n 2 u#r^~ 2 a i$mt?*>So 
S^7f, i§^<£>#L3S2rtTV\ — jftS: (x 1 v) ^*£nMb^<z>&£j£ 
TO^mSo icoJ: 5^b-c#bHfc— ^ (xiv) -eg£*L<5fc 
1§^5£r, »Si:HfoT»«L, (XIV) ©^^5it^-C#5 0 

(XIV) ©{frB-ifca^— JttSC (XV) 



[5£t£ N A r d2 gi&X : -T 1 -NHS0 2 Ar 2 (^ rteSSV^T, T x> A r 
2 «\ iiufE<E>i§c9fc«:W'?"5) £ra&itufec£>A r 0 &lc!*U X, Y % Z, R 10 , R 

— jHs£ (xv) <D\k&mfab— fst^c (xvi) 




(XV) 
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Y N ^3 (XVI) 



[jfctK A r d 3 : -T,-N (R q ) S 0 2 A r 2 £ KiasWC, R q , 

Ar 2 lt Hiiffi(7)E^^Wi~5) Sr-atPHtifEcDA r 0 £#9feU X, Y, Z, 

r 10 , r 20 . r 30 , r 40 , r so Rxj&t — mm(DMM^-r^ <D\t^m 

5 &£.J&-rZ>Rmte s (XV) R„-OH 

V^T, R q «^fB(7)E*^W-r§) 3: 1 ^^&l^U©fiJ^-/K £?£L<tel~3 
^-/Wl^T, — flfcit (XII) <7)^^^—^ (XIII) <7)^#>£<7^/£ 

(XVI) (Dik&Mfrb— (XVI I) 



A r d4 fi, ItS : -T r NHR, (^r^^oVMT, R q , T.ll, fl&fB 
<DmM%:^-tZ>) ^tftulBc^A r 0 ^#*L, X, Y, Z, R 10 , R 20 , R 30 , 

r 40 , r so svs — fi, mm^MM^-r^i ^b^^^-rs^m, 

R q l^j£_h, 3E*RTfiB*tt*3IE^#^-t-S»^, — JttiC (xvi) <oft&m 

j&st (xvi) ©^Wd^— jKS: (xvi i) ^&-fZ>Kfob\z\m<D$zi i ¥$: 
20 iiffl-rSw^^s-c#5 0 
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~8 O'C'CfeSo 

£o»p B iw:, mm, 2 mm- 4 8 mm. l < tt 2 mm- 2 a mmx^^> 0 

(xvi 1) <Di£&ttofrb—1Bt&, (1 i-f) 

R<io R 20 



5 [jOK Ar d4 «, Ri&S : -T,-NHR, (rr{^*5V^T, R, , T^S, fitlfB 
(DMM^-tZ) &^&MfZ(DA r 0 «rS*U X N R 10 , R 20 , R 30 , 

— ^ (xvi 1) <Dik&m\zM^*£&. M*-t£EM. hV^AsX-umW&f&ft 
(XVI) <7)fb^^(-ML, ^llj£CTR Q ±©tIl©ft 
— Afcifc (1 i-f) (Di\&m\*. —Wi^ (xxi 1 1) ©ft-^flfefcatu jStc 

i-f) ofb^srSiit-rs^ t^x-#^ 0 

15, 
25 ^jfejfcD 

3E*ftcT?3K3gb^-«:S: (xvi 1) ©ft^OTLt, 
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(xix) 




[iOtN Ar d5 te, g&£ : - T , - N R q - T 2 - R p (rri:^^, T 2 fi, 
^/l/^'^^lXlt^/l'/t^/H^^L, R p . R q , T p Ar 2 n. mt^CDM^^ 
5 ^r-atfrnflE^A r 0 ?rML, X. Y N Z, R 10N R 20 , R, 0 , R 40> 

r so st^s — utricle* ^w-rs] (Dit&mt l, j>:v^-e— ^ ( i i - 

g) 



[5£<*\ A r ds J2 % gl&S : -T r NR,-T 2 -R p (i ^ id^T, T 1% A 
10 r 2x R p , R q RXJPT z i^ mtttMMZ: Wi~ 5 ) ^tmflE<£>A r 0 £r;&i*U 
X, Y N Z N R 10% R 20 , R 30> R 40> R 50 RtfiS — «\ HtflEW^I*^ Wi - 

— «s: (xvi i) ©ft^-tea^— «5£ (xix) — ^ 

(XV I I ) (Dik&Mb— JttS; (XV III) R p -T 2 -OH [R p 2 teSu 

^^^JS^*5^i:ia?)Mt5-i:^#5 0 — (XVI I I ) (D 

— Jt£iC (XVI I I) (DJJ/)s7$i/m&m^Z>iB&ia^ N, N' -v^^p-^ 
20 ^risflsflA'tfi?^ K F\ 1 -m^/v- 3 - (3-^^7 ^//ntVl') 

sl?SM 5 h\ 2 - ^ p p 1 , 3 - v 5 ^ ^/W 5: V/Tsfv}) F^com&McDft 
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-j&it (xvi i) ik-smt-m^ (xvi i i) <D\k&mt<Dfrfo\^ — « 

(xvi i) <D{k&toi*eMzttLT. [ (xvi i i) <D\t^^i 

io ~5 0°c-efc5 o 

sjwfb 1 !^ iisr. i o ^-rfl— 4 8 m m, l < n 3 0 2 4 n# r^-efc 

•So 

15 ^ ^afe^- h y y ^tk*^- h y xaw 

^I^S^fflfiti, — (xvi 1 1) (Dik&m 1 -e/KciM u i*r/nfe 

— (XVI I I) CDm^vtf^ikWon, — flxSC (XVI I I) ©tf/M?^ 
25 bllSo 

— (XVI I I) ^^^^V^W^^USTK^fi, — ^ (XVI I I) 
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—fG& (XVI I I) <D#A'7$^&t<Dm&^X'rW3i. — fG&Z (XVI I I) 

£iJtf)#;£T, 0»Jx.fcfN-fc Ko*^^->W5 h\ N-t Kodr^7^;W ^ 
5 h\ 1 - t Kn^^y / h U r/- ^ON- t Kn^i/fb^fe ; 4 -= h n 

— J&5£ (XVI I I) <D%/Vtfl/ ] m<DW;'&T ^ m, — [x v i i i] CO 
10 1' -^/i/*^/>t*7 />) ^^O&^S^iciJ: <9?# 

rcoj: pfcbT^^tv/c— tts: (x i x) (Dit^m^hm^mm^m^x, 
(i i - g ) (Dit&w&n, w.fci%mm%m4s-tz> -ti-x'o, -ma c i ) 

15 — asfit (xix) <z>^4*icas^*ife % F'Jxl}«^, F^^nsif^ 
ffl^-e-x— jtt^c (i i- g ) <^^%^M5t-r5^i^x^5 0 &s-efo*u£, 

(i i- g ) (Dit&mn, -^mmm^m^mzx. »a© 

20 — (i i-f) mk&Vn&mwt ixliltsr £tfs-c£5«, 



[iS'K Ar h0 « % IM: -T^OR, (^^{^1*5V^T > R p ^T,^, mT 
25 fB<Z)M*Sr^"i-5) ^-atPmfffi^A r 0 ^rE*L, X, Y, Z, R 10 , R 20 , R 



«J&&«, (XII) ©I^MLT, (XX) 
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(i i - h ) 
R v> R20 



[iOK Ar h0 Kfc, : -T^O-Rp ilCSSV^T, R p S^T^i, 

r 30 > r 40 > R 50 svs — MmcDWM&m-t&i (Dik&m*mm-tz>'k 
— i&tZ (xii) omotlt-^ (xx) (Dik&afo&mm-rzjjm 

S60#^T, — «^ (XXI) R p -OH (5fc«K R p tt, Hij|E©S*^W-rS) 

^ UTtt, m^—^^ (XII) ©^^P^Vfbfefc5VM^/^yi 
^^/w-^^Lfc^, ^£#i£T, — (XX I) R p -OH©7;^^vi: 

25 r. 5 LT#ib*Wh— (XX) <7>ft^£&^ia£CT7K^, T^ySS: 
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m& (i i-h) <D4k&w&mm'tz>z.b&x*%z> 0 

9 wfcf\>J*^ "tV^M Kn77^ -<^if^ N g^rc^/K ^^f;l/*;l/A7 

10 V7 y — /vT/v=i— /^^tL^m^e/^v^Liipj^/K l < « i ~ 5 

-CfcSo Sfc, — (XX I) ©T^n^^o^yfbi, — (XII) 
^fc^J&K/ft^-frSlxJS-m, — J&5£ (XXI) ©T^^l^WU 
yMa/r-^f^ij/jS i ^e / ^v>Li^f(l i e/^, 0* L< tel ~ 3 ^/i^Cfo 9 , ^^Pi<7) 
(XII) <D\\&m*m&^&m&-?VZ. — (XII) (Dit&Wol 

15 ^-/M£*j-U AO^yf^^ 1 ^/V/^U®PPE-/K L< f3l ~5^E-/K * 
fcHSI:^ n T'yfkti 1 ^;H^>t U 1 bWU^/K £?*L<«1~5 

^^ffltSo £ibi-— 1« (XXI) ©7/^^^^/^7ix7f;^ 
iLfcfl —t8&L (XII) ©^^SJC^tSSfSTtt, (XXI) 
©7^3-/H*/H^L, x/p^^/H^J^i^^^v^biiUJ^/K 0*L< 

20 l ~ 3 ^-/K — MtM l ^E-/W-*t U l LiiPJ^e/K 

$f*u<«i~5^-/^ffl-e$>«9 > ^japg©— «s: (xii) ©fb<£*«rKJ&$ 

*5SJt£;T1i, — (xii) <^b^ l ^/W-*f U ^/^^^^^^/^^ 
1 i E-/i'^V^LiiPJ ; E-/K L < f£ 1 ~ 5 ^-/K t.tz.mM^^/v^^m^^'r/^ 
l^e/H-*J-U l ^/v^U^'J^K L< fi 1 ~ 5^-/M£ffl-r3 0 

25 — (XII) (7)^^^^^<7 i ^'^b^lfeSV^«^/^/-^^^^^X/^^^ 

Lfc&, m£#^ET, — «5£ (XXI) ©T/l'a— ^tKJ©$*5»^t>, ±SE 

S&IB3t®s/^"e«, gjSi&Sttu it, - 7 o°c~ loot, 0* l< tt2 o°c 
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2 4B#Hfl-c#>5 0 — f&5Z (xxi) ©r;^-;^^Dyy{ki, — (XI 

^l<li2 0t-10 0tT?ife^ SiS^F^ttx 5 
^1-4 8^1 ^L<li3 0^F|~2 4^TO5 o — ^ (XXI) <7)T 
/Praw- /^^/V^^m^x/^^Ufc^, — (XII) <D 

ts^&Rfc-ete, Rfoumte, as, 0°C~10 0°C, &± L< «0°C~3 o°c 

-cs> «9 > Karate, as, 5 4 8 ^ x # * l < « i o 1 o i^ra 

*7vw^3SftL;fc:8U 4££##T* — Jtt5£ (xxi) ©7;^^^6^5 

i-h) (Dik&yd&mm-rz- t^x^, 3g(-^T^M*^i^*-rs-^i-j; 
— (i) (Djt^^mm-r^^ t&x%z> 0 

f5 0 



*£*ifctt, — J&it (XII) ©{^^ftfflLt, -JfSit (XXI I) 



te^TtZ) £r^tfitftfS<£>A r 0 Sr#^b, X N Y. Z, R 10N R 20 , R 30 , R 4 0 % 

R 50 &t*£ — tt\ ifffffi<7)#B£&Wi~3] <D\\^mh\^fdk, —f&& (xxi 

I I) 
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> 




(XXIII) 



r 10 , r 20 , r 30 , r 40> r 50 xufyt — f*. tutsco^^^w-rs] (Dit&m 

SJCStt, — (XI I) ^-ft-g^ 1 U ~mik-?^tf^& l^e^ti: 

V>USPHe/K #*L< Kt2 O^E-/WBV>-C?tV\ — jRiC (XXI I) coik&mt 

10 j£3rm\ — ^ (xxi i i) (Di^m^n^>^ t&-e$z> 0 

SJtEiafjEtt, (xii) <5D^#>^^— ^ (xxi i) <D\\^m^ 

15 2ot^?>5om5, — (XXI I) (7)^^^^—^ (XX 

iii) cofk^Sr^i-ssiS^fev^-rtt, iifir, -7 8°c~2o°c, 0* l 

< fi- 7 8°C~0°C-CfcSo 

— fl£5£ (xxi i i) <^b#W-*fU S^xyf^irofV-/^ • 

20 X't&m-rz r t k «t "9 , — ^ (i i - i ) 



[5fc<K Ar 12 |i, f^S: -T^Cy (r £ fc^X, T x «, fuSE^ICBfcSr 
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r 20 , r 30 , r 40 , r so rxj&z. — Btftfl^^^w-rs] (Dik&m&m^ 

S/£(-fflv^;g-l«cD:i:f^ — «S: (XXI I I) (D4k&®n*£Mz*tVs fsL 
o°c-^^v>5^©^^-c\»^ b< fc£2 0°C~ 1 2 o°c 

10 -c&So 

sjtssi, w^^b^^u — jhss (xvi i) ©fi^tta* (i 
i-i) <Dik&m*mm.-tz>~ t Q 

15 — ttsfc (XXIV) 
R^o R 20 

Vt- hn A- (xxiv) 

R40 R 50 

[5£=K Ar ]0 tt, iiS:-Sn-R w 3 (rrid&l^T, R W W\ ^MT 7V 
Jc/lsm&^iT) £^t?li(ffE<Z>A r 0 5ri§c9feU X, Y, Z. R 10 , R 20 . R 30> 
R 40 , R so — f*, HfffE^m^^Wi-?)] <7>ffc£^fc*fU ^ J&it (X 

20 XV) 

R x — L j (XXV) 

Kf, R x fci\ igt:, «»$ftfc«*£&WLTV , '"rfc«fcV\ L x ^A t5 ^ 
25 /utti/m&TFlrl (Dik'Bi-Vo&Rfo&itZztiz.ZQ. — «5£ (1 i-j) 
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(ll-j) 



5 i~) ^-^tpMffi(7)A r 0 ^E*L, X, Z, R 10 , R 20 , R 30> R 40 , R 50 

SJ^tt, — (XXIV) (Dik&m 1 ^/W-*tU — ^« (XXV) (7)^-^ 

^£ l ^e/i^&^UlPJ^/K U< tel ~3^tr/WBv\ ^J^i^MJx (i/^v 
^UfVrthy) v^^v^i^ (0) (Pd 2 (dba) 3 ) f©/vv?^tt 

15 5 0~ 1 3 Ott'fcSo 
(XI I - i ) 



[Sfc'tN Ar k0 «, : - (CH 2 ) 2 - OH £r^tfiiuf2c£> A r 0 U 

20 X, Y, Z, R 10 , R 20 , R 30 , R 40 , R 50 RXJ&Z — flfffBOStl*S:Wf 

6] <£>ft^#»a><b— (XXVI) 
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(XXVI) 



A r kl li, BtS : -CH=CH 2 £r-^tmr!Etf>A r 0 U X, Y, 

Z, R 10N R 20> R 30 , R 40 , R so RTfiK, — «\ SufS^&^^W-rS] GOftl 

&m*&&Lvt^ik, mit^-mt-m^ (xxvi d 

5 R y — S H (XXV I I ) 

SXiSMfS^r^t] «{b^«^^S^^-fr> — (I I-k) 



[5t«K Ar k2 «, fij&K : - (CH 2 ) 2 -SR y (~~M:JoV>T N R y f^, StUB 
10 (DMM&^iTZ) ^-atfgjfS(7)A r o^TM^b, X, Y > Z, R 10N R 20 , R 30 , 

r 40 , r 50 sr>^ — «\ fltfiB^#*^#-r§] (Dik&yo&mm-rzz. t^x- 
(xi i - i ) <Dit^m>h-m^ (xxv i > ©{b^^^t^s 

/fc^v^-c, — (xi i-i) (TMb-g-^ i ^e/W-W U fflx.\~£mt*?^* 

tfl, [5, 4, 0] (DBU) ^©flg 

20 (7)M, 0* L< hi 2 0~5 OttfcSo 

-^iC (XXVI) ^^#575^-^xt (I I-k) ©f^?rMt5S£ 
iC&V^T, — Jt£iC (XXVI) Of^ftl^H^l, R y -SH^1^V^ 




R40 R. 
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S-rs^^i-J: «9— J&ifc (I I-k) <Dik&m*nz> 0 

— ASfst (xxvi) eofl^W-** U —{Kit (xxi i i) (Dik&mfch—ffi. 
it ( I I - i ) ©^*«r^-t"SXSi:l^«<oRjiSSrfTV\ (I I - i ' ) 



A r g&S : -T,-Cy' (^rMjoV^, Tjfl, buIE^^St 

■et> <tv^ga6issss^Wi~s) ^Mjiscda r 0 ^;§cBfcu x. y, r 10 , 
r 20 , r 30 , r 40 , r so &t;s; — « N i!&fE<£>S3fe£rWi-5] <Di\&m*$m. 
-t&z.ktf-e$z> 0 Rmn, (xxi i i) <Dik&mfrb—m& d i - 

Jtt^ (I) Offra^fctt* H&IB^iit), (I I I) CD 

it^mmi-m^ ( i v) co^^^i^-— ^ (v) o^*ru5- «5t (v 

— «s: din (Dit&mte. &f&mA?£^\^&fmz}<Dj5m^&*), — #5t 
(iv) (Dit^-m-i, &&mK%\,^'L&&mM<Dj5mz.£y), — (v) 

*i3gfeA-effiffli-s— din <oft&m<nfa, x^mmm^\ y&c 

25 =0(D\\L-&m, Wh~ (I I I - i) 
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R40 ^R 2 o 

fl -NHo 




K 40 R< 



(lll-i) 



50 



[5£«fU X^iiil^, Y,ttCO^U Z, R 10% R 20 , R 30 , R 40 R 50 



-f®& (1) 



OH Q 




10 S$ii5*/^ViMli<t:|^J, fj^i»*|f£ (1' ) ir-^ (2) 

/ 1_ t R 30 (2) 

H H 

[5t<K x x , r 10 , r 20 , r, 0 svz fct, Sfrta^#*^Wi-?>] <Dik&m 
i£50SU — (3) 



R 20 




r 1 — <3) 

R40 R 50 

15 [it^ X 1N R 10 , R 20 , R 30 , R 40> R so , Q & Z HiJHEc7)Ml*3f 
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/ \ K 30 

° CV~no 2 (4) 

R 40 R 50 

[Stf, X 1% R 10 , R 20> R 30N R 40 , R 50 S. Z tt, HiftB»E*^^"-r?)] 

— (1) ©*^st?^ift©fSH4«l#fr (1* ) £ — (2) <Dft&mk<o 
5 pflE^^D-e— ^ (xvi 1) ©{b^4***fe— ttz*; (xix) wfb 

-fl£it (3) (4) <5D{b^^^-r-5S/^«> — «5t (3) 

(Dit^-^i ^-/W£*J-U $JxJi^ 1-^;* h y ^^m/V/is^^^- i^^s^as? 

10 ©^7^!)^»5~5 0lt%, ^L<fil0~2 0ll% > 

0 °c~ 1 0 0 t-efc *) y ELmmmu, mn, 3 0 2 4 h#hsl u < » 5 
20 H#p H i ~ 2 4 H#p,n -cfc5. 

— jtts: (1 1 1 - i ) <D<k&mz. — «s: (4) <©fc^«»&ifi?3jfe&#«:3& 
tsrtia 19, r 20 asR 10 su«xi:^-rs 5M"SL»i6Mai^iafp-cfcS'fb 
^ (1 1 1 - i j Mfp-e*)5f^ti (1 1 1 - i j &mm-rz>zt&-v 

25 -i^5t (4) <£ffc^4fc 1 U #J;ttf:£i68MMM^T^tt*&«: 

5^~2 0*;k l< li 5 ^ 1 o ^/v^ffffltS i i I: <t 4^i&fn 
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-CfcSte-a^ (I I I - i .) £r % Sfc— «5£ (4) ©{^|U/K^L, 0ij 
X.fi* 1 0 %^7i^ !7 5-50 lf%, L < « 1 0 %~ 201 

*%fflV\ &/ttjf5G&fT 5 riCt 9, fi&fPTfc-Mfc-Sifc (I I I-i b ) 

0 2 4 L<ii3o 2 mm-?%> v jmtci^ l-c« 0 °c 

#^LKJftf-ffl^5^<Z>^£*-C, 0* L< fit 2 0°C~5 OTC-Cfc?) „ RJS&R# 

M«\ 1 B#r^~ 4 8 n#ffi x l < 5 2 4 n#f?g-cfc 5„ 

1 1) (Dik&m&mm-rzzb&x^Zo 

i^t&feA^JjfC^f-e&S, — ( I I I - i i ) 



^co, z a* £S * JDK ^ <Dit&%o) tt, ^Ti-^S^&i-J: >9®[i£i-5r £ 
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— ^ ( I I I - i i ) (Dik&m-Z. (5) 



O- 




no 2 (5) 



[it*. R 10> R 40 &t*R 50 «\ H&IB<Z)lc*SrWi-S] <Di\&mt^ £ 

(5) <Dik&#B<D%tefrl&fjL^ (XII) ©{b^^fe—jRiS; (X 

(6) ©ft^?r^t5 0 
-J&it (6) ©^W^fe— (I I I - i i) ©j^^MtS^tt, 

SHttajc^sJtE^SrSa:, i^fip-rs r. t «t 9 , ( 1 1 1 - i i a ) (r. 

^i^joV^T, R 21 «7K*M^-Sr^L, X n R 10N R 31N R^RtJfR,, 11, fltrffl 

20 convk&^fir&) (Djt&yot^ — «5t (I I I-i i b ) (^ri^^x, , R 2 
ittTKKSSr^L, X p R 10 , R 31X R 40 Ii;R 50 te % HffBEW&^^W-rS) 

wm&Avmn-efoz. ( i i i - i i i ) 




no 2 (6) 
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nh 2 (lll-iii) 



'50 



LTl^Tfc«J:V\ TVl^/uS^lX Ii77/^;H, R 10a £.U*R 20a te, Wl—X 



10 — (i i i - i i i) <Dik&mz, (5) ©MtMt, 

(7) 

R 10a -CH (OH) -T 3 -CO-R 20a (7) 

t 3% R 10a WR 20l B, Htrta^i:*?r^-i-§] (Dik-g-yo&m^^Tytm 

15 -fZ>ZtlZ.£ «9, (8) 



TV r,o,^ R 20 a, r 40 WRso mm(DMM^-r^ <D\\&m 
^^t-\k, mmm^no ztizx o i i-i i i' ) 



c 




NQ 2 (8) 




nh 2 (lll-iii') 
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^ffl^rm^(D^A^fTV\ — (i i i-i i i) (D^m^Wk-f^ ~ 

(5) ^b^cD^MSi^fi, — (XII) Ofb^#/^?>-^ (X 

i/m<D^fe^mm^&fo*ftD z.b\z.£«) , —m& (8) ©ft^^^ts 

o°c-efo5o 

— #5t (8) <Dik-&m<Dffl&g&7t\*^ —ma, (e) co^-a-^^^— «5t a i 
i-i i) <Di\&fa*&&irzKmbmmte&ft&mm\^xft\\ — «5£ (i i 

i-i i i* ) (Dik&m*m£1rz>z.k&-e%z> 0 
is — ^ ( i i i - i i i ' ) <Dik&mfrb—ffl&z ( I I I - i i i ) (Dit&m 

&4s'i'&zb\z£Y>—10&t [ (I I i-i i i) (Dfc&m&M&'TZZkliSXS 
20 5 0 

R 80 -L i i i b&Rfcl'i, — Assist ( I I I - i i i ' ) <Dfc&yo<D{%mfci * 
/H£*frU Rso-Liij^l^/^^^pJ^/K *f*L< «3^E-^fflv\ 

(8) <£>tei^>te, -^S: (9) 
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no 2 (9) 



R 40 R 50 

0) 



5 [it*, R 40 SVR 50 ArrfB^M^^^-rS] ©ft^fti:Lfc«, (l 
l) 

R 10a -CH (NH 2 ) -T 3 -CH (OH) -R 20a (ll) 

t 3n r io ,xo«r 20 ,«:, prlE^E^^W-r^] (Dik&mb&s&tsitz 

10 (9) (^fb^^iSTctt, (9) ©ft^l^r/H^U *§fSft 

— do) <oik&m t — (ii) ^b^t©Hf&«, do) 

©ffc-a^ i ^/W£*t u — (ii) (Dik&mz: i^/^^^mmm, 

15 < Jil^/l^V^T, tl'*a7-^4AS:, — flfcit (10) (Dit^-^KDMA 

SJESfflfttt, 2 o*;a>&/B^5*JSft^&<0»/&£-c, ^L<fii oo~i 

20 2 0°Cl!fc5 o 

Mit&Aco^trfeS, — «5£ (I I I - i v) 




N0 2 (10) 
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JO 



O 




NH 2 (lll-iv) 



sxter^/i^/i-s^u r 10 > r 40 -Sx^Rso ^ mmcQMM%^~rz>i <D\t 
&m-£, (e) (Dit&mitmfAt lt, wT©^<t9^?f5, 

— (6) <7)ft:##7^R 20b -OH (R 20b tt, HUf20&*^W-rS) £SJ& 
(6) ®^fetR 20b -OHt©SlStt> — ^ (6) <D4k&®>&R 2 

A£5£ (6) <D\^m i ^/H^L, p - h/^i/^si'fc^m&o . l^/viinL- 

15 &V^\ (6) <Di\&mi)*b— ffi&L (I I I - i i) <Dik&®-&'&tfrtr 

zfcfctmm^<*%mmvxmnmK%ft\<\ —ust^. (m-iv) <d\k& 

— Jtt5* (I I I-i v) (Dib-frMZmmt IT, Sig|£Ai^oTM^5 
(II) -e*$tb5^1*tt, (lll-iv*) 



[it-K r 10n r 40 ru«r 50 ra\ ituia^SBfc&^r-rs] <Dik&mt— ( i v) 
©fk^^b^^ns— jr^: (ii) ©ft^i^LT, -jt« (e) <7)fb^ 




20 
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mmfeA<Dmn~?3bz* a i i-v) 

R 1 0a"^^"^ 4 ^ R20a 



N-N 

O 




— NH 2 (lll-V) 

R 40 R 50 

[5£*, t 4 «. m'sl. {%m£ftt'm&&$:&Lx\,^xi> <tv\ k*h^^l2 

©Wi^yS^L, R 10a , R 20a , R 40 %lX$R 50 fit, i5ffE^>S*S:^r-t"S] 

<D\^m\^ —mm (i) (Dit&m*. t K7^k^ atftu — «5£ (i 

2) 

HN-NH 

°U — NOz (12) 

K 40 R so 

[5t*, R 40 STJ«R 60 fit, Bijf2WE*^W-rS] Oft^ftfcLfct, —jRit (1 
3) 

Rio.-CH (L.) -T 4 -CH (L a ) -R 20a (13) 
[xt*. L a tt, ^u^J^St^U T 4N R 10a RUR 20a fi, trffE^E*^ 

— (l) <n{£&m<D\i K^Kfct, — «iC (l) (Dit^-mt—Wt^: (2) 

©ft^ t i Riim 5 - 1 t , i£oT, — ^ (i) (Dit^m^m 

S/£fi^ TOt«g£^-^TV\ Ss»^t»^<Jr LT(i, 0!lx.f^h^ 
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BJ&mMte, 2 0°C^f>fflV^™M<7)M^T\ if* L< IS, 20-5 
5 — (12) <D\b&mh—19&Z (13) ©fc^lfcfctfJixJfctt, (12) 

(Dik&m l */H^*f U — jRit (13) (Dik&m* l ^/W^'JHgfiJ, L < 
f± 1 ^e/i^ffli\ 5 K^^TOtti^^cp^T 5o i§3t> 

tiS:JD^.5^gtt*v^s, litis #i;U;f njac^ur ?^^3ir ^^(^ 

2 Ot-CfcSo 

-tfBKJSSrtTofc^ (6) <D\Y&mfrh~ (I I I-i i) <£>te 

^»*^-t-5Si£i:liI«*^#«riifflbTSl«JS5cSrfTV\ — (I I I- 
i v) ©f^ft^t5r^^^5„ 

15 mmmA<Dmnx~&z>~ jr^c (i i i-v n 



20 — (I I I-v i) (Dik&MVZ. -m^. (12) ©{b£>*bfc:*tU — Jt« 
(1 4) 
R 10 -L a (14) 

25 — (i 2) <Di\&mt— ®& (14) <z>fb&4»a>k— «5£ (I I I-v i) 

©f^fe^^tSHJSfi, (1 2) <7)<b^^^-^ (I I I-v) 




'50 
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m&feA<DMW~?ibZ>-~tS&i (I I i-v i i) 




o 



O' 



nh 2 (lll-vii) 



5 <D{b&mn, (i) <Dfc&m&jmntLXMT\^irxmz.£V)ft5z.k 

— (1) ©{Mt7? /-^n^i^n ^/i^ ^r^i^t) T 5: K-fb^^ 

mmmjt&n? ^^ia — ^ d i i-v i n ©i^ti^Mt?. 

— J&St (1) (Dit&mtT % y-7nyti;x^x^T^^^(4, — 

(xvi i) <z)te^#ja>k— (xix) <Di\&m&&titfrZ>TMtmm<o4k 

15 #MUfT^^>T^5„ 

awkSJiStt, Mill h y f >A^fflv^T^T5o R/ftfc/B 

0-10 otw* LV\ 
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£J£ L< t e r t t e r t —zf'f'^J 

±mfcfc&ftot'&, —«5£ (6) <Dfc*&mfrb—w&: (i i i - i i) (D\t 

v i i) <Dfc-Btm%:&$L-tZ>Z.b1&X%Z> 0 

mmfeA(Dmnx$bz, (m-vi i d 



mmi^mm, R 20 c^ *#JS : fXttIt, f^^tLTcKmS^^TLTV^T^ 



— Jl« (l) (Dik&QB&^xTMkV. m^*'rMk&mb--mZL (15) 



^b^^O^^^y ^^RJC&SrffV\ — j&ifc (16) 




nh 2 (lll-viii) 
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no 2 (16) 



[it<K r z , r 20c , r 40 RifR 50 MmcDMM&mirZ)] <DK&m*nz> 0 

&wc N — jR5*; (i 6) ©ft«R 1Cl -NH 2 (R 10 J^ mm<7)Mvfc%mir 
5 oS^Jig^il^bT, — A8!5t (I I I-v i i i) ©ft^Sr^tSrt^-C 

±lE^/i^^/W*£ — JttS: (15) (7)fb^#Jir^S^^. * s f-?\>^^*r>\' 
10 ft; 1 ^/Wc:** U — (15) (Dit-&m% 1 a^iSHHe/K L< Jil ~3 

L< «3 ~5^-/P%/B^-CtT9o 

15 7 0~ 1 0 0°C-C&5o 

— it£*C (16) ©f^tR 10a -NH 2 <7;7 ^ Ktef2> — ^ (XVI I ) o 
\Y&mfoh— N&t (xix) ^b^^^-T5XSir|B]«^^^MLTfT 

no ^t^x^&o m^^um<Dm\^ atft&i^/w^u hyxf^y 

£ l^-/W)>ibiif(J^/K L< t33~5^e/K »t5^^tTll = 
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=• hnmcDmTufcjfcte. — (6) ©^-a-**^— aks; (m-n)© 

v i i i) (Di\L&<mit&&rrz>^b 

— ( I I I - v i i i ' ) 



v i i i ' ) 



[it'K Ar 0 , R 10 ^ R 20c m R40 &^R S o HiTS2(7)#i*^^--rs] t?* 

— (I I I-v i i) (DitS-m^-Wt^ (1 4) £SJ££-t?rfc^ 
(IV) <7Mtl^£ffl^TM5£?£A«V\ (Il-viii") 



[sOfU Ar 0 , R 10a , P lx R 4 0 2fcl*R 60 HUta<7)S"*^*-rS] 

^SWe^T^S^t^ g^5S5^5 itl^J; 1 !), ( i i - v 

i i i' ) ©fb^^^-rsd^^-e^^o 




R 40 R ; 
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— ( i i - v i i i ' ' ) <Di\i<a-m<Dfcm&(D{%mm$:&k3xte, 
-ff-A'itt'T-A'i/y A"mqr?jb&9&. 9k&M&m\f*x* /^xRm&rt 

/W£*tU h y ^^/l^T 5: 1 ^e/W^bi§S!H&/K L< tt % 1 ~ 3 ^e/K 
ifrfb;* ^^^/P^^ /v£r l ^e/i^^WJ^/K #?£L<«> l ~ 3 ^/WEi^-CfT 
5 0 S^itt&Sfcffli^Sifi&i: LTfci, 09*.fc£l, 8 -v^Tif rv-^ n [5, 
4, 0] Vi/*?jj-7 (DBU) 1 ^/l^ fei&PJ^e/K £?£L<W\ 

10 1 ~3^/pfflv>-ctT5o RJEfct* ii^r> *8H4»l«*fc:TfTV\ 

t LTtt^^ ^vl^A-^T 5; K^dS^t LV\ RjESfflffcKJu 0~5 0°C, L 

±IBRJf&t-J:l3#e>tb^:'fk^4bl-*tb, (6) o-ft#**^— «^ (I 

i i-i i) (D^m^^ir^m^tmm^i^mmvxmmm7i,^m\ 
15 ( 1 1 - v i i i ' ) <Dfc&m&<&j&-rz>zt&x%z 0 

mmmA&mMx&z, a i i-ix' ) 



20 a (1 1 i-ix' ' ) 



° T; I NH 2 (IM-ix") 

R 40 R 50 

[5£«K R 10c , R 40 S.t5R 50 Suf5^>E*^Wi-5] (Dit&mn, (1 

7) 




R40 R 50 
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NQ 2 (17) 



5 i 

i^v^T^Mra^fofcf^ mmm^n ^rtia*), — a i i- 

i x' ) tfMfci^.h— ^ ( i i i - i x ' ' ) ©^ii^tsrt^t 
10 — jftxC (17) ©^»©3t®SJi£tt, —f&i£ (XII) wffc-a^fe^b— 

(xx) <Dit&to&mmrr&&&tmm\z.n5zb&'c%z 0 

(i i i-i D (Di^^^ir^Rfttmm^i^mm^xn^\ mm 
te&WFX-ffiMftM-tz^tKxy , — «5£ (i i i - i x' ) (Dik-hmt— 

15 (I I I — i x ' ' ) O-fk^^Sr-a-fife-rsr i:^-C^S 0 
MitfeA^^-efcS, — (I I I-x) 



° £ | NH 2 (lll-X) 

R 40 R 50 

20 $kHz#>tfz>^r$fcx»hZ), — jks: (i 8) 




RlOd 
N- 
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10c 



no 2 (18) 



[i£>t\ R 10c% R 40 RXFR 50 89IB©*C*S:W-rS] ©ft«®f^LT. 
5 — (18) (Dik&mJtMTtV, — J&it (19) 



[jtct 3 , r 40 ^^R 50 ft, Mffi^m*^#-rs] (Dit&mt u R 10d -oHK 

irlciJ;^ (I I i-x) ©f^^Mt5ri^T^5o 

10 — W&L (18) 60<b^^>3s7U«, tK^^^^*^ h V (18) 

>mmji£.^\ Rfcmmn, o°c^^5o°c, ^i<(i2 0TO5„ 

-i&iC (19) ?Mfcl^^7B£SJ£te, (XII) (Dik^mfrh—Wtm 

15 (xx) (Dit&M&mmirzjjmbmmzfto n t^s 0 

^v^r% — jftiC (6) ©-fb-a^ftd^— «:* (i i i - i i) (Dfc&yo&G-j&lr 

zRi&kmmte^&mmvT&mMTc&ff^ d i i-x) <D\\^m 
^*5, — j&st (i) (DW&m, — (5) <D\k&mm$— «5t (15) <z>{t 

m^^xmm-i-^o — jrs; (iv) <D\^m\&, ^xr^m^t^^^m^ 
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— Jttst ( i v) (Dik&mz. (20) 
R . 1 ( 20 ) 

[st^K r ' w\ fs^r/^/i^^u Ar 0 Btrfa^itefe&^ri-s] 

5 $ii5x77/^t K7i?yC«!.ILfcS, ffiffiifeSrf^ffl^^rSr tJdJ; 9, — 
AfciS (IV) 




— 1« (20) <Dik&m&K v^^^-emmvtcm, m.ffim&ftmz*tx—& 
io s (iv) ^>^#^^m-rss^i-*3v^T, fflv>s#^»*«, — ^ (2 

o) ©x^f;n^i^t, tK7^IJi^io*A/, L < 3 
5 *r/^-c& 19 , Jfcgk©©lE«gB&£:ftMH Zit&RlfcX— jftifc (20) (D^xT 

15 1 L~3 L-efc5 0 

Rj^iastt, as, t K^^^^c7)s^^*j-bTtto o c^v^b^(-fflv^^ 

Jfc©9&£* -e, 0 * b < 2 0 °c~ 5o°ct&>9, ^s#r^«> iiS, 1 mm- 

4 8 Ptdl, 0£ L < 5 2 4 R#ra-C£> 9 , £fcffiflifgfe&f£/H §t5SJt5t* 

ft, 0°C~5 0°C, ^L<ttOt~2 0tT^!9 > Rfcmmn, It, 3 0^ 
25 Rg~ 5 R#ffi % iftL<(i3 0 #RIJ~ 2 H#RfJ-C& 5 0 

Jic*3, — ^ (20) <Dik&mx, y £ft)4k&WdX>h&fr, ^^^(D-erf&fea) 
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( I V - i ) 



O 




(IV-i) 



MJ7^y-5-*/^Vixf^x7T/^W^ LT, — JtS<5£ (2 1) 



[iSf, R' ' &.T*R' ' ' fit, mrlE^*SrW-r5] ^fe^^Lfct, 
1, 2, 4 - h y Tv^- 5 -^/l^V^^/V^^/l^— (2 2) 



(2 1) ©ffc^4feS:#S 0 
15 KJfcfcJBV^ftlg^fitt, 1, 2, 4 - MJ 7 ^y- 5 - ^/P^Vixf^x 
^f/H^/K^L, — flS^ (2 2) <Dffc^£ 1 ^^<bM'J^/K * L < 

20 (21) (oi^m^h-m^: (iv-i) <oik&m*&m.~rz>BLfo\^ 

^sko-k (20) <Dik&mfrb—tB&: (iv) (Di^m^mm.-r^^M 

tmmiz?f\,\ (IV- i) ofb^4*«r»i3rr5i^i8S"e#5o 

(IV-i i ) 




(21) 



R' 




(22) 
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O 



IV-ii 



A r 10 fit, g^g : - S n (n-B u) 3 ^tf HUffl© A r 0 <S:^-f] <£> 

ik&mz. (23) 



—«5C (23) <n\k&mit. ^wj»mfr. «x.iifb7^Fy7x^ 

10 i^J; 19, -J&it (2 4) 



— JKS: (2 3) ^b^^^^ri^-n-^^^^t^JS^SSV^T, — 
15 (2 3) ©f^l*;H^L, ^^if-n-^/U^^Sr 1 *^d*6>ifl*J 

^^Ai^7^l)^MO. 05 — 0. 2^-/K £P* U< «0. l^/V&m 
20 7 0~ 1 3 OtTfeSo 

— ^it (2 4) b— ( 1 v- i i ) wf^^MtSSffrii, 

^^KcD-^ (20) ©fba-4*j&»e>— «5t (iv) (D^m^mm-r^x.m 
tmm^\ -ixst dv-i i) ©{k^^KiSi-s^ids-^^So 





(24) 



WO 01/07411 



125 



PCT/JP00/04991 




CON 3 (V) 



[iOfj % X N Y, Z, R 10% R 20 , R 30 , R 40 , R 50 &T>^ — ft, flif|E^# 

^'^b•a'^$!!3t^fet-ov^TlftM-t-So —aw (v) 

5 

-j&it (V) <Dik&m^ (2 5) 

R40 R 20 



[5*^ X, Y, Z, R 10 , R 20 , R 30 , R 40N R 50 .Rt/it — tt, Wlt^M 
— jftiC (2 5) <7)#/l^^g^u y K^^tSIgfi, — jRiC (2 5) coffc 

^sr, —aw (xvi i i) fabm^v^^kM&mm^zjLMbmmteJjm 

Hfcfife*' a y K 1 ^/McfcT U Ti?ik~r h V & A 1 ^e/P~ 5 ^/K 0* L<(il 

&f?v\ -aw (v) ©^^isrtms. 

KJESa*tt, iifif, 0°Cft^L5 0°C;£T\ 0* L< «0°C~2 0*CTfe«9 , 

SJtSf^ratt, 3 0 1 2 l < 1 b#^~ 5 ^ng-cfcSo 

^it^B<^fiii^TO^#j<7)— aw (vi) (Dit^-m^ <&mt&m-v 

Jfcfc:, *3gW©^rfflttSr*fr«JtJ:j5H-^«), *^^p n p©C d k 4&t*C d k 6 
^M^{^«^OT«^^-rS 5 0%Pfi^ft£ ( I C 50 tt) £*£>fc 0 

c d k 4 umvfm 




50 
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(1) t^^!)yDl-Cdk4 RXf-y-sf ^!JyD2-Cdk4 (DmM 

c d k 4 Ru^cDfemtm^^ ^yyDUt< ? v >r> 2 % 

5 c d k 4 XliD-^f ^ y y D 2 - c d k 4 LTH^a§ tfc, *:<E>*W 

3i^J3? • i/^r-^-/^ (EMBO J . ) , ill 5#, 7 0 6 0-7 0 6 91, (l 

9 9 6 m ] o 

(2) t^^yyDi-cdk4 AW 4 ^i)yD2-cdk4 <£>7£f±a'i>£ 

10 1M ^ y 1 - C d k 4Wt-f ^ y 2 - C d k 4 <£>?&t£S!l5£fc:*3V^T > 
SIttRB^y/^S©T5y^7 7 5#^b 7 8 7#}^^-r^^^^ K 
(Arg-Pro — Pro-Thr— Leu-Ser— Pro— I 1 e — P r 

0 -H i s - I 1 e - P r o - A r g) £fflWc [v> • • v'-r-'TVl' ( E 
MB O J. ) , Il5|, 7060-7069 1 ( (1 9 9 6^) ] „ 

15 &J&\'£lt)\\*$<Dj5fe IX-lsztsr—ls (Oncogene), f§7#, 1067- 

1 0 7 41, (1 9 9 2.m ] Sr— gUBfelEbTfTofeo SJ£i£SKJ:2 1 . 1 1 

77- (pH7. 4) /10 mM Jfrfb^^f^.A/ 4 . 5 mM 2~7< 
/I^:/ h^i? / —>V/ 1 mM vy/y (j3-T ^/^^/V 

20 ^— -N, N, N' , N' —*rY s 7T^ ! 3-y9 Ti/y K (EGTA) "C, 

-fcri-f&iSLfciM * yyDi-cdk4 t> L< lit-f^ yyD2-cdk4i 
ioo mM (Dif^^Kt so /iM©#ii7f7vy£yy| (at 

P) *5<fct* 1 ^Ci© [ y -33P] tilt AT P (2000-4000 C 
i/mmo 1 e) »LT, Kffl3 0^TM5^WHfc o ^CD#, 
25 10 jul ©3 50 mM V l^m^ y 7 T - ^SUt^i^M LX&fc&Wlk $ 

s ?i'-is3i'#vi'#-"x*mmvit 0 [y-33P] mmATPtem-ik^ms, 
tttfcffc£-4*a>RjiS5^ ©asantt, v^^vi^/i^^v- f (dmso) id^i^ 
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&ft$\<k&QB<Dft3tfc&V0b LXmMM 13 1, 165, 329, 579 £ril 

WU -(Dfc&mco-y-^ ? y z/r> i - c d k 4x^17-^ ^ y 2-cdk4g 
5 ttt^-rs i c 5 o m&j$tbti 0 ^(Dfa$k&Tm(Dm^ir 0 



mi] 





I C 5 0 ( fi M) 


i7--r ^ y i - 

C d k 4 


1M ^ y 2 - 

C d k 4 


Htfet&J 13 1 


0 . 0 6 1 


0 . 0 19 


MMffl 3 2 9 




0 . 0 3 3 


MMM 16 5 




0 . 0 16 


HJfet&J 5 7 9 




0 . 0 11 


(±) flavopiridol 


0 . 3 6 


0. 0 5 6 



^^mcD^^-^OCO^^ ? y 1 - C d k 4 ? y^D2-Cd k 4 PS. 

#?£t£t2, C d k AW^Wx^^-rZteftVlik&m (±) f 1 a v o p i r i d 

io o \ co^ntttm^xm^<^^tnmb^-c^^o 
c d k 6 mmitm 

( 1 ) 1M ^ y 1 - C d k 6 &TJ?l7-^ ^yyD3-Cdk6 <£>p$Si 

t^^yyDi-cdk4t IrI«Iei, c d k 6 &tf-?&©SH4ft:H J f-^>r ^ y ^ 

DltL< W:l7-^ ^ y yD3^tl© c DNA^a n !>>T/W*3B3^<^ 
15 |Mi/^aar)^;^^flL^ 0 -?T*l,£rIllil« S f 9 

n:*ifiife$*-cf->r^ y^Di-cdk gjlyz'V-j? y 3 - c d k 6fgtM 
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5 0 n M(DmMWi AT P&XTJ 1 /iCi© [ v -33P] HflATP (2 
000-4000 Ci /mm o 1 e ) ^OtT, Si^M^ 3 0°CT 2 0 ^FM! 
t> L< «4 5^P H TO££itfc 0 10 m1©3 5 0 mM y y 
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JtftbM) £ffl«/^c 0 f^itM^ n-^ h^77^-i LTtt, HP 1 lOOi/JJ- 
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- S X 1 0 2 A (H^flET- ( J EO L) ) XliQUATTRO I I (W ^ n 
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4-75/-9-7/^W^29mg (0. 1 5 mm o 1 ) id2-t°!J^^ 
^^7^K2 2mg (0. 15mmol) ©fF7tKn77^0. 5m 

/-/W-T|l|I^r<HMl&U ffet&*3 4mg (^Jl©fb^) £r#fc 0 
1 H — NMR (DMSO— d 6 ) 6:7. 07 ( 1 H, J = 8. 3Hz, 5. 1 
Hz) , 7. 3 4-7. 4 5 (4H, m) , 7. 6 4- 7. 6 9 ( 2 H, m) , 

7. 7 8- 7. 8 4 (1 H, m) , 8. 04 ( 1 H, d , J = 7. 9Hz) , 8. 
08 (1H, d, J = 7. 7Hz), 8. 29 (1H, dd, J = 5. 0Hz, 
1. 2 Hz), 10. 0 (1H, s ) , 11. 1 (1H, brs). 

m a s s : 3 1 6 (M+ 1 ) + . 

ggjjjg|_2zz^jill8 

HMJl CO^fei^CT, |I^S0•J2^V^b|l^feM8(7)^^^MitL^l o 
HWJ2 

1 H — NMR ( DMSO- d 6 ) 6:2. 35 ( 3 H, s) , 7. 02-7. 1 
1 (1H, m) , 7. 3 4- 7. 4 8 (3H, m) , 7. 6 0- 7. 7 4 (3H, 
m), 8. 02-8. 22 (3H, m), 8. 19 (1H, m), 8. 92 (l 
H, m) , 12. 1 ( 1 H, m) . 
m a s s : 3 3 0 (M+ 1 ) + . 

3 

1 H — NMR ( DMSO- d 6 ) 6:7. 01 ( 1 H, dd, J = 5. 6Hz, 

8. 0Hz), 7. 26 (1H, dd, J = 2. 0Hz, 8. 0Hz), 7. 3 
5-7. 46 (3H, m) , 7. 67 (2H, d, J = 7. 3Hz) , 7. 81 

(1H, dd, J = 2. 0Hz, 5. 6Hz), 8. 11 ( 1 H, dd, J = l. 
8Hz, 7. 3Hz) , 8. 1 5 ( 1 H, d, J = 7. 3Hz) , 8. 40 (1 
H, s ) , 11. 8 ( 1 H, s ) . 
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mass : 3 3 2 (M+ 1 ) + . 

1 H — NMR ( DMSO- d 6 ) 6:3. 28 ( 2 H, s) , 7. 36-7. 4 
6 (6H, m), 7. 56 (3H, d, J = 7. 6Hz), 7. 62-7. 70 

(2H, m), 7. 69 (1H, dd, J = 5. 0Hz, 8. 0Hz), 7. 8 
8 (1H, d, J = 5. 0Hz) , 8. 04-8. 14 (2H, m) , 8. 48 

(1H, s), 11. 8 (1H, s). 
mass : 4 2 2 (M+ 1 ) + . 

mmm 5 

1 H — NMR ( DMSO- d 6 ) 6 : 7. 2 3 - 7. 2 8 ( 1 H, m) , 7 . 3 
9-7. 48 (3H, m), 7. 65-7. 70 (2H, m) , 8. 07 — 8. 
10 (2H, m), 8. 48 (1H, dt, J = 7. 8Hz, 1. 6Hz), 8. 
56 (1H, d, J = 5. 0Hz) . 
m a s s : 3 6 0 (M+ 1 ) + . 

mmm 6 

1 H — NMR ( DMSO- d 6 ) 6:2. 35 (3H, s) , 6. 96 (1H, 
d, J = 5 . 0 H z ) , 7. 15 (1H, s ) , 7. 36-7. 49 (3H, m), 
7. 64-7. 74 ( 2 H, m), 8. 08-8. 15 ( 2 H, m) , 8. 19 
(1H, d, J = 5. 0Hz), 10. 0 (1H, s), 11. 3 (1H, br 
s) . 

mass : 3 3 0 (M+ 1 ) + . 

1 H — NMR ( DMSO- d 6 ) 6:7. 18 (1H, d, J = 6. 0Hz), 
7. 3 5-7. 4 5 (3H, m) , 7. 57 ( 1 H, s) , 7. 62-7. 67 
(2H, m), 7. 93 (1H, d, J = 7. 0Hz), 7. 98 (1H, d, 
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J = 7. 0Hz) , 8. 28 (1H, d, J=4. OHz) , 10. 1 ( 1 H, 
s), 10. 4 (1H, s). 

1 H — NMR ( DMSO- d 6 ) 6:2. 97 ( 6 H, s) , 6. 43 ( 1 H, 
s) , 6. 43 (1H, dd, J = 7. 3Hz, 2. OHz) , 7. 33-7. 
41 (3H, m), 7. 62-7. 67 (2H, m), 7. 88 ( 1 H, d, J 
= 6. OHz), 8. 14 (1H, d, J=6. 7Hz), 8. 20 (1H, d, 
J = 6 . 7Hz), 9. 63 (1H, s ) . 

t°y ^^^rfflv^-c^»!j2 6 tmm(Dmmx-mmi^f^t^5 o mg (o. 12 

mmo 1 ) /1^2m 1 Lfc £ ^1 5 N^KM^ h y ^^tK^^ 

2. 0ml (lOmmol) Sr^^^PXL, 1 B#^il»fc Lfc 0 ^»&r 

^W^7 ^ ^ I 3 h 7 4 — n a /fr/Pi*. - ^ ^ / — /K 1 0 0 : 0 ~ 9 5 : 
5) -CfflLfM B B H 8mg^#fc 0 

1 H — NMR ( DMS O — d 6 ) 6:6. 19 (1H, s), 6. 25 (1H, 
d, J = 5. 9Hz), 6. 28 (2H, s) , 7. 34-7. 41 (3H, m), 
7. 6 2-7. 6 9 (2H, m) , 7. 74 ( 1 H, d, J = 5. 7Hz) , 8. 
15 (1H, d, J = 7. 1Hz) , 8. 21 ( 1 H, d, J = 7. 1Hz) , 
9. 66 (1H, s), 12. 3 (1H, br). 
mass : 3 3 1 (M+ 1 ) + . 

gjiMi 0 

MMffl 9 (Dit^-tyo 3 3 m g (0. lOmmol) 5:7^7^^77^31111 
i^JWU n-7W^ftK2 7/i 1 (0. 3 Ommo 1 ) *3j;D* h y Ti? 
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h^-iy^i^it^^m-f- h]) ?J*G 3 mg (0. 3 0mmol) gr^fi^Px., IrI 
tKP77^ 7 0:3 0) T?«fKU tfeffi 2 3 m g 

1 H— NMR ( DMSO- d 6 ) 6:0. 90 (3H, t, J = 7. 2Hz) , 
1. 3 1 — 1. 40 (2H, m), 1. 48-1. 53 ( 2 H, m), 2. 98 
-3. 02 ( 2 H, m) , 6. 19 (1H, s), 6. 28 ( 1 H, d, J = 6. 
1Hz, 1. 9Hz), 6. 79 (1H, dt), 7. 31-7. 40 (3H, 
m), 7. 62-7. 68 ( 2 H, m) , 7. 75 (1H, d, J=6. 2Hz), 
8. 14 (1H, dd, J = 7. 1Hz, 1. 9Hz), 8. 20 (1H, d, 
J = 8 . 2Hz), 9. 60 (1H, s), 12. 3 (1H, br). 
mass : 3 8 7 (M+ 1 ) + . 

MMWl 1 

HJKb0»|8O (2) <£>{fcl^32r/BV\ H»!l8 0 (3) (D^fe^m ZX0%>M 3 

tefcTU WJ8 0 (4) tmm&mfc&ftoT, i^ H 2 1mg^f: 0 
1 H — NMR ( CDC 1 3 ) 6:4. 52 (2H, d, J = 5. 3Hz), 5. 
47 (1H, t, J = 5. 3Hz), 7. 00 (1H, d, J=4. 7Hz), 
7. 28-7. 69 (6H, m), 8. 05-8. 22 (3H, m), 10. 0 
(1H, s ) , 11. 4 (1H, s). 
mass : 3 4 6 (M+ 1 ) + . 



mMwi 2 

1 H — NMR ( DMSO- d 6 ) 6:2. 28 (3H, s) , 7. 25 ( 1 H, 
d, J = 7 . 6Hz), 7. 16-7. 45 (3H, m), 7. 63-7. 72 
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(3H, m), 8. 04-8. 14 (3H, m), 9. 92 (1H, s), 11. 

1 ( 1 H, b r ) . 

m a s s : 3 3 0 (M+ 1 ) + . 

jyjjg] 1 3 

1 H — NMR ( DMSO- d 6 ) 8 : 7. 3 4 — 7. 4 7 (3 H, m) , 7 . 5 
8 (1H, d, J = 8. 9Hz) , 7. 66 (2H, m) , 7. 95 ( 1 H, d, 
J = 7. 8Hz) , 7. 99 (2H, m) , 8. 31 (1H, d, J = 2. 6H 
z ) , 10. 0 (1H, br). 
mass:350, 352 (M+ 1 ) + . 

MMM 1 4 

1 H — NMR ( DMSO- d 6 ) 8 : 7. 3 5- 7. 4 8 (3 H, m) , 7 . 5 
4 (1H, d, J = 8. 9Hz), 7. 62-7. 72 (2H, m), 7. 93 

(1H, d, J = 9. 2Hz) , 7. 96 ( 1 H, d, J = 5. 1Hz) , 8. 
00 (1H, dd, J = 8. 9Hz, 2. 2Hz), 8. 39 ( 1 H, d, J = 
2. 8Hz), 10. 1 (1H, m). 
mass:394, 396 (M+ 1 ) + . 

MMM 1 5 

1 H — NMR ( DMSO- d 6 ) 8 : 7. 3 6- 7. 5 6 (4H, m) , 7 . 6 
4 — 7. 74 (2H, m) , 7. 96 (2H, t, J=8. 6Hz) , 7. 94 
-8. 0 2 (1H, m) , 8. 6 0 ( 1 H, m) , 9. 16 ( 1 H, m) . 
mass : 3 6 1 (M+ 1 ) + . 

mmm 1 6 

1 H — NMR ( DMSO- d 6 ) 8 : 7. 3 9 - 7. 4 9 (6H, m) , 7 . 6 
8-7. 73 (3H, m) , 7. 9 9-8. 0 8 (3 H, m) , 8. 23-8. 

2 6 ( 1 H, m) , 8 . 8 0 ( 1 H, s ) . 
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mass : 3 5 9 (M+ 1 ) + . 

mmm 1 7 

1 H — NMR ( DMSO- d 6 ) 8 : 7. 3 7 - 7. 4 8 (3 H, m) , 7 . 5 

5 (1H, d, J = 8. 8Hz), 7. 62-7. 69 ( 2 H, m), 7. 95 
(1H, d, J = 7. 9Hz) , 8. 02 (1H, d, J=6. 9Hz) , 8. 

25 (1H, dd, J = 8. 8Hz, 2. 3Hz), 8. 79 (lH, d, J = 
2. 2 H z ) . 

m a s s : 3 6 0 (M+ 1 ) + . 

mmm 1 s 

(1) 0^Ml(D{k£-yote£Zf2-T^J-5- (N- t e r t -zfY*^3l 

7 $ y t° y v'^^ffiv^TllWJ 2 6 ^ |W)*£<7)^|i|it-cpeM bfcfb^ o . 

6 13g (1. 4 O mm o 1 ) |: h D 7^tng|l 10ml ^iMx., 

— /K 100:0-90:10) -CffiM Lffi^iH 0 . 4 3 1 g £r#/c 0 
^<7)t><£>£^ — blt&ISifl 0 . 3 0 2 g^r^fCo 

(2) (1) -C#^tL^b^3 3mg£ffl^TH»Jl 0<7)^^2pC-CM 
fe^ B B B 3. 4mg^#fc 0 

1 H — NMR ( DMSO- d 6 ) 6:0. 93 ( 3 H, t, J = 7. 2Hz) , 
1. 37-1. 43 (2H, m), 1. 50-1. 57 (2H, m), 2. 97 
-3. 03 (2H, m), 5. 59 (1H, t), 7. 11-7. 13 ( 2 H, 
m), 7. 35-7. 45 (3H, m) , 7. 64-7. 70 ( 3 H, m) , 8. 
11-8. 16 ( 2 H, m) , 9. 61 (1H, s). 
m a s s : 3 8 7 (M+ 1 ) + . 
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jftii 9 o 
MMMi 9 

1 H — NMR ( DM SO— d 6 ) 6:3. 81 (3H, s), 7. 05 ( 2 H, 
d, J = 8. 8Hz) , 7. 3 8- 7. 4 7 (4H, m) , 7. 64-7. 70 
(4H, m) , 8. 02-8. 13 ( 3 H, m) , 8. 54 ( 1 H, d, J = 2. 
6Hz), 10. 1 (0. 3H, s), 11. 0 (0. 2H, br). 
mass : 4 2 2 (M+ 1 ) + . 
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gyfcfjj 2 o 

1 H — NMR ( DMSO- d 6 ) 6:2. 51 (3H, s) , 7. 04 ( 1 H, 
d, J = 7. 1Hz), 7. 21-7. 27 ( 1 H, m) , 7. 47-7. 59 
(3H, m) , 7. 7 2-7. 8 4 ( 3 H, m) , 8. 0 0-8. 0 4 ( 1 H, 
m), 8. 17 (1H, d, J = 7. 6Hz), 10. 1 ( 1 H, s), 11. 
3 ( 1 H, b r s ) . 
mass : 3 3 0 (M+ 1 ) + . 

MMM 2 1 

#%F'J 1 <Dit&!&!RX$2 -T ^ / - 6 -(N- t e r t h ^ 

7^yt°yv?y^v^»u s (i) {'^CTSW{t:^^$iitbfc 0 

1 H — NMR ( DMSO- d 6 ) 6:6. 07-6. 10 ( 2 H, m) , 6. 2 
8 (1H, d, J = 7. 5Hz) , 7. 34-7. 41 (4H, m) , 7. 46 
-7. 48 (1H, m), 7. 52-7. 57 (lH, m), 7. 65 (1H, 
d, J = 6. 7Hz), 7. 77 (lH, d, J = 7. 1Hz), 7. 93 (1 

H, d, J = 7. 6 H z ) , 9. 55 (lH, s), 11. 6 (1H, brs). 
mass : 3 3 1 (M + 1 ) + . 

MMM 2 2 

1 H — NMR ( DMSO- d 6 ) 6:0. 68 ( 3 H, t, J = 7. 4Hz) , 

I. 03-1. 15 (2H, m), 1. 32-1. 42 (2H, m), 2. 99 
-3. 05 (2H, m), 6. 07 (lH, d, J = 8. 2Hz), 6. 31 (l 
H, d, J = 7. 8Hz), 6. 65 ( 1 H, t, J = 5. 4Hz), 7. 34 
-7. 40 (3H, m), 7. 48 (lH, d, J = 6. 3Hz), 7. 55 (l 
H, dd, J = 7. 6Hz, 6. 4Hz) , 7. 65 (lH, d, J = 7. 3H 
z), 7. 70 ( 1 H, d, J = 7 . 2Hz), 7. 81 (lH, d, J = 7. 
4Hz), 9. 56 (1H, s), 11. 4 (1H, br). 

mass : 3 8 7 (M+ 1 ) + . 
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MMM2 3 -MW.M2 5 

mmm 2 e <D%mz.m zx.mMiw 2 3 vrntm 2 5 <D^^mm \^tc 0 

MMM 2 3 

1 H — NMR ( DMS O- d 6 ) 6:1. 16 (3H, t, J = 7 . 4Hz), 

2. 36 (3H, s) , 2. 73 ( 2 H, q, J = 7. 6Hz) , 6. 94 (l 
H, d, J = 7. 7Hz) , 7. 3 6-7. 4 7 (3H, m) , 7. 57-7. 

68 (3H, m) , 7. 88 ( 1 H, d, J = 7. 9Hz) , 8. 06 ( 1 H, 
d, J = 7. 0 H z) . 
m a s s : 3 5 8 (M+ 1 ) + . 
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MMffl 2 4 

1 H-NMR ( DMSO- d 6 ) 6:2. 26 (3H, s) , 2. 34 (3H, 
s), 6. 77 (1H, s), 6. 89 (1H, s), 7. 38-7. 43 (3 
H, m), 7. 63-7. 68 (2H, m), 7. 90 (1H, dd, J=8. 
0Hz, 1. 9Hz), 8. 05 (1H, d, J = 7 . 5Hz), 9. 92 (1 
H, s), 11. 4 — 11. 5 (1H, br). 
m a s s : 3 4 4 (M+ 1 ) . + 



WO 01/07411 



211 



PCT/JP00/04991 



MM&<\ 2 5 

1 H — NMR ( DMSO- d 6 ) 6:2. 3 9 ( 3 H, s) , 2. 4 1 (3H, 
s), 6. 94 (1H, s), 7. 37-7. 48 (3H, m), 7. 60-7. 
69 (2H, m), 7. 88 (1H, d, J = 7. 9Hz), 8. 04 (1H, 
d, J = 7. 6Hz), 8. 11 (2H, brs), 8. 77 (O. 7 H, s), 
9. 02 (0. 3 H, s). 
m a s s : 3 8 7 (M+ 1 ) + . 
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Hi 2 6 

2 — T 5: J t°!J ^ i^i/ 1 3 m g (0 . 14 mm o 1 ) t Kn77^ (1 

m 1 ) 1 (Dimity) 1 . 2 5mg (0. lmmo 1) ©fh7t Kp 

(1ml) M^nt3 0^iiUc o tffttSbfc^^r«L^^ 
A-C?5t^^U@^b^l Omg^Jtfe^.i,^ LT#fc 0 
1 H — NMR ( DMSO- d 6 ) 6:7. 23 ( 1 H, t, J=4. 9Hz) , 
7. 3 8- 7. 5 0 (3H, m) , 7. 6 7- 7. 7 2 (2H, m) , 8. 06 
-8. 10 (2H, m), 8. 74 (2H, d, J = 4. 9Hz), 10. 6 (0. 
3H, s), 11. 6 (0. 3H, s). 
m a s s : 3 1 7 (M+ 1 ) + . 
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mMM2 7 -MMM5 3 
MMM 2 7 

1 H — NMR ( DM SO— d 6 ) 6:7. 36-7. 95 ( 9 H, m) . 
m a s s : 3 3 3 (M+ 1 ) + . 
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MMM 2 8 

1 H — NMR ( DMSO- d 6 ) 6:3. 28 (3H, s) , 7. 07 ( 1 H, 
d, J = 5. 3Hz) , 7. 3 6-7. 9 7 (6H, m) , 8. 05 ( 1 H, d, 
J = 7. 3 H z) , 8. 53 (1H, d). 
mass : 3 3 1 (M+ 1 ) + . 

MMffl 2 9 

1 H — NMR ( DMSO- d 6 ) 6:2. 38 ( 3 H, s) , 2. 52 (3H, 
s), 7. 27-7. 35 (3H, m), 7. 53-7. 57 ( 2 H, m) , 7. 
81 (1H, d, J = 7. 9Hz) , 7. 90 (1H, d, J = 7. 6Hz), 
9 . 0 0 ( 1 H, s ) . 
m a s s : 3 7 3 (M+ 1 ) + . 



mmm 3 0 

1 H — NMR ( DMSO- d 6 ) 6:2. 27 ( 3 H, s) , 2. 38 (3H, 
s) , 7. 3 6- 7. 4 8 (3H, m) , 7. 6 5 — 7. 7 0 ( 2 H, m) , 7. 
75-7. 78 (1 H, m), 7. 92 (1H, d, J = 7 . 4Hz) , 9. 0 
2 ( 1 H, b r s ) . 
m a s s : 3 4 5 (M+ 1 ) + . 



H»J3 1 

1 H — NMR ( DMSO- d 6 ) 6:3. 34 ( 3 H, s) , 3. 92 (3H, 
s) , 7. 39-7. 51 (4H, m) , 7. 69-7. 81 (3H, m) , 7. 
99 (1H, d, J = 7 . 6Hz) . 
mass : 3 7 7 (M+ 1 ) + . 



»|3 2 

1 H — NMR ( DMSO- d 6 ) 6:2. 19 (3H, s), 5. 95 (1H, 
br), 6. 75 (1H, br), 7. 39-7. 44 ( 2 H, m) , 7. 49 
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— k-- 

-7. 5 2 (1H, m), 7. 63-7. 69 (2H, m), 7. 78-7. 8 
1 (1H, m) , 7. 9 4-7. 9 7 ( 1 H, m) . 
m a s s : 3 4 7 (M+ 1 ) + . 



mmm 3 3 

1 H-NMR ( DMSO- d 6 ) 6 : 1. 
01, 2. 18 (3H, sx2), 7. 3 
-7. 67 (2H, m), 7. 77-7. 
7 ( 1 H, m) . 
m a s s : 3 6 1 (M+ 1 ) + . 



76, 1. 89 (3H, sx2), 2. 
7-7. 50 (5H, m), 7. 61 
80 (1H, m), 7. 93 — 7. 9 



MMM 3 4 

1 H — NMR ( DMSO- d 6 ) 6 : 7. 4 3 - 7. 5 3 (3 H, m) , 7 . 6 
8-7. 73 (2H, m), 7. 94-8. 02 (2H, m), 8. 34-8. 
3 9 ( 2 H, m) , 8 . 9 9 ( 1 H, s ) . 
mass : 3 1 7 (M+ 1 ) + . 



Ili3 5 

1 H — NMR ( DMSO- d 6 ) 6:6. 60 (1H, brs), 7. 33-7. 
49 (7H, m) , 7. 6 3-7. 7 5 (4H, m) , 7. 91-8. 05 (2 
H, m) . 

m a s s : 3 8 1 (M+ 1 ) + . 



Mlfoffl 3 6 

'H-NMR ( DMSO- d 6 ) 6:5. 85 (2H, brs), 7. 30-7. 
45 (5H, m), 7. 61-7. 69 ( 2 H, m) , 8. 13-8. 20 (l 
H, m) . 

m a s s : 3 2 1 (M+ 1 ) + . 
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nMM3 7 

1 H — NMR ( DMSO- d 8 ) 6:1. 34 (3H, t, J = 7. 5Hz) , 
4. 05 (2 H, q, J = 7. 5Hz), 6. 18 (1H, m), 7. 33-7. 
46 (4H, m) , 7. 6 3 - 7. 7 3 (3H, m) , 7. 84 ( 1 H, d, J 
= 7. 5 H z ) . 
mass : 3 3 3 (M+ 1 ) + . 

SMM3 8 

1 H — NMR ( DMSO- d 6 ) 6:6. 45 (1H, s), 7. 31-7. 4 
7 (4H, m) , 7. 5 4- 7. 6 3 (8H, m) , 7. 69 ( 1 H, d, J = 
7. 5Hz) , 8. 79 (1H, s) , 8. 95 ( 1 H, s) . 
mass : 3 8 1 (M+ 1 ) + . 

9 

1 H — NMR ( DMSO- d 6 ) 6:1. 39 (3H, s) , 5. 45 ( 1 H, 
s) , 6. 49-6. 61 (4H, m) , 6. 6 9-6. 8 5 (8H, m) , 7. 
91 (1H, brs), 8. 06 (lH, brs). 
mass : 3 9 5 (M+ 1 ) + . 

4 0 

1 H — NMR ( DMSO- d 6 ) 6:6. 33 ( 1 H, d, J = 3. 8Hz) , 
6. 5 5-6. 6 6 (4H, m) , 6. 81-6. 85 (2H, m) , 7. 00 
-7. 04 (1H, m), 7. 08 (lH, d, J = 7. 6 H z) , 8. 03 (l 
H, brs). 

mass : 3 2 2 (M+ 1 ) + . 



1 

mass : 3 3 6 (M+ 1 ) + . 
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M1MM4 2 

mass : 4 2 2 (M+ 1 ) + . 

iii 4 3 

mass : 4 0 8 (M+ 1 ) + . 
MMffl 4 4 

1 H-NMR ( DMSO- d 6 ) 6:1. 30 (3H, t, J = 7. 5Hz) , 
4. 31 (2H, q, J = 7. 5Hz) , 7. 3 6- 7. 5 0 (4H, m) , 7. 
60-7. 69 (1 H, m), 7. 83 (1H, d, J = 7. 5Hz), 7. 9 

0 (1H, d, J = 7. 5Hz) , 8. 72 ( 1 H, s) . 
mass : 4 3 7 (M+ 1 ) + . 

MMffl 4 5 

1 H-NMR ( DMSO- d 6 ) 6 : 7. 2 9 - 7. 5 0 (6H, m) , 7 . 5 
5 (1H, s) , 7. 6 0- 7. 6 6 ( 2 H, m) , 7. 81-7. 94 (4H, 
m) . 

m a s s : 3 9 8 (M+ 1 ) + . 
mM&\4 6 

1 H-NMR ( DM SO— d 6 ) 6:7. 40 ( 2 H, t) , 7. 49 (3H, 
d), 7. 60-7. 66 (3 H, m) , 7. 83 (1H, d, J = 7 . 6 H z ) , 
7. 9 1 (3H, d, J = 7. 6Hz) . 
mass : 4 3 2 (M+ 1 ) + . 

MMM4 7 

1 H-NMR ( DMSO- d 6 ) 6 : 7. 3 5 - 7. 4 3 ( 2 H, m) , 7 . 4 
8-7. 52 (1H, m), 7. 60-7. 66 (2H, m), 7. 72 (1H, 
d, J = 7. 6Hz), 7. 81 (1H, d, J = 7. 6Hz), 8. 20-8. 
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28 (3H, m) , 8. 3 8 -8. 4 4 (2H, m) , 8. 8 9- 9. 0 2 (0. 
2 H, b r ) . 

mass : 5 0 7 (M+ 1 ) + . 
MMM 4 8 

1 H — NMR ( DMSO- d 6 ) 6:2. 45 (3H, s) , 6. 51-6. 7 
0 (3 H, m) , 6 . 7 9-6. 9 7 (4 H, m) , 7. 13-7. 37 ( 1 H, 
m) , 7. 80 (0. 3H, s) , 8. 20 (0. 3 H, s) . 
m a s s : 3 3 6 (M+ 1 ) + . 



9 

1 H — NMR ( DMSO- d 6 ) 6 : 7. 3 6 — 7. 4 3 (2H, m) , 7. 4 
7 (2H, d, J = 7. 5Hz), 7. 61-7. 65 (2H, m), 7. 77 
(1H, d, J = 7. 5Hz) , 7. 84 (1H, d, J = 7. 5Hz) . 
mass:400, 402 (M+ 1 ) + . 



mMM 5 0 

1 H — NMR ( DMSO- d 6 ) 6 : 7. 
2 (1H, d, J = 6. 9Hz), 7. 6 
(1H, d, J = 8. 0Hz), 7. 85 
6 0 ( 1 H, s ) . 
mass : 3 6 7 (M+ 1 ) + . 



35-7. 45 (2H, m) , 7. 5 
0-7. 67 (2H, m), 7. 77 
(1H, d, J = 7. 5Hz), 8. 



MMM5 l 

1 H — NMR ( DMSO- d 6 ) 6:7. 25 ( 1 H, t) , 7. 40 (3H, 
t), 7. 48 (1H, d, J = 7. 6Hz), 7. 60-7. 68 (3 H, m), 
7. 8 6- 7. 9 3 (3H, m) , 9. 15 (0. 5 H, br) . 
mass : 3 7 2 (M+ 1 ) + . 



WO 01/07411 PCT/JP00/04991 

219 



1 H — NMR ( DMSO- d 6 ) 8:1. 49 (3H, s) , 6. 41 ( 1 H, 
d, J = 7. 5Hz), 6. 57-6. 90 (7H, m), 7. 00-7. 05 
(1H, brm), 7. 10-7. 15 (1H, brm). 
mass : 3 8 6 (M+ 1 ) + . 



MMM 5 3 

1 H — NMR ( DMSO- d 6 ) 6:6. 45 (1H, dt) , 6. 60 (2H, 
t), 6. 70 (1H, d, J = 7. 6Hz), 6. 80-6. 90 (3H, m), 
7. 0 0-7. 10 (3 H, m) . 
mass : 3 9 0 (M+ 1 ) + . 



4 5 

mmm 5 4 R-ammm 5 5 (D^mn, mmm 1 <D^m^.m c-c mm 

MMM 5 4 

1 H — NMR ( DM SO— d 6 ) 6:7. 07-7. 11 ( 1 H, m) , 7. 3 
4-7. 38 (1H, m), 7. 53 (1H, s), 7. 78-7. 84 ( 2 H, 
m), 7. 92-7. 95 ( 1 H, m) , 8. 07 (1H, d, J = 8. 3Hz), 
8. 32 (1H, d, J = l. 8Hz), 8. 38 (1H, s). 

mMM 5 5 

1 H — NMR ( DMSO- d 6 ) 6:7. 06 ( 1 H, dd, J = 7. 2Hz, 
5. 1Hz), 7. 20-7. 23 (1 H, m) , 7. 42 (1H, d, J = 7. 
3Hz), 7. 71-7. 80 (2H, m), 8. 35 (1H, dd, J = 5. 
0Hz, 1. 9Hz), 8. 74 ( 1 H, d, J = 8. 5Hz), 12. 0 (0. 
4H, s), 11. 3 (0. 4H, brs), 12. 6 (br). 



MM 5 6 

Hi&#!l 5 5 (Dit-B^ 5 6 m g (0. 2 0mmol), M)7i^*77^y 
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157mg (0. 6mmol) joJ;W^y-;H9mg (0. 60mmol) 
lr^^W/PA7^ F5m 1 |:^L, ifiia^W/^/^^v/l/ 
~ha)h/^>^m (6 0%) 0. 17ml (0. 6 0mmol) mU 

1 H — NMR ( DMSO- d 6 ) 6:3. 03 (3H, s) , 7. 04-7. 0 
9 ( 1 H, m) , 7. 19 ( 1 H, brd, J = 7. 9Hz), 7. 45 (1H, 
dd, J = 7. 2 H z , 0. 8Hz), 7. 70-7. 81 ( 2 H, m) , 8. 
39 (1H, dd, J = 5. 0Hz, 1. 9Hz), 8. 74 (1H, d, J = 
8. 6Hz) , 10. 2 (0. 3 H, s) , 12. 7 (0. 3 H, br) . 

7 -MMM7 4 

HjifeffiJ 5 7 

1 H — NMR ( DMSO- d 6 ) 6:1. 18 (3H, t, J = 7. 2Hz) , 
3. 60 (2H, q, J = 7. 2Hz) , 7. 07 ( 1 H, dd, J = 7. 3H 
z, 5. 0Hz), 7. 19-7. 21 (1H, m), 7. 42 (1H, d, J 
= 7. 2Hz), 7. 71 — 7. 81 ( 2 H, m) , 8. 39 ( 1 H, m) , 8. 
75 (1H, d, J =8. 6Hz), 10. 2 (O. 3H, s), 12. 7 (0. 
3 H, b r ) . 

mmm 5 8 

1 H — NMR ( DM SO— d 6 ) 6:0. 87 (3H, t, J = 7. 4Hz), 
1. 62 (2H, q, J = 7. 3Hz), 3. 53 ( 2 H, t, J = 7. 1Hz), 
7. 07 (1H, dd, J = 7. 3Hz, 5. 1Hz), 7. 22 ( 1 H, m) , 
7. 46 (1H, d, J = 7. 3Hz), 7. 71-7. 81 (2H, m), 8. 
38 (1H, m), 8. 75 (lH, d, J =8. 5Hz), 10. 2 (0. 3 
H, s) , 12. 6 (0. 3H, b r ) . 
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MMM 5 9 

1 H-NMR ( DMSO- d 6 ) 8:1. 42 (6H, d , J = 6. 9Hz) , 
4. 37-4. 42 (1 H, m), 7. 05-7. 09 (1 H, m) , 7. 21 
-7. 23 (1H, brm), 7. 43 (1H, d, J = 7. 2Hz), 7. 7 
0-7. 81 (2H, m), 8. 39 ( 1 H, m) , 8. 74 (1H, d, J = 
8. 5Hz) , 10. 2 (0. 2H, s) , 12. 6 (0. 2 H, br) . 

gjfcfgj 6 0 

1 H — NM R ( DMSO- d 6 ) 8:0. 90 (3H, t, J = 7. 3Hz) , 
1. 26-1. 36 (2H, m), 1. 54-1. 63 (2H, m) , 3. 57 
(2H, t, J = 7. 0Hz), 7. 07 ( 1 H, ddd, J = 7. 3Hz, 5. 
0Hz, 1. 0Hz), 7. 20 (1H, d , J = 7. 9Hz), 7. 46 (l 
H, d, J = 7. 2Hz), 7. 71-7. 81 ( 2 H, m) , 8. 38 ( 1 H, 
dd, J = 5. 0Hz, 1. 8 Hz), 8. 75 (1H, d, J = 8. 5 Hz), 
10. 2 (1H, s), 12. 6 (1H, br). 

'H-NMR ( DMSO- d „) 8 : 1. 4 0- 1. 4 7 ( 2 H, m) , 1 . 6 
1 — 1. 68 (2H, m) , 3. 39 (2H, t, J = 6. 4Hz) , 3. 58 
(2H, t, J = 6. 8Hz) , 4. 38 (0. 3 H, m) , 7. 04-7. 0 
9 (1H, m), 7. 19-7. 22 (1H, m), 7. 41-7. 47 (1H, 
m) , 7. 71-7. 82 (2H, m) , 8. 3 4-8. 3 9 ( 1 H, m) , 8. 
75 (1H, d, J = 8. 2Hz), 10. 2 (0. 5 H, s), 12. 6 (0. 
4 H, b r ) . 

MMM 6 2 

'H-NMR ( DMSO- d 6 ) 8 : 3. 3 4- 3. 4 8 (3 H, m) , 3 . 5 
9 (2H, d, J = 7. 5Hz), 4. 43 (2H, m), 7. 05-7. 09 
(1H, m) , 7. 20 (1H, d, J = 8. 2Hz) , 7. 46 ( 1 H, d, 
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J = 6 . 9 H z ) , 7. 71-7. 81 ( 2 H, m) , 8. 38 (1H, dd, 
J = 4. 8Hz, 1. 6Hz), 8. 74 (1H, d, J=8. 6Hz), 10. 
2 (1 H, s) , 12. 6 (1 H, b r ) . 

iii 6 3 

1 H — NMR ( DMSO- d 6 ) 6:1. 21 (3H, t, J = 7. 1Hz) , 
4. 16 (2H, q, J = 7. 1Hz), 4. 42 (2H, s), 7. 07 (l 
H, dd, J = 7 . 2Hz, 5. 1Hz), 7. 18-7. 21 (1H, m), 
7. 54 (1H, d, J = 7. 3Hz), 7. 75-7. 83 (2H, m) , 8. 
35-8. 38 (1 H, m) , 8. 81 (1H, d, J = 8. 6Hz), 10. 
2 (0. 5H, s) , 12. 7 (0. 4H, br) . 

MMM 6 4 

1 H — NMR ( DMSO- d 6 ) 6:4. 78 (2H, s) , 7. 06 ( 1 H, 
ddd, J = 7. 3Hz, 5. 0Hz, 1. 0Hz), 7. 19-7. 36 (6 
H, m) , 7. 50 (1H, d, J = 7. 1Hz) , 7. 7 4- 7. 8 0 (2H, 
m), 8. 36 (1H, dd, J = 4. 9Hz, 1. 9Hz), 8. 77 (1H, 
d, J=8. 6Hz), 10, 2 (0. 3H, s), 12. 6 (0. 3H, br). 

MMffl 6 5 

1 H — NMR ( DMSO- d 6 ) 6:2. 94 ( 2 H, t, J = 7. 3Hz) , 
3. 81 (2H, t, J = 7. 3Hz), 7. 08 (1H, dd, J = 7. 2H 
z, 5. 0Hz) , 7. 15-7. 33 (6H, m) , 7. 43 ( 1 H, d, J 
= 7. 3Hz), 7. 70-7. 81 (2H, m), 8. 37 (1H, dd, J 
= 4. 8Hz, 1. 4Hz), 8. 73 ( 1 H, d, J=8. 6Hz), 10. 
2 (0. 3H, s), 12. 6 (0. 3H, br). 

mmm 6 6 

1 H — NMR ( DMSO- d 6 ) 6:4. 61 (2H, s), 6. 50 (1H, 
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t, J = 7. 2Hz), 6. 67 (1H, d, J = 7. 7Hz), 6. 93-7. 
09 (4H, m) , 7. 17-7. 22 ( 1 H, m) , 7. 41-7. 71 (2 
H, m) , 7. 74-7. 80 (2H, m), 8. 36 (1H, d, J =4. 7 
Hz) , 8. 78 ( 1 H, d, J = 8. 6Hz) , 10. 2 (0. 5 H, s) , 
12. 6 (0. 5 H, b r ) . 

MMM 6 7 

'H-NMR ( DM S O- d 6 ) 6:4. 62 (2H, s), 6. 41-6. 4 
6 (3H, m), 6. 95 ( 1 H, t, J = 7. 9Hz), 7. 06 (1H, d 
d, J = 7. 2Hz, 5. 0Hz), 7. 19-7. 22 (1H, m), 7. 5 

0 (1H, d, J = 7. 2Hz), 7. 74-7. 80 (2H, m), 8. 37 
(1H, d, J = 5. 6 Hz), 8. 77 (1H, d, J = 8. 4 Hz), 10. 

2 (0. 3H, s) , 12. 6 (0. 3H, br) . 

MMM 6 8 

1 H-NMR ( DM SO— d 6 ) 6:4. 91 (2H, s ) , 7. 03 (1H, 
dt, J = 6 . 3Hz, 1. 1Hz), 7. 17-7. 29 ( 2 H, m) , 7. 
42 (1H, dd, J = 7. 9Hz, 1. 0Hz) , 7. 52 ( 1 H, d, J = 
7. 2Hz) , 7. 7 3 - 7. 8 2 (3H, m) , 8. 31 ( 1 H, dd, J = 
4. 5Hz, 1. 5Hz) , 8. 44 ( 1 H, dd, J=4. 5Hz, 1. 8H 
z), 8. 79 (1H, d, J = 8. 6Hz), 10. 2 (0. 3H, s), 1 
2. 6 (0. 2H, b r ) . 
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MMM 6 9 

1 H — NMR ( DMSO- d 6 ) 6:4. 81 (2H, s), 7. 06 (1H, 
dd, J = 7. 2Hz, 5. 0Hz), 7. 09-7. 2 2 (1H, m) , 7. 
35 (1H, dd, J = 7. 8 Hz, 4. 8Hz), 7. 49 (1H, d, J = 
6. 9Hz) , 7. 7 2-7. 8 0 (3H, m) , 8. 37 ( 1 H, d, J = 3. 
9Hz), 8. 48 (1H, dd, J =4. 8Hz, 1. 6Hz), 8. 60 (l 
H, s) , 8. 76 (1H, d, J = 8. OHz) , 10. 2 (0. 3 H, s) , 
12. 6 (0. 3H, br). 
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MMM 7 o 

1 H-NMR ( DMSO- d 6 ) 6:4. 81 (2H, s), 7. 04 (1H, 
d d , J = 6 . 9 H z , 5. 5Hz), 7 . 18-7. 21 (1H, m), 7. 
33 (2H, d, J = 5. 7Hz) , 7. 51 ( 1 H, d, J = 7. 2Hz) , 
7. 74-7. 81 (2H, m), 8. 33 (lH, d, J = 3. 9Hz), 8. 
51 (2H, d, J = 6. 0Hz) , 8. 78 ( 1 H, d, J = 8. 6Hz) , 
10. 2 (0. 4H, s), 12. 6 (0. 3H, br). 
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MMM 7 l 

1 H-NMR ( DMSO- d 6 ) 6:3. 82 (3H, s) , 4. 85 ( 2 H, 

s), 7. 04 (1H, dd, J=6. 2Hz, 1. 1Hz), 7. 07-7. 

21 (1H, m) , 7. 47 ( 2 H, d, J = 8. 5Hz) , 7. 51 ( 1 H, 

d, J = 7. 3Hz) , 7. 7 4 - 7. 8 0 ( 2 H, m) , 7. 92 ( 2 H, d, 

J = 8. 5Hz), 8. 34 (1H, d, J=4. 0Hz), 8. 78 ( 1 H, 

d, J = 8. 6Hz), 10. 2 (0. 2H, s), 12. 6 (0. 2H, br). 
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MMM 7 2 

1 H-NMR ( DMS O— d 6 ) 8:1. 65-1. 68 (1 H, brm), 1. 
82-1. 98 (2H, brm), 2. 04-2. 14 (3H, brm), 4. 
72-4. 76 (1 H, brm), 5. 61 (1H, dd, J = 10Hz, 1. 
2Hz), 5. 82-5. 86 (1 H, m), 7. 03-7. 06 (1 H, br 
m), 7. 21-7. 27 (1H, brm), 7. 42 — 7. 45 (1 H, m), 
7. 70-7. 80 (2H, m), 8. 36 (1H, brs), 8. 72-8. 
74 (1H, m), 10. 2 (0. 4H, brs), 12. 4 (0. 4H, br). 
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mmm 7 3 

1 H — NMR ( DMSO- d 6 ) 6:0. 93-1. 11 (2H, brm), 1. 
13-1. 16 (3H, brm), 1. 63-1. 74 (6H, brm), 3. 
42 (2H, d, J = 6. 9Hz) , 7. 08 ( 1 H, dt, J = 6. 2Hz, 
1. 1Hz), 7. 19-7. 23 (1H, brm), 7. 47 (lH, d, J 
= 7. 1Hz) , 7. 7 2- 7. 8 2 ( 2 H, m) , 8. 38 ( 1 H, d, J = 
4. 9Hz) , 8. 75 (1H, d, J = 8. 6Hz) , 10. 2 (0. 5 H, 
s), 12. 7 (0. 4H, br). 

mmm 7 4 

1 H — NMR ( DMSO- d 6 ) 6:2. 28 (4H, m) , 2. 49 (4H, 
m) , 4. 49 (3H, s) , 5. 7 6 — 5. 8 5 ( 1 H, m) , 7. 04 — 7. 
09 (1H, m), 7. 17 — 7. 21 (1H, brm), 7. 48 (lH, d, 
J = 7. 2Hz), 7. 71-7. 80 (2H, m), 8. 35 (lH, d, J 
= 4. 2Hz), 8. 76 (1H, d, J = 8. 6Hz), 10. 2 (O. 5H, 
s), 12. 6 (0. 5H, br). 

mmm 7 9 

1 H — NMR ( DMSO- d 6 ) 6 : 1. 0 6 - 1. 2 0 ( 1 H, m) , 2 . 3 
0-2. 43 (2H, brm), 2. 52-2. 57 (lH, m), 3. 28- 
3. 35 (1H, m), 3. 50-3. 60 (lH, m), 4. 83 (lH, d 
d, J = 10Hz, 5. 7Hz), 7. 06 (lH, dd, J = 7. 2Hz, 5. 
1Hz) , 7. 2 8- 7. 3 3 ( 2 H, m) , 7. 46 ( 1 H, t, J = 7. 7 
Hz) , 7. 7 6- 7. 8 2 ( 1 H, m) , 8. 2 9-8. 3 2 ( 2 H, m) , 
9. 95 (1H, s), 11. 2 (1H, br). 
m a s s : 3 0 9 (M+ 1 ) + . 
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MMffl 8 o 

(1) 4-t Kn^r^f^t^yy^xf/i/x^r/va. oog (11. o 

mm o 1 ) i?t ^/U/}n/U.^T X K 8 0 m 1 \^MM L> ^ /V 1 . 8 8 g 

(27. 0 mm ol) „ ^nn— tert ^^71-/^7^7 . 60m 

1 (2 7. Ommol) £^i&KTAR;U ^fflSt'SJSf^ 2 ^fFIS# Lfc 0 R 
^^^drf-^-M^^/L- (1:1) T«L§&fP^m7K-e?5t#LTM^^ 

-f — ^U-^-ffim^fr. 95 : 5-7 0 : 30) till, m&mfo4. 

2 7 g SrWfco 

(2) (1) -e#^H^ifb^3. 14g (7. 4 Ommol) 3r;*^y— 
6 0ml t K7 v 5 ^ 1 7kfP#» 1 . 8 0ml (3 7. 0 mm o 1 ) 

(3) (2) Tll^tlfefM^^nn^i 0ml »Lfc^6^1 
N||2 2. 2ml (2 2. 2mmol) &^UlZXM?Ltz 0 ^COU&Vo&fcfti 

t, Miiistfy^Ai. 0 2 g (i4. 8mmoi) ^mumxm^L. £<bi- 

Lfc 0 f# ^/cM{-###'J 3 (Dit&m 0. 622g (3. 30mmol) (7)7" 
h7t Kn77> (5 0ml) ^^Mt^T^PX., 1 Iftilflfc Lfc 0 ^ 

F7tKn77^ 10:0-9:1) T'iIl«OT*2. 0 3g^| 

(4) (3) Xn^t^t-it^'^i2. 03 g (3. 3 Ommol) Irf h7t K 
077^1 Om 1 U h7-n-7*f^7y^!7A©7 h7t 
KC2^7^^(1. OM) 6. 6 0ml (6. 6 Ommol) £r^.-C71P;U 



WO 01/07411 



230 



PCT/JP00/04991 



0:0-95:5) LUfelNI «T#fco 3t WtfclSf B ifo^t 

1 . 0 2 g itm^o 

1 H — NMR ( DMSO- d 6 ) 6 : 1. 0 7- 1. 2 0 ( 1 H, m) , 2 . 3 
1-2. 44 (2H, m), 2. 45-2. 58 (1 H, m), 3. 28-3. 
35 (1H, m), 3. 50 — 3. 60 (1 H, m), 4. 52 (2H, d, J 
= 5. 6Hz), 4. 83 (1H, dd, J = 10Hz, 5. 3Hz), 5. 4 
7 (1H, t, J = 5. 7Hz), 6. 99 (1H, d, J=4. 7Hz), 7. 
26 (1H, s) , 7. 32 (1H, d, J = 7. 5Hz) , 7. 47 ( 1 H, 
t, J = 7. 8Hz), 8. 23 (1H, d, J = 5. 3Hz), 8. 33 (l 
H, d, J = 7 . 6 H z ) , 9. 96 (1H, s ) , 11. 4 (1H, br). 
mass : 3 3 9 (M+ 1 ) + . 

»J8 1 

(1) ##M 5 (Dit^m 3 . 5 0 g(7)f h7tKP77> (35ml) 
7j/ftff7-n-^f/l'7y^ l ?A©ff7t KP77^ (l. 0 M) 
7. 10ml (7. lOmmo 1) ^f?&(ItJPi, gf&f B« 

^^Mfeiaft:^ tt 1 . 6 6g#fc 0 

1 H — NMR ( DMSO- d 6 ) 8 : 1. 0 2- 1. 2 2 ( 1 H, m) , 2 . 2 
6-2. 31 (2H, brm), 2. 46-2. 62 ( 1 H, m), 2. 70 (2 
H, t, J = 6. 3Hz) , 3. 2 2-3. 4 0 ( 1 H, m) , 3. 48-3. 
71 ( 3 H, m) , 4. 71 ( 1 H, brt), 4. 79-4. 90 ( 1 H, m) , 
6. 95 (1H, d, J = 6. 3Hz), 7. 11 (1H, s), 7. 30 (l 
H, d, J = 6. 3Hz), 7. 44 (1H, t, J = 7. 9Hz), 8. 19 

(1H, d, J=6. 3Hz) , 8. 30 ( 1 H, d, J = 7. 9Hz) , 9. 
86 ( 1 H, s), 11. 4 (1H, br). 
mass : 3 5 3 (M+ 1 ) + . 
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Sli 8 2 

( 1 ) MMM 8 0 (Dik^m 45mg (0. 1 3 mm o 1 ) £r t° V *Jls 1 m 1 {Z 
^fi|L, ^^y^M^PU K4 0/i 1 (0. 5 2mmol) ^r^Mi-T^P 

v^^vv^/l^T ? Kim 1 tfiL, i^iutr^ftt h U 5mg (1. 

3mmo 1) &1)U7L^ SiS^^ 8 0 °C"C 3 0 ftffiW L/c 0 w fr/VJ* 

-C^-lRL^fP^TK-e^b^o ««£^L^LT^J£fe@#:3 5 m g &r 

(2) (1)-Cmbtvtzi[:&m3 5m S &? ? /V-T f^t Ko77^(5 : 
2) 7ml MfL, ifittl 0 %^°7 ^ •) i^Kilttl 5 m g ^Px.fc D ^ 

1 H — NMR ( DMSO- d 6 ) 6 : 1. 02-1. 10 ( 1 H, m) , 2 . 2 
1-2. 60 (4H, m) , 3. 4 5 — 3. 5 2 ( 2 H, m) , 4. 06 — 4. 
09 (2H, m), 4. 79-4. 85 (1 H, m), 5. 16-5. 20 (l 
H, m) , 6. 93 (1H, d, J = 5. 9Hz) , 7. 20 ( 1 H, s) , 7. 
26 (1H, d, J = 7. 6Hz), 7. 39 — 7. 45 (1 H, m), 8. 1 
0 (1H, d, J=4. 9Hz) , 8. 27 ( 1 H, d, J = 7. 7Hz) , 1 
0. 3 (1H, br), 11. 7 (1H, br). 
mass : 3 3 8 (M+ 1 ) + . 

HtSfltf 8 3 

#%^9©{b^2 6 0mg^/:^y-^-f h7t Kn77^ (l : l) 1 
0m 1 i-fgfifU 1 0%^vi^ 1 >^mmmm2 0 0mg^i?£|:TJjPx.f: o Ki£ 

LT»b^ 1 0 5 m g £#fc 0 
1 H — NMR (DMSO-d6) 8 : 1. 01-1. 22 ( 1 H, m) , 2 . 2 
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8-2. 40 (3H, b r m) , 2. 6 2-2. 7 2 ( 2 H, m) , 2. 80- 
2. 88 ( 2 H, m) , 3. 18 (2H, s ) , 3. 45-3. 60 ( 2 H, m) , 

4. 82 (1H, dd, J = 9. 8Hz, 6. 2Hz) , 6. 95 ( 1 H, d, 
J=6. 2Hz), 7. 12 (1H, s), 7. 30 ( 1 H, d, J = 6. 8H 
z) , 7. 45 (1H, t, J = 7. 4Hz) , 8. 20 ( 1 H, d, J = 5. 
5Hz) , 8. 30 (1H, d, J = 6. 2Hz) , 9. 94 ( 1 H, br) , 
11. 4 ( 1 H, b r ) . 

mass : 3 5 2 (M+ 1 ) + . 

iii 8 4 

(1) Mt&ffl 8 0 <D\\&tyH 1 . 0 2g (3. 0 2mmol) % i>V ^/t^/V-A 
K-7- h7tKP79^ (1 : 8) 90ml fcjgfl? U ^MldTZl^b^^ 

#>3. 92g (45. lmmo 1) SriPx., Sf£:HrlSl£ft-C'6^$#Lfc 0 

0 . 2 1 1 g &#fc 0 

(2) (1) t'H?)ixfcft^3 4mg (0. lOmmol) ioXXfin-zf 1 ? 
;l/75y2 2mg (0. 3 O mm o 1 ) Sr^no^/I/A5ml II^U MJ7 
ir h^r^TR^fb^^^^ M)7^212mg ( 1 . 0 mm o 1 ) &^U\Z.XlmZ., 

Rj&m&mmM-v 2 4 mm&w lt~ 0 3 NJggfc-c^fq n n 

1 H-NMR ( DMSO- d 6 ) 6:0. 88 (3H, t, J = 7. 3Hz) , 
1. 08-1. 17 (1H, m), 1. 28-1. 38 (2H, m), 1. 42 
— 1. 51 (2H, m) , 2. 31-2. 39 (3H, m) , 2. 47-2. 5 
4 (2H, m) , 2. 59 ( 2 H, t, J = 7. 2Hz) , 3. 50-3. 57 
(1H, m), 3. 81 (2H, s), 4. 83 (1H, dd, J = 11 Hz, 

5. 5Hz), 7. 09 (1H, d, J = 5. 3Hz), 7. 31-7. 33 (2 
H, m) , 7. 47 (1H, t, J = 7. 9Hz), 8. 26 (1H, d, J = 
5. 3Hz), 8. 31 (1H, d, J = 8. 1Hz), 9. 98 ( 1 H, s), 
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11. 2 ( 1 H, b r ) . 

m a s s : 3 9 4 (M+ 1 ) + . 

Hi 8 5-94 

iii 8 5 

1 H-NMR ( DM SO— d 6 ) 6:1. 11 — 1. 18 ( 1 H, m) , 2. 2 
2-2. 44 (5H, m), 2. 58 (2H, t, J = 5. 8Hz) , 3. 46 
-3. 58 (3H, m) , 3. 73 (2H, s) , 4. 51 ( 1 H, t, J = 5. 
4Hz), 4. 84 (1H, dd, J = 10Hz, 5. 6 Hz), 7. 05 (l 

H, d, J = 5. 4Hz) , 7. 26 ( 1 H, s) , 7. 33 ( 1 H, d, J = 
7. 4Hz), 7. 48 (1H, t, J = 7. 9Hz), 8. 24 (1H, d, 

J = 5. 3Hz) , 8. 34 (1H, d, J = 8. 2Hz) , 9. 93 ( 1 H, 
s), 11. 4 (1H, b r ) . 
m a s s : 3 8 2 (M+ 1 ) + . 

mffiM 8 6 

1 H-NMR ( DMSO- d 6 ) 6 : 1. 0 6 - 1. 2 0 (1 H, m) , 2 . 2 
8 — 2. 43 (2H, m), 2. 48 — 2. 60 (1 H, m), 3. 00 (lH, 
br), 3. 28-3. 40 ( 1 H, m) , 3. 50-3. 60 ( 1 H, m) , 
3. 71 (4H, s) , 4. 83 ( 1 H, m) , 7. 06 ( 1 H, d, J = 4. 
6Hz), 7. 25 (1H, d, J = 7. 4Hz), 7. 2 9- 7. 3 9 ( 6 H, 
m) , 7. 46 (1H, t, J = 7. 4Hz) , 8. 23 ( 1 H, d, J = 5. 
5Hz) , 8. 34 (1H, d, J = 7. 4Hz) , 9. 97 ( 1 H, s) , 1 

I . 5 ( 1 H, b r ) . 
mass : 4 2 8 (M+ 1 ) + . 

MMM 8 7 

1 H-NMR ( DMSO- d 6 ) 6 : 1. 0 6- 1. 2 0 ( 1 H, m) , 2 . 2 
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9-2. 43 (2H, m) , 2. 4 9- 2. 6 0 ( 1 H, m) , 3. 32 (2H, 
s), 3. 49 (2H, s) , 3. 53-3. 60 (1 H, m) , 3. 64 (2 
H, s) , 4. 83 (1H, dd, J = 11 Hz, 5. 6Hz), 4. 91 (2 
H, s), 6. 51 (2H, d, J = 8. 3Hz), 6. 99 (1H, d, J = 
8. 2Hz) , 7. 04 (2H, d, J = 5. 4Hz) , 7. 26 ( 1 H, s) , 

7. 32 (1H, d, J = 7 . 4Hz), 7. 47 (1H, t, J = 7. 8Hz), 

8. 22 (1H, d, J = 5 . 4Hz), 8. 33 (lH, d, J = 8 . 1Hz), 

9. 94 (1H, s), 11. 5 (1H, br). 
mass : 4 4 3 (M+ 1 ) + . 

MMM 8 8 

1 H-NMR ( DM SO— d 6 ) 6:1. 07-1. 18 ( 1 H, m) , 2. 3 
2 — 2. 44 (2H, m) , 2. 51-2. 66 ( 5 H, m) , 3. 28-3. 
40 (2H, m) , 3. 54-3. 61 ( 1 H, m) , 3. 72 ( 2 H, s) , 
4. 82 (3H, s) , 6. 48 ( 2 H, d, J=8. 2Hz) , 6. 86 (2 
H, d, J = 8. 2Hz), 7. 03 (1H, d, J = 5. 2Hz), 7. 24 
(1H, s) , 7. 32 (1H, d, J = 7. 3Hz) , 7. 48 ( 1 H, t, 
J = 7. 6Hz) , 8. 22 (1H, d, J = 5. 0Hz) , 8. 34 ( 1 H, 
d , J = 8. 3Hz), 9. 94 (lH, s), 11. 4 (lH, br). 
mass : 4 5 7 (M+ 1 ) + . 

9 

1 H-NMR ( DMSO- d 6 ) 6:1. 12-1. 21 ( 1 H, m) , 2. 3 
3-2. 42 (2H, m), 2. 50-2. 59 (2H, m), 2. 90-3. 
15 (1H, br), 3. 51-3. 58 (lH, m), 3. 70 (2H, s), 
3. 77 (2H, s), 4. 84 (lH, dd, J = 1 1 Hz, 5. 6Hz), 
7. 08 (1H, d, J = 5. 3Hz) , 7. 2 8 - 7. 4 6 (4H, m) , 7. 
48 (1H, t, J = 7. 8Hz) , 7. 57 ( 2 H, d, J = 8. 2Hz) , 
7. 79 (2H, d, J=8. 3Hz), 8. 25 ( 1 H, d, J = 5. 3Hz), 
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8. 34 (1H, d, J = 8. 2Hz), 9. 96 (1H, s) , 11. 4 (l 
H, b r) . 

m a s s : 5 0 7 (M+ 1 ) + . 
jj^ 9 0 

1 H — NMR ( DMSO- d 6 ) 8:1. 08-1. 15 ( 1 H, m) , 2. 3 
0-2. 57 (5H, m) , 2. 71-2. 83 (4H, m) , 3. 48-3. 
55 (1H, m), 3. 71 (2H, s), 4. 78-4. 83 ( 1 H, m), 

6. 99 (1H, d, J = 5. 3Hz), 7. 2 3-7. 2 5 (3H, m), 7. 
30 (1H, d, J = 7. 6Hz), 7. 39 ( 2 H, d, J=8. 0Hz), 

7. 45 (1H, t, J = 7. 8Hz), 7. 71 (2H, d, J = 7. 9Hz), 

8. 20 (1H, d, J = 4 . 9Hz), 8. 31 (1H, d, J = 8 . 0 H z ) , 

9. 91 (1H, s), 11. 4 (1H, br). 
m a s s : 5 2 1 (M+ 1 ) + . 

MMM 9 1 

1 H — NMR ( DMSO- d 6 ) 8:1. 05-1. 18 ( 1 H, m) , 2. 2 
6-2. 40 (2H, m), 2. 46-2. 60 (2H, m), 3. 00 (1H, 
br), 3. 50 — 3. 58 ( 1 H, m) , 3. 69 (2H, s), 3. 71 (2 
H, s), 4. 82 (1H, dd, J = 10Hz, 5. 9Hz), 7. 05 (1 
H, d, J = 5. 3Hz) , 7. 31 ( 2 H, d, J = 7. 5Hz) , 7. 38 
(2H, d, J = 5. 5Hz) , 7. 46 ( 1 H, t, J = 7 . 9Hz) , 8. 
23 (1H, d, J = 5. 4Hz) , 8. 32 (1H, d, J = 8. 1Hz), 
8. 50 (2H, d, J = 5. 9Hz), 9. 95 (1H, s) , 11. 4 (1 
H, b r) . 

mass : 4 2 9 (M+ 1 ) + . 
MMM 9 2 

1 H — NMR ( DMS O — d 6 ) 8:1. 03-1. 17 (1H, m), 2. 2 
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8-2. 40 (3H, m) , 2. 4 7- 2. 5 4 ( 1 H, m) , 2. 73 (4H, 
s ) , 3. 26-3. 34 ( 1 H, m) , 3. 50-3. 58 ( 1 H, m) , 3. 
70 (2H, s), 4. 80 (1H, dd, J = 1 1 H z , 5. 6Hz), 6. 
98 (1H, d, J = 5. 5Hz) , 7. 23 (2H, d, J = 6. 1Hz) , 
7. 23 (lH, s) , 7. 29 (lH, d, J=6. 6Hz), 7. 44 (l 
H, t, J = 7. 8 Hz), 8. 19 (lH, d, J = 5. 3Hz), 8. 30 
(1H, d, J = 7. 3Hz) , 8. 42 (2H, d, J = 5. 9Hz) , 9. 
91 (1H, s), 11. 4 (1H, br). 
m a s s 4 4 3 (M+ 1 ) + . 

MMM 9 3 

1 H — NMR ( DMSO- d 6 ) 6 : 1. 0 5 - 1. 2 5 ( 1 H, m) , 2 . 2 
7—2. 64 (4H, m) , 3. 20-3. 41 (3H, m) , 3. 49-3. 
60 ( 2 H, m) , 4. 24 (2H, brm), 4. 84 — 4. 92 (1 H, m), 

7. 33-7. 63 (6H, m), 8. 29 (lH, d, J = 7. 7Hz), 8. 
40 (1H, d, J = 5. 5Hz) , 9. 08 ( 1 H, s) , 9. 85 ( 2 H, 
brm), 10. 3 (1H, s), 10. 7 (lH, brm). 

m a s s : 4 3 2 (M+ 1 ) + . 

MtifoM 9 4 

1 H — NMR ( DMSO- d 6 ) 6 : 0. 99-1. 14 (5H, m) , 1 . 7 
5-1. 85 (4H, m) , 2. 2 5-2. 3 8 (3 H, m) , 2. 47-2. 
55 (1H, m), 3. 26-3. 35 (2H, m), 3. 48-3. 57 (l 
H, m), 3. 71 (2H, s) , 4. 44 (lH, d, J=4. 4Hz), 4. 
81 (1H, dd, J = 10Hz, 5. 6Hz), 7. 02 ( 1 H, d, J = 5. 
5Hz), 7. 23 (1H, s) , 7. 29 (lH, d, J = 7. 4Hz), 7. 
45 (1H, t, J = 7. 7Hz), 8. 19 (lH, d, J = 5. 3Hz), 

8. 30 (1H, d, J = 8. 2Hz), 9. 90 (lH, s), 11. 4 (l 
H, b r ) . 
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mass : 4 3 6 (M+ 1 ) + . 
MMM 9 5 

N- Klft t e r t - ^^/^^^/l-^ffl V ^Tll 

mm 9 6 {dSpCT BttflS^fclSrKiSLfco 

1 H — NMR ( DMS O — d „) 8:1. 01 — 1. 15 ( 1 H, m) , 2. 2 
5-2. 61 (3H, brm), 2. 97 — 3. 03 ( 2 H, brm), 3. 1 
4-3. 35 (6H, brm), 3. 50-3. 59 ( 1 H, m) , 3. 80- 
4. 00 (1H, brm), 4. 80-4. 86 (1 H, m), 7. 05 (lH, 
brd), 7. 25-7. 34 (2H, m), 7. 46 (lH, dd), 8. 2 
1-8. 30 (4H, m), 9. 48 (2H, br), 10. 2 (lH, brs), 
10. 9 ( 1 H, b r ) . 
mass : 3 9 5 (M+ 1 ) + . 

^MM 9 6 

(1) 4 hn^i/if l/^/Vi^ — ajj K84 4mg (3. 81 mm o 1 ) 
©^nn^M (9ml) mWL&Wb Lit t £ h yiW^O. 5 3 1 
ml (3. 8 1mmo 1) fcfom&^UiZ & if bfc c (0. 3 
m 1 ) Sr^ifiMT n -7"n tVl^T ^10// 1 (0. 122 mm o 1 ) <D9 n a 
*/W* 0 . 3ml SiSt^l^fiS-C' l ifcfflfr Lfc 0 

(fuufc/UJx-*?;— /K 19:1) -effii^LS^fb 

(2) (1) •C#5)ilfc^ft|i#^J 7 3 8 m g i Ml 7i^^ 
^7^y29mg (0. Ill mm o 1 ) (7)^7 n P 3j>/Ui» (0 . 6ml) JSSJS: 

(4 0%) 0. 0 4 7ml (0. 1 0 8 mm o 1 ) SrflD^T, KJ£ift4:^i&"C 3 

/K 19:1) Tlt^L/c 0 
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(3) (2) X-mhtltiit^^^^^^^^-^T 5 Kl m 1 \Z&titV&m~}- 
F!J^35mg (0. 3 3 0mmo 1) Mft7iy-/H U 1 (0. 1 

0 7mmo 1) &mmzx1m*-. Rfom&m&mx 1 Pti^LfCo ^»^«tig 
U«£:r F7tKn77>3ml fcl«ft?U g»lNfiilml ^ifit 

1 H — NMR ( DMSO- d 6 ) 6:0. 93 (3H, t, J = 7. 5Hz) , 
1. 03-1. 17 ( 1 H, m) , 1. 58-1. 70 ( 2 H, m) , 2. 26 
-2. 40 (2H, brm), 2. 55-2. 65 (1 H, brm), 2. 85 
-2. 95 (2H, brm), 2. 96-3. 03 ( 2 H, m) , 3. 12-3. 
22 (2H, brm), 2. 28-2. 35 (1 H, m), 3. 50-3. 60 

(1H, m), 4. 80 — 4. 86 (1 H, m), 7. 06 (1H, d, J = 5. 
2Hz), 7. 30-7. 35 (2H, m), 7. 48 (1H, t, J = 7. 9 
Hz), 8. 27-8. 32 (2H, m), 8. 86 (2H, br), 10. 4 

( 1 II, b r s ) , 10. 9 ( 1 H, b r ) . 
mass : 3 9 4 (M+ 1 ) + . 

H^SffiJ 9 7 -MMffl 9 8 

MM&'l 9 7^I1M9 8 ©fb-a^te, H3M9 6ic:2pCTS^3£L/c 0 

HMff'J 9 7 

1 H — NMR ( DMSO- d 6 ) 6:0. 89 (3H, t, J = 7. 8Hz) , 
1. 01-1. 17 (1H, m), 2. 26-2. 40 (2H, m), 2. 52 
-2. 63 (2H, m), 2. 26-2. 39 (2H, m), 2. 50-2. 6 

1 (1H, m) , 2. 8 8-3. 0 0 (4H, m) , 3. 10-3. 21 (2H, 
m), 3. 26-3. 34 ( 1 H, m) , 3. 50-3. 60 ( 1 H, m) , 4. 
8 0-4. 8 6 (1 H, m) , 7. 02 ( 1 H, d, J=4. 6Hz) , 7. 2 
6-7. 34 (2H, m), 7. 46 (1H, t, J = 7. 8Hz), 8. 26 
-8. 30 (2H, m), 8. 80 (2H, m), 10. 2 (1H, s), 11. 
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0 (1 H, b r ) . 

mass : 4 0 8 (M+ 1 ) + . 

MMM 9 8 

1 H-NMR ( DMSO- d 6 ) 6:0. 86 ( 3 H, t) , 1. 00-1. 2 

0 (1H, m) , 1. 21-1. 34 (4H, m) , 1. 5 4- 1. 6 6 ( 2 H, 
m), 2. 26 — 2. 38 (2H, m), 2. 40 — 2. 63 ( 1 H, m) , 2. 
85-3. 00 (4H, m), 3. 08-3. 23 (2H, m), 3. 26 — 3. 
35 (1H, m), 3. 50-3. 60 (lH, m), 4. 80-4. 86 (1 
H, m), 7. 03 (1H, d, J=4. 3Hz), 7. 26-7. 35 (2H, 
m), 7. 46 (1H, t, J = 7 . 8Hz), 8. 26-8. 30 (2H, m) , 
8. 81 (2H, brm), 10. 3 (1H, s), 11. 0 (1H, br). 
mass : 4 2 2 (M+ 1 ) + . 

mmm 9 9 

^Un-Wf't Kv^^/^Tir^-/^£r/8l^T. MMM 9 6 {Clip CTMit 

1 H-NMR ( DM SO— d 6 ) 6:1. 05-1. 15 (1H, m) , 2. 2 
5-2. 40 (3H, m) , 2. 43 — 2. 63 ( 1 H, m), 2. 90 — 3. 
37 (6H, m) , 3. 4 8-3. 6 0 ( 1 H, m) , 4. 7 7-4. 8 5 (1 
H, m), 6. 97-7. 02 (lH, m), 7. 23-7. 34 ( 2 H, m), 
7. 40-7. 50 (1 H, m), 8. 23-8. 32 ( 2 H, m) , 8. 66 

(0. 5H, brm), 9. 0 0- 9. 2 3 ( 1 H, brm), 10. 1 ( 1 H, 
s), 11. 0 (1H, br). 
mass : 3 9 4 (M+ 1 ) + . 

MMM 10 0 

'H-NMR ( DMSO- d 6 ) 6 : 1. 03-1. 10 ( 1 H, m) , 2 . 2 
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3-2. 40 (2H, brm), 2. 54-2. 65 (1 H, brm), 2. 9 
7-3. 05 (2H, brm), 3. 17-3. 40 (3H, m), 3. 50- 
3. 59 (1H, m) , 3. 94 (2H, brs), 4. 81-4. 86 (1H, 
m), 7. 03 (1H, d, J = 5. 5Hz), 7. 28-7. 3 4 (2H, m) , 

7. 46 (1H, t, J = 7. 8Hz), 8. 26 (2H, d , J = 6. 5Hz), 
9. 23 (2H, b r ) , 10. 4 (1H, b r ) , 10. 9 (1H, br). 
mass : 4 6 6 (M+ 1 ) + . 

MMM lQi -MMM 108 

mmm 101 ^^mmm ios ^fls-g^a, n»j 9 6 ^-mcxmmLtz 0 

MMW 101 

1 H— NMR ( DM SO— d 6 ) 6:1. 03-1. 15 (1H, m), 2. 2 
5 — 2. 63 (3H, m), 2. 95-3. 05 (2H, m), 3. 19 — 3. 
37 (3 H, m) , 3. 50-3. 61 ( 1 H, m) , 4. 10-4. 19 (2 
H, m), 4. 80-4. 86 ( 1 H, m) , 5. 26 (2H, s), 7. 00 
(1H, d, J = 5. 5Hz) , 7. 28-7. 49 (8H, m), 8. 26- 

8. 32 (2H, m), 9. 37 (2H, brm), 10. 2 (lH, s), 1 
0 . 9 ( 1 H, b r ) . 

m a s s : 5 0 0 (M+ 1 ) + . 

MMM 10 2 

1 H — NMR ( DMS O— d 6 ) 6:1. 03-1. 17 (1H, m), 2. 2 
6-2. 63 (3H, brm), 2. 97-3. 05 (2H, brm), 3. 1 
0-3. 21 (2H, brm), 3. 26-3. 37 (1 H, brm), 3. 5 
0 — 3. 60 ( 1 H, m) , 3. 78 (3H, s), 4. 06-4. 17 (2H, 
brm), 4. 80-4. 88 ( 1 H, m) , 6. 98-7. 03 (3 H, m) , 
7. 26 (1H, brm), 7. 34 (1H, d, J = 8. 3Hz), 7. 43 
-7. 50 (3H, m) , 8. 2 5-8. 3 0 ( 2 H, m) , 9. 18 (2H, 
brm), 10. 3 (1H, brs), 10. 9 (1H, br). 
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mmm 103 

1 H-NMR ( DMSO- d 6 ) 6 : 1. 02-1. 18 ( 1 H, m) , 2 . 2 
5-2. 40 (3H, m) , 2. 4 4-2. 6 3 (2H, m) , 3. 06-3. 
09 (2H, m) , 3. 2 5-3. 3 5 (3H, m) , 3. 5 0-3. 5 9 (1 
H, m), 4. 82-4. 88 (1 H, m), 7. 04 (1H, dd, J = 6. 
0Hz, 1. 1Hz), 7. 30-7. 35 ( 2 H, m) , 7. 45-7. 55 
(3H, m) , 7. 92 (1H, t), 8. 28 (2H, d, J = 7. 0Hz), 
8. 6 7 ( 1 H, m) , 9. 39 (2H, brm), 10. 4 (1H, brm), 
10. 9 ( 1 H, b r ) . 
mass : 4 4 3 (M+ 1 ) + . 

^Mffl 10 4 

1 H-NMR ( DMSO- d 6 ) 6:1. 01-1. 15 (1H, m), 2. 3 
0-2. 40 (3H, m), 2. 41-2. 56 ( 1 H, m), 2. 57-2. 
64 ( 1 H, m) , 3. 04-3. 11 ( 2 H, m) , 3. 20-3. 36 (3 
H, m), 3. 50-3. 59 (1 H, m), 4. 82-4. 87 (1 H, m), 
7. 07 (1H, d, J = 6. 6Hz), 7. 31-7. 35 ( 2 H, m) , 7. 
48 (1H, t, J = 7. 8Hz), 7. 83-7. 90 (lH, m), 8. 2 
5-8. 29 (2H, m), 8. 46 (1H, d), 8. 83 (1H, dd, J 
= 5. 3 Hz, 1. 3Hz), 8. 98 (lH, s), 9. 79 (2H, brm), 
10. 3 (1H, br), 10. 9 (1H, br). 
mass : 4 4 3 (M+ 1 ) + . 

MMM 10 5 



1 H-NMR ( DMSO- d 6 ) 6:1. 03-1. 17 ( 1 H, m) , 2. 2 
6-2. 40 (2H, m), 2. 50-2. 65 (lH, m), 3. 05-3. 
15 (2H, m), 3. 21-3. 37 ( 3 H, m) , 3. 50-3. 61 (l 
H, m) , 4. 4 0-4. 4 5 (2H, m) , 4. 81-4. 89 ( 1 H, m) , 
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7 . 05 (1H, d, J = 4 . 6 H z ) , 7. 25-7. 35 ( 2 H, m) , 7. 
46 (1H, t, J = 8. 3Hz) , 7. 99 ( 2 H, d, J = 7. 4Hz) , 

8. 28 (2H, d, J = 7. 4Hz), 8. 86 (2H, d, J = 6. 5Hz), 

9. 90-10. 0 (2H, m), 10. 3 (1H, s), 10. 9 (1H, b 
r) . 

mass : 4 4 3 (M+ 1 ) + . 
MMM 10 6 

1 H — NMR ( DM SO— d 6 ) 6:1. 03-1. 17 ( 1 H, m) , 2. 2 

5- 2. 37 (2H, m), 2. 40-2. 60 ( 1 H, m), 2. 91-3. 
01 (4H, m) , 3. 14-3. 35 ( 5 H, m) , 3. 4 9-3. 5 9 (l 
H, m) , 4. 8 0-4. 8 5 ( 1 H, m) , 7. 02 ( 1 H, d, J = 5. 3 
Hz) , 7. 2 6 — 7. 3 7 ( 7 H, m) , 7. 46 ( 1 H, t) , 8. 26- 
8. 29 (2H, m) , 8. 94 (2H, b r m) , 10. 2 ( 1 H, s) , 1 
1 . 0 ( 1 H, b r ) . 

mass : 4 5 6 (M+ 1 ) + . 

MMM 10 7 

1 H — NMR ( DM SO— d 6 ) 6:1. 03 — 1. 17 (1H, m), 2. 2 

6- 2. 50 (3H, brm), 2. 54-2. 63 (1 H, brm), 2. 8 
3 (2H, t), 3. 00 ( 2 H, t), 3. 06-3. 23 (3 H, brm), 
3. 26-3. 37 (1 H, m), 3. 50-3. 58 (1 H, m) , 4. 80 
-4. 86 (1H, m), 6. 72 ( 2 H, d, J = 8 . 3 H z ) , 7. 05 (3 
H, d, J = 8. 3Hz) , 7. 2 8- 7. 3 5 (2H, m) , 7. 46 ( 1 H, 
t, J = 7. 8 Hz) , 8. 26-8. 32 ( 2 H, m) , 8. 94 (2H, b 
rm), 10. 3 (1H, s ) , 11. 0 (1H, br). 

mass : 4 7 2 (M+ 1 ) + . 



MM 10 8 
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1 H — NMR ( DM SO— d 6 ) 8:1. 05-1. 15 ( 1 H, m) , 2. 2 
6-2. 40 (2H, b r m) , 2. 4 3 -2. 6 3 (2H, b r m) , 2. 9 
8-3. 06 (2H, m) , 3. 2 0-3. 4 3 (6H, b r m) , 3. 50- 
3. 65 (1H, m) , 4. 81-4. 88 ( 1 H, m) , 7. 03 ( 1 H, d, 
J = 5. 5Hz), 7. 30-7. 35 (2H, m), 3. 45-3. 50 (l 
H, m) , 7. 95 (2H, d, J = 5. 5Hz) , 8. 28 (2H, d, J = 
5. 5H z) , 8. 86 (2H, d, J = 5. 5Hz), 8. 72 (2H, br 
m), 10. 2 (1H, s), 10. 9 (1H, br). 
m a s s : 4 5 7 (M+ 1 ) + . 

8 \ZSSm<0 k$3<0, S mt&Vd 8 0 m g &fflt 0 
'H — NMR ( DMSO- d 6 ) 6 : 1. 0 3 — 1. 2 5 ( 2 H, m) , 2 . 2 
6 — 2. 43 (2 H, brm), 2. 50-2. 65 (1 H, m) , 2. 57 (6 
H, s) , 2. 8 8-3. 0 6 (3H, m) , 3. 2 6-3. 4 0 ( 1 H, m) , 
3. 50-3. 59 (1 H, m), 4. 82-4. 86 (1 H, m), 7. 00 

(1H, d, J = 5. 5Hz), 6. 26-6. 34 (2H, m), 7. 46 (l 
H, t, J = 7. 8Hz) , 8. 23 (1H, d, J = 5. 5Hz) , 8. 30 

(1H, d, J = 8. 3Hz) , 10. 0 (1H, s) , 10. 5 (0. 5 H, 
br), 11. 1 (1H, br). 
mass : 3 8 0 (M+ 1 ) + . 

mmm no 

1 1 (Dik-nWo 3 0 m g (0 . 0 3 8 mm o 1 ) (7)? unyfr/l/J* ( 1 m 1 ) 
^Mftn-^y-f/ve/i 1 (0. 0 5 8mmol) i MJx^T^y l 
3 /z 1 (0. 0 9 3mmo 1) &&m.fe-Xtia%.* Rj&Wi&miBMT? 1 &ffflffl:W U 
fta RfcMKmtn-y? S J /ls6 n 1 (0. 0 5 8mmol) t h V ^f^7 

^yi o w i (o. 072 mm o i ) &mmz.xfiaz. s Rfcm&muiMx 1 0^ 
it#bfd 0 s^tdTk i m i zm^mmzftM^o mmm%& 1 m 1 -?m& 
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m 1 U 1 NiSifcl m 1 5rl?ailtlx.t, S/»£IrI^1? 1 

1 H — NMR ( DMSO- d 6 ) 6:0. 80 ( 3 H, t, J = 7. 8Hz) , 

I. 03-1. 15 ( 1 H, m) , 1. 42—1. 54 ( 2 H, m) , 2. 00 
(2H, t, J = 6. 9Hz), 2. 25-2. 40 (2H, brm), 2. 5 

5 — 2. 63 (1H, brm), 2. 70-2. 78 (2H, brm), 3. 2 

8 — 3. 39 (3H, brm), 3. 50-3. 60 (1 H, brq), 4. 8 

0-4. 86 (1H, m) , 7. 01 ( 1 H, d, J=4. 6Hz) , 7. 14 

(1H, s), 7. 34 (1H, d, J = 8. 3Hz), 7. 48 (1H, t, 
J = 7. 8Hz), 7. 88 (2H, brm), 8. 23 (1H, d, J =4. 

6Hz), 8. 26 (1H, d, J = 8. 3Hz), 10. 4 (1H, br), 

II. 1 ( 1 H, b r ) . 
mass : 4 2 2 (M+ 1 ) + . 

Mlfoffl 111 -MMM 114 

WJl 1 l&V^LHWJl 1 4(D'ft:^f*.ll»'Jl 1 0^^CTM3tbfc o 
Hjfcffill 1 l 

1 H — NMR ( DMSO- d 6 ) 6 : 1. 0 0 - 1. 2 3 ( 1 H, m) , 2 . 2 
6-2. 60 (3H, m), 2. 70 (2H, br), 3. 15 (2H, br), 
3. 40-3. 60 (2H, m), 4. 34 (2H, s), 4. 80-4. 90 
(1H, m) , 6. 97 (1H, d, J=4. 9Hz) , 7. 15 ( 1 H, s) , 

7. 30 (1H, d, J = 8. 0Hz) , 7. 4 0- 7. 5 2 (6H, m) , 8. 
23 (1H, d, J=4. 3Hz), 8. 30 (1H, d, J = 8. OHz), 

8. 5 4-8. 6 3 (1 H, m) , 9. 94 ( 1 H, s) , 11. 4 ( 1 H, b 
r) . 

mass : 4 7 0 (M+ 1 ) + . 
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MM&li l 2 

1 H — NMR ( DMSO- d 6 ) 8 : 1. 0 0 - 1. 2 0 ( 1 H, m) , 2 . 2 
6-2. 40 (2H, m) , 2. 41-2. 60 ( 1 H, m) , 2. 83 ( 2 H, 
brt), 3. 15 (1H; s), 3. 20-3. 40 (1 H, m), 3. 43 
-3. 57 (2H, m), 4. 75-4. 86 (1 H, m), 6. 97 (1H, 
d, J = 7. 6Hz), 7. 15 (1H, s), 7. 30 (1H, d, J = ll 
Hz), 7. 40-7. 52 (4H, m), 7. 80 (2H, d, J = 1 OH z) , 
8. 21 (1H, d, J = 6. 7 H z ) , 8. 30 (lH, d, J = 1 1 H z ) , 
8. 59 ( 1 H, brt), 9. 94 (1H, s), 11. 4 (1H, br). 
mass : 4 5 6 (M+ 1 ) + . 

gyjjg! 113 

1 H — NMR ( DMSO- d 6 ) 8 : 1. 0 6 - 1. 2 0 ( 1 H, m) , 2 . 2 
5-2. 41 (2H, m), 2. 72 (2H, t), 3. 10-3. 20 ( 2 H, 
m), 3. 26-3. 42 (1 H, m), 3. 48-3. 60 (1 H, m), 3. 
75-3. 90 (1 H, m), 4. 36 (2H, s), 4. 80-4. 86 (l 
H, m), 6. 99 (1H, d, J = 5 . 7 H z ) , 7. 13 (1H, s), 7. 
19-7. 40 (7H, m), 7. 46 (lH, t, J = 7. 6Hz), 8. 2 
3 (1H, d, J = 3. 8Hz), 8. 28 (1H, d, J=8. 6Hz) , 1 
0. 0 (1H, s), 11. 2 (1H, br). 

MMM 114 

1 H — NMR ( DMSO- d 6 ) 6 : 1. 4 3 - 1. 6 0 ( 1 H, m) , 2 . 5 
0-3. 00 (3H, brm), 3. 03-3. 15 ( 2 H, brm), 3. 3 

4- 3. 48 (2H, brm), 3. 65-3. 80 (lH, brm), 3. 8 

5- 4. 00 (1H, m), 5. 17-5. 26 (lH, m), 7. 31 (lH, 
d, J = 5. 4Hz), 7. 46 ( 1 H, s), 7. 72 ( 1 H, dd, J = 6. 
8Hz, 0. 6Hz), 7. 87 (1H, t), 7. 94-8. 03 (3 H, m) , 
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8. 10-8. 20 (3H, m), 8. 58 (1H, d, J =4. 7Hz), 8. 
70 (1H, d, J = 8. 1Hz) , 10. 4 ( 1 H, s) , 11. 7 ( 1 H, 
b r) . 

mass : 4 9 2 (M+ 1 ) + . 
MMM 115 

1 H — NMR ( DMSO- d 6 ) 8 : 1. 04-1. 1 9 ( 1 H, m) , 2 . 2 
6-2. 41 (2H, m) , 2. 4 8-2. 6 0 ( 1 H, m) , 2. 66-2. 
74 (2H, m) , 3. 10-3. 20 ( 2 H, m) , 3. 2 8 — 3. 3 9 (1 
H, m) , 3 . 5 1-3. 59 (1H, m) , 4 . 7 9-4. 8 2 ( 1 H, m) , 
6. 90 (1H, d, J =4. 6Hz) , 7. 01 (1H, s), 7. 32 (1 
H, d, J = 8. 3Hz) , 7. 46 ( 1 H, t, J = 8. 3Hz) , 7. 97 
(2H, d, J = 9. 2Hz) , 8. 17 (2H, m), 8. 29-8. 37 (3 
H, m) , 9. 90 ( 1 H, s), 11. 2 (lH, br). 
mass : 5 3 7 (M+ 1 ) + . 

Mti&ffl 116 

1 H — NMR ( DMSO- d 6 ) 6:1. 08 ( 1 H, t, J = 7. 4Hz) , 
2. 25-2. 40 (2H, m), 2. 60-2. 69 ( 1 H, m), 3. 10 
(2H, t, J = 5. 5Hz), 3. 25-3. 35 (lH, m), 3. 54 (l 
H, q, J = 9. 2Hz) , 4. 25 ( 2 H, t, J = 5. 5Hz) , 4. 80 
-4. 86 (1H, m), 6. 92 ( 1 H, d, J = 12Hz) , 6. 94 (2 
H, d, J = 7. 4Hz), 7. 20 (lH, d, J = 5. 5Hz), 7. 25 
-7. 37 (4H, m) , 7. 48 ( 1 H, t, J = 7. 4Hz) , 8. 23- 
8. 28 (2H, m), 10. 5-11. 0 (2H, br). 
mass : 4 2 9 (M+ 1 ) + . 
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HflSfltJ 117 

(1) 3 -T ^ / - 5 -7s-;Hf7/- A' 5 4 4 m g (3. 4 mm o 1 ) CO 
i^^fMMT ^ K (1 Om 1 ) f8m\£7km<k-)- h V VJ* 1 6 4mg (4. 1 
mmol) „ *<^*?As-7xi X KO. 4 5ml (3. 8 mm o 1 ) ^Px.^^T?6 

/K 4:1) -CfflflKU e^J#)5 0 9mg^#fc 0 

(2) (1) -e^tb^fcfb-n-^ 5 0 9mg (2. Ommo 1 ) ©t"!J ^ (5. 
0ml) ifem^? n v *c&t* ^-/V 0 . 19ml ( 2 . 5 mm o 1 ) &1mx.&M'V 

SM^y*^*7^^B^N^77-C>- (^^-t^-g^m^/l^ 4:1 — 
2:1) till, lW4 5 0mg^#fc o 

(3) (2) T#?3tlfdb-p'ft4 4 Omg (1. 4mmo 1) ©f^xy (5. 
0ml) M'i&lZ- h V zl^/VT $.1/0. 40ml (2. 9 mm o 1 ) 8 0 °C 
tl O^FH^U B-^t3P^T3-^7^4 5 0mg (2. 9 mmol) 
?riPX.|B]?agT 1 0 7>FbW# L/to ###'J 3 (Dit&m 2 9 0 m g ( 1 . 5 mm o 
1 ) %Mx.W\U&X~3 0^mm:Wi.fz o B-^np^7f3-M7y4 4 Omg 
( 2 . 9 mm o 1 ) 10 0 °CX> 1 b7c 0 R/SJRtJ: 1 N^^iUx. 

^#fM^^v^!7A^Lm^jii^bfc 0 ^l^nn^A-x-f/V 
^O^Ltfflf} L^c^ 4 0 0 m g ^it^ Lf'„ 

(4) (3) X~UhtLtiik&!$j4 0 Omg (0. 8 7mmol) fr*?/—/^ 
-7f7tKP77y (1:1) 2 0ml(^iLfc o 10%^°7^7^itt 
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u e mt&m 2 2 0 m g &#fc 0 

1 H— NMR ( DMSO- d 6 ) 6 : 1. 02-1. 10 (1H, m) , 2 . 2 
7-2. 37 (2H, brm), 2. 62-2. 67 (1 H, brm), 3. 2 
6 — 3. 37 (1H, m) , 3. 48-3. 57 (1H, m), 4. 75 (1H, 
dd, J = 1 1 H z , 5. 7Hz), 6. 60 (lH, brs), 7. 28 (1 
H, d, J = 7. 5Hz) , 7. 3 0-7. 4 8 (4H, m) , 7. 73 ( 2 H, 
d, J = 7. 3Hz), 8. 26 ( 1 H, d, J = 8. 2Hz), 9. 61 (1 
H, s), 12. 8 (1H, br). 

^JifeM 118 

( 1 ) B-v-Ty - o - 3 — KT-fr h^=^y >3. 81g (13. 3 mm o 1 ) „ 
^y^/H: K7^2ti£7. 80 g (40. Ommol) , M)x^7^ 
^18. Oml (l29mmol) Wn-7^/"/V50mlO^Wl2 

b-^F^?^ ^l^-g^^/K 5:1 — 2:1) "Cl*®* U gfcHfe 
&,H 2 . 6 1 g ^#fc G 

( 2 ) ( 1 ) bntcfc-g-m l . 23g (3. 27mmol) i^nn 3*g£ 

p— ~ hP7x^0. 8 5 9mg (4. 2 6 mm o 1 ) , 4— v^^vKT*? 7 
t° y 1 . OOg (8. 1 9 mm o 1 ) „ 7 n n tJvW* 10ml (DU^^j^'M. 
MTQ 3 0 ftM.W L/Co RfcWH^^M 3 W-fb-a-^ 0. 920g (4. 96mmo 
1 ) &M?L, ^S$C£r 1 0 0°CX 1 Bfeft^LfCo ^£M£7 o n*/^A-C»?U 

-7^7— 98 : 2~9 7 : 3) T'SlL^fei^l. 6 0g^#fe o 
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(3) (2) Tl#^fcf^fe2 3 6mg (0. 461mmol) bffim^? 
i?$J* llmg (0. 049 Ommo 1 ) % 1 , 1 ' - t*^ (i/7i=;^^7 
^ y) 7iPty30mg (0. 0541mmol) RU^^Tk^ h J) 7 
lmg (0. 8 4 5mmol) ?r^^/^4m 1 I^L^rt^-Mi 

9 8:2-9 7:3) "CWM LUfegft: 1 8 0 m g £#7c 0 

( 4 ) ( 3 ) -C# ^tb/cfb^ 4 0 m g / — 5 m 1 Kigfl? Lfc 0 

^TkSHb^v^-A 1 0 m g ^fiiutiDx.^rtSr**t«L, 

7 o°c-c i Rfcti#Lfc 0 s«§r-fe^-r h-e^iii§bW^a^L/c 0 a^^r^y 

*y^7^P"7hf77/f- (7nn^A-^^7-;K 10:1) 
It, g#Hfcl^#)8. 6mg^#fc 0 

1 H — NMR ( DMSO- d 6 ) 6:1. 03-1. 15 (1H, m), 2. 2 
5-2. 40 (2H, m), 2. 62-2. 77 (1 H, m), 3. 43-3. 
58 (2H, m) , 3. 73 (3H, s) , 4. 7 4-4. 7 8 ( 1 H, m) , 
6. 25 ( 1 H, m) , 7. 27 (lH, d, J = 7. 6Hz), 7. 41-7. 
74 (5H, m) , 8. 2 3-8. 2 6 ( 1 H, m) , 8. 31 ( 1 H, s) , 
9 . 5 9 ( 1 H, s ) . 
mass : 4 3 2 (M+ 1 ) + . 

MMM 119 

( 1 ) MMW 118 ( 3 ) -Cifbtxfcfb^^ 140mg (0. 268 mm o 1 ) 
^^^7-/V3ml MIL, SM-lNMftthy ^Al. 0 0ml (l. 
OOmmol) &^Ul^XlmJt^ fcfom&^&XW < WW L/tfH, $^i^5 0°C 

^»LT2B#^ti« i L7c 0 i NM.m-?mi±t LtcmmmLf-o 
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[0 0 0 1] 

(2) (1) T*#W^#i3 6mg (0. 0 6 9 9mmo 1) ^x^/- 
^-ft^l 3mg|ffc 0 

1 H-NMR ( DMSO- d 6 ) 6:1. 0 1 — 1. 14 (lH, m), 2. 2 
5-2. 34 (2H, m) , 2. 6 5- 2. 6 8 ( 1 H, m) , 3. 35-3. 
53 ( 2 H, m) , 4. 74 (lH, d d , J = 10Hz, 5. 8Hz), 6. 
34 (1H, b r) , 7. 27 (2H, d, J = 7. 5Hz), 7. 43 ( 2 H, 
t, J = 7. 8Hz), 7. 54 (1H, d, J = 3. 8Hz), 7. 70 (l 
H, d, J = 7. 4Hz) , 8. 26 ( 1 H, d, J=8. 1Hz) , 9. 59 

(1 H, s) . 
mass : 4 1 8 (M+ 1 ) + . 

mmm 120 

(1) n-^7y-m-3-K7tb7x/y^V>TlteMl 18 ( 1 ) 

& (3) kmm<nm&\z&<>xmmvit{k'&mz.ttv* mmmii9 en 

(2) (i) ^t<^/Mbi^£ffl^-c, HJg^ji 19 (2) ^spcxeffHt: 

1 H-NMR ( DM SO— d 6 ) 6:1. 02-1. 17 ( 1 H, m) , 2. 2 
5 — 2. 40 (1H, m) , 2. 6 3 - 2. 7 2 (2H, m) , 3. 34-3. 
41 ( 2 H, m) , 4. 7 4 — 4. 80 ( 1 H, m) , 6. 65 (lH, b r ) , 
7. 28 (1H, d, J = 7. 6Hz), 7. 44 (1H, t, J = 7. 6 Hz), 
7. 58 (1H, t, J = 7. 7Hz), 7. 91 ( 1 H, d, J = 8. 0Hz), 

7. 97 (1H, d, J = 7. 9Hz), 8. 25 ( 1 H, d, J=8. 2Hz), 

8. 30 (1H, d, J=4. 3Hz) , 9. 68 ( 1 H, s) . 
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mass : 4 1 8 (M+ 1 ) + . 

MMM 12 1 

( 1 ) MMffl 12 0 ( 1 ) X'&btLfcfc'&'Vd 56mg (0. llmmol) £r 
^^fM/^r^Kl. 5ml|«U S^i-^Mi^T, 1, 1' -t>;v 
7$=./Vi?s( ^ 2 5 m g ( 0 . 15 mm o 1 ) Sr^Px., m^WL^^M-X 3 

0^>ig^L/t o I£tTS)Sil'7x-;vxf;i/7;y4 2 // 1 (0. 3 3mm 
o 1) ^Pi, fcfcUm%^Ufrb 7 0t;i£MLTM^££ ibl£ 1 05>Ji# 

/K 10 : 1) -CttJMLfe^fifett&^fcio i03t©ttil©**^OSJESl-^ L 

(2) ( 1 ) X*&bfofc4\:&y!) 5 1 m g (0. 0 8 4 mm o 1 ) ^ ^ ? / — )V 
-T-Y^M KP77> (2 : l) 3ml !«L, fcfom^U\^X fcmt^ 7 
•^■7^5 1 mg ^UX.T^rt?r7k*-Cg^b, 1 WMW Lfc 0 

1 H — NMR ( DMSO- d 6 ) 6 : 1. 02-1. 10 ( 1 H, m) , 2 . 2 
5 — 2. 36 (2H, m), 2. 43-2. 56 ( 1 H, m) , 2. 65 (2H, 
t, J = 7 . 1Hz), 2. 87 (2H, t, J = 7 . 5Hz), 3. 16 — 3. 
25 (2H, m), 4. 73-4. 79 (1H, m), 6. 70 (1H, br), 
7. 16-7. 33 ( 7 H, m) , 7. 44 (1H, t, J = 7. 9Hz), 7. 
54 (1H, t, J = 7. 7Hz), 7. 79 (1H, d, J = 7. 0Hz), 
7. 87 (1H, d, J = 6. 3Hz) , 8. 19 ( 1 H, s) , 8. 26 (l 
H, d, J = 7. 7Hz) , 8. 72 (1H, br), 9. 69 (1H, br). 
m a s s : 5 2 1 (M+ 1 ) + . 

MM®] 12 2 

(1) 2—-?Vt*e—3— ~ htagcS#Bftl 0. 0 g (4 0. 7 mm o 1 ) , t° 
n-yk- 2 -^/^^ri/T/Vf t K 7 . 74 g (8 1. 4mmol) % h V ^J- 
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/V7^2 0. 0ml (1 4 3mmo 1 ) t=;W3 Ora 1 ^fflV^"C# 

%#j2 (i) tmm<Dmmi^\ nmt^9. 0 7 S zmc o 

( 2 ) ( 1 ) "C# bfrfcfc&m 9 . 0 7 g (28. 0 mm o 1 ) (D'r h 9 t K 
xx^y^ (4 0 0ml) Wtf&t- 7 8 °C«£p Lfc 0 l^fi^T'S^^Tk^fb^ 
f/U7^? =-^J^(D h/^^M'M ( 1 . OM) 33. 6ml (33. 6 

mmo i) ^px., $ ^^s^?ri^M-T?2H#r^i»^b/t 0 R^m^mum^ 

&mk*7-^^2 0 0ml l£^fi?U ifiCTS^I^nP t e r t A* 
i/t^-ZVi/yl/Q . 32g (41. 9mmol) ^m^^3. 80 g 
(5 5. 8 mmo 1) ^Pi, Rj&m&&m.T* 1 WMW Lfc 0 SJCSttSrB^Sft^^ 1 
A'TtHL, W$£i8£r7k2 0 Om 1 3 0, tafP^^TK-eHK^^b, StSfe"^^ 

7 J— 0 0 N -^-^-gl^iL^/K l O : 1~5 : 1) "C 

*it®{ U fc&ifc*** 9 . 3 4 g lr#fc„ 

(3) (2) -C#btLfcfb^9. 34 g (2 1. 3mmol) *3 V 
/pt>xf/l/7^y8. 24 g (6 3. 8 mm o 1 ) £r ^Fvl^/I^T $ K 

^MJ7x=M77^y/v^7A2. 4 6g (2. 1 3 mm o 1 ) grAPx., 
13 0 °CT' 2 Btr B 1I# 1L, 7k50 0ml 

m^mm^^m^tio ^m^^himm^^3 o om 1 -ettiuu 

^iM^-gJ-gkx^/K 20:1-5:1) tfllt, jtfe@#:4. 7 3 g £#fc 0 

(4) (3) Xnhntcik&m4. 73g (13. 2mmol) — 
-rh7tFn77> (1 : 1) 400ml t£*g$?U RUStt^^ffll^T 1 0% 
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2:i~i:i) -ewMLfdo m#i mmt±Vdm) att°o-/^i. 
®#i a»r»«) 

1 H — NMR (CDC1 3 ) 6:0. 14 (6H, s), 0. 95 (9H, s), 
3. 84 (2H, brs), 4. 88 (2H, s), 5. 98 (1H, d, J = 
3. 1Hz), 6. 09-6. 11 (1H, m), 6. 78 (1H, d, J = 7 . 
1Hz), 7. 02 (1H, t, J = 7. 7Hz) , 7. 14 (1H, d, J = 
7. 3 H z ) . 

1 H — NMR (CDClj) 6:0. 02 (6H, s), 0. 74 (9H, s), 
1. 60-1. 70 (1 H, m), 2. 15-2. 23 (1H, m), 2. 42 
-2. 50 (2H, m) , 3. 68 (2H, brs), 3. 95-4. 02 (2 
H, m) , 4. 36 (1H, dd, J = 1 0 H z , 5. 2Hz), 4. 63 (1 
H, dd, J = 12Hz, 5. 5Hz), 6. 80 (1H, d, J = 7. 0Hz), 
7. 20-7. 24 (2H, m) . 

(5) (4) -X?%bthttmft2 (ffiffit£4fe9?) . 2. 40 g (7. 2 3 mm o 
1 ) 3r/B V^THWlJ 1 tl^«^|ii(^V^fe@fls:2. 7 l g £r#fc 0 

(6) (5) -^nbfotzik&m 2 . 71 g (6. OOmmol) & / ' — /V 
T" F7tKo77^ (1 : 1) 20 0ml tOR» U KJftfl£i-S*BJ-T 2 Ni£ 

-7h7tKP77^» H B U 8 5g^#fc 0 
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1 H — NMR ( DMSO- d 6 ) 8 : 1. 2 7- 1. 4 0 (1 H, m) , 1 . 7 
2-1. 78 (1H, m) , 2. 2 0-2. 2 7 ( 1 H, m) , 2. 40-2. 
50 (1H, m), 2. 53-2. 62 (1 H, m), 3. 59 (lH, t, J 
= 7. 5Hz) , 3. 8 5-3. 9 3 ( 1 H, m) , 4. 90 ( 1 H, d d , J 
= 8. 0Hz, 5. 5Hz), 5. 97 (1H, br), 7. 17-7. 22 (l 
H, m) , 7. 33 (1H, d, J = 8. 0Hz) , 7. 40 ( 1 H, d, J = 
9. 0Hz) , 7. 47 (1H, t, J = 7. 5Hz) , 7. 98 ( 1 H, t, 
J = 8. 0Hz), 8. 18 (1H, d, J = 7. OHz) , 8. 30 (1H, 
d, J=4. OHz), 10. 6 (1H, br), 11. 0 (lH, br). 
m a s s : 3 3 9 (M+ 1 ) + . 

MMM 12 3 

( 1 ) 13 1 ( 1 ) "?# hntiik&yo 4. 50g (13. 4mmol) 

^ffl^twji 22 (2) kmm<Dmmi^^M&mifc3 . 9 4 g £#/c 0 

(2) (1) X*nbntzik&!&)3 . 94 g (8. 4 7mmol) &ffl\,^Xmifc 

wi2 2 (3) (4) tmm(vm\m^\ m^i mm&vom) 2 3 8m g s 
urn & 2 {MM>&mm 1 . 1 4 g &#fc 0 

1 H — NMR (CDC 1 3 — CD3OD) 6:0. 08 (3H, s), 0. 11 (3 
H, s), 0. 93 (9H, s), 1. 51 (3H, d, J =6. 2Hz), 3. 
84 (2H, br) , 5. 26 ( 1 H, m) , 5. 96 ( 1 H, d, J=3. 3 
Hz) , 6. 10 (1H, dd, J = 3. 1Hz, 1. OHz) , 6. 78 (1 
H, d, J = 8. OHz) , 7. 01 (1H, t, J = 7. 7Hz) , 7. 13 
(1H, d, J = 7. 3Hz) . 

1 H — NMR (CDC 1 3 ) 6:0. 07 (3H, s), 0. 11 (3H, s), 
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0. 85-0. 95 (1 H, m), 0. 9 2 (9H, s), 1. 24-1. 35 
( 2 H, m) , 1. 52 (3H, d, J = 6 . 3Hz), 1. 52-1. 55 (1 
H, m), 5. 27 (1H, q), 6. 28 (1H, d, J = 3. 4Hz), 7. 

07 (1H, d, J = 3. 6Hz) , 7. 31 ( 1 H, dd, J = 8. 5Hz, 
7. 3Hz), 7. 92 (1H, dd, J = 7. 3Hz, 1. OHz), 8. 2 

8 (1H, dd, J = 8. 5Hz, 1. OHz) . 

(3) (2) XMhf^tLm / ^2 (itJ«4M) , 3 0 0mg (0. 8 7 mm o 

(4) (3) T#Wcft^ft2 0 0mg (0. 4 2 9 mm o 1 ) £rffi^T# 

7 1 mBomm^m^ g mt&m 9 2 m g ^#^ 0 

1 H — NMR ( DMSO- d 6 ) 6 : 0. 8 0-0. 9 5 ( 1 H, m) , 1 . 1 
4 (3H, d, J = 6. 3Hz), 1. 17-1. 28 ( 1 H, m), 2. 25 
-2. 40 (2H, m), 3. 70-3. 74 (1 H, m), 3. 80-3. 9 
0 (1H, m) , 4. 7 8-4. 8 5 (2H, m) , 7. 06 ( 1 H, dd, J 
= 7. 2Hz, 5. OHz) , 7. 33 (2H, t, J = 7. 4Hz) , 7. 4 
6 (1H, t, J = 7. 9Hz), 7. 76-7. 82 (1 H, m), 8. 26 
-8. 30 ( 2 H, m) , 9. 90 (1H, s), 11. 0 ( 1 H, br). 

MMM 12 4 

ntkm 128 c 5 ) xn bntzmft 2 mm^w) i4m g &^/ 

Th7t Kn77> (1 : 1) 2mlCim i?KTS»lNtil. 

om 1 %Mz-x, Rmm^mumx3 o#j»#l/c 0 Kstm^mmmw^x^m 

l8L/Co ^g^^S^ n-v ^77^- (^xf;v-^^/^ 30:1) 

xmm l @ mt&m* 4 . 1 m g *s £ 127 <r>K&m& 3 . 8 m g #/c 0 

1 H — NMR ( DMSO- d 6 ) 6 : 0. 9 2- 1. 0 9 ( 1 H, m) , 1 . 1 
8 (2H, d, J = 6. 6Hz), 1. 60-1. 74 (1 H, br), 2. 6 
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8 — 2. 76 (1H, m) , 2. 8 0-3. 0 0 ( 1 H, m) , 3. 28 ( 1 H, 
dd, J = llHz, 9. OHz), 3. 63 ( 1 H, dd, J = llHz, 8. 
5Hz), 4. 87 (1H, dd, J = llHz, 5. 2Hz), 6. 97 (1 
H, d, J =4. 6Hz), 6. 99-7. 05 (1 H, m), 7. 45-7. 
60 (2H, m) , 7. 6 8-7. 7 6 ( 1 H, m) , 8. 19-8. 23 (l 
H, m), 8. 32 (1H, dd, J = 7. 7Hz, 1. 3Hz), 8. 94 (l 
H, br), 12. 0 0 ( 1 H, br). 
m a s s : 3 2 3 (M+ 1 ) + . 

MMM 12 5 

( 1 ) MM&l 12 8 ( 1 ) (Dit&tyo 12. 3 g (38. 2 mm o 1 ) h 7 

t kp77vi somi &fom&-7 8°c^n\^tz. 0 fcfcmizmu 

^TfTk^bv 5 ^ yzf^JVT/V* 1±(D h/^l/Wife ( 1 - OM) 46. 0ml 

(4 6. Ommo 1) ^ (£> £ £ £ 1 5 5}ff3i*# L/c 0 

fP^T^^-->7A7k^2 5 m 1 ^HX.T^Mi'M bfc 0 Sl^f-M^^ 
i^i^Px.TjtiilU iiM^jiiliLfeo v n*/VJ* l 5 0ml 

L, 20g (81. lmmol) fcWnnM/^fy/Bf 

/I^^i/9. 40ml (43. 9 mm o 1 ) S:^?fll3lTJ!jPx.T^SSrt £r^*gf& 

»->y*W7^^D?h/77^ - (^dr-^^-g^^^/^> 10 : l) 
t#lL, I»17. 2g^fc 0 

(2) (1) -e^#^n/5i^^/l 7. 2g (15. 6mmol) £rffl^T#% 
#ij2<7) (2) ('PCTS^?rm^ift^4. 9 0g#fc o 

(3) (2) -e#^^xfcfb^4. 90 g (12. 2mmol) ^fh7t K 
P77^70ml tdjgtf? L, Sj^^iC^U^T 6 N±&^ 2 0ml %MtLX , fcfc 
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^m^t-^^m^^^^-mm^^/^xm^, mk&n&m&2. 94 g 

(4) (3) 8 0mg (0. 7 3mmol) % * ? / — JV 
5. Oml^Wf f7tKP77yi6ml|lij|U h ]) =^^/^T ^ is 0 . 

2 0ml, 1 0%A7^^MIl 0 OmglrJlx., tK^^^T 5 0 °CTf 1 
mmmW^o ELfiMttvJ h-CttliSU M^SiLTMfrl 6 3mg 

(5) (4) TllWd^tll6 3mg (0. 7 5mmol) £ 2 - 1° ]) v 5 
y^^7^/Fl0 7mg (0. 7 2mmol) &fB\/^XMMffll K&CX 

1 H — NMR ( DMSO- d 6 ) 8 : 1. 03-1. 10 ( 1 H, m) , 3 . 0 
2-3. 21 (1H, m) , 3. 30-3. 65 (4H, m), 3. 87-3. 
89 (1H, m) , 4. 9 5- 5. 0 2 ( 1 H, m) , 7. 0 6-8. 4 5 (7 

H, m), 9. 02 (1H, br), 11. 9 (1H, br). 

m a s s : 3 3 9 (M+ 1 ) + . 

HflSffiJ 12 6 

(1) HiWl 2 5©ft^8 5mg (O. 251mmol) 
fVi^^y ^ yi32mg (0. 50 3 mm o 1 ) <DT f7t Ko77J^ (6ml) 
^7i=/>yySl7^K0. 140ml (0. 6 5 0mmol)S^ 
i^T/^^;^'^^^ h/^yM (4 0%) 0. 2 2 0ml (0. 
5 0 5mmo 1) Z^mzxtox.. Rfcm&miM.l£X 1 mfflMW V1t a RfoMS: 

^A^fMig, It^IiLfco a»ii^-7f^77^ (7on^ 
10:1) -C^MLTCo x^7/i,^i-C^24mg^|fc 0 
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(2) (l)-V&bMzik&Vo2 4mg^^/-;V-f h7t Ko75y(l : 
1) 2ml t£ig$?U 0%^7t?l>A&*fcfc&l Omg^P 

*L/i 0 ^S§f*J«r*3*§eSIU tK*MT, RJC&«SrM-CJDRJ|s|.dS|B5lc-t-5*-e« 

'H-NMR ( DMSO- d 6 ) 6:0. 97—1. 10 ( 1 H, m) , 2. 7 
2-2. 82 (1H, m), 2. 87 — 3. 00 (2H, m), 3. 10-3. 
20 (1H, m), 3. 30-3. 60 (2H, m), 4. 96-5. 01 (l 

H, m), 7. 03-7. 14 (1H, m), 7. 31-7. 34 (1H, m), 
7. 40-7. 50 (2H, m), 7. 77-7. 83 (1 H, m) , 8. 16 

(2H, br), 8. 26 (1H, d, J = 8. 1Hz), 8. 37 (1H, d, 
J=4. 0Hz), 10. 1 (1H, s), 11. 2 (1H, br). 
mass : 3 3 8 (M+ 1 ) + . 

MMM 12 7 

1 H-NMR ( DMSO- d 6 ) 6:0. 45 ( 2 H, d, J = 7. 0Hz) , 

I. 55-1. 70 (1 H, br), 2. 08-2. 19 ( 1 H, m) , 2. 4 
8-2. 68 (1H, m) , 2. 8 8-3. 0 2 ( 1 H, m) , 3. 41-3. 
53 (1H, m) , 3. 66-3. 80 ( 1 H, m), 4. 96 (lH, d, J 
= 5. 3Hz), 6. 92 (1H, d, J=8. 3Hz), 6. 99-7. 05 

(1H, m), 7. 46-7. 60 (2H, m), 7. 72-7. 77 (lH, 
m), 8. 20-8. 23 (1 H, ra) , 8. 32-8. 37 ( 1 H, m) , 8. 
66 (1H, br), 12. 00 (lH, br). 
mass : 3 2 3 (M+ 1 ) + . 

MMM 12 8 

(1) /p- 3 F5rfflVNT##^ij2(D (l) tmW. 
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(2) (1) T*H?)tlfdb^l3 9rag (0. 4 3 3mmol) ^fKl 
WJ12 2© (2) t[^«(^^IHIi^V^@^b^^#^ 0 

O) (2) -znbfrit.i\&m*m^x&3$m2<D (2) ^PHas^ie^t^ 

(4) (3) 2 2(7) (4) tmm^mmiz 

(5) (4) Tl|t>JifcltIM 2 2 m g t 2 - t° !i ^y^7^^'^^7^ K 
2 6mg (0. 1 7mmo 1) &m^TMMW 1 t mi^^HISi-t^o fc Q fx.fcti% 
«r»*iU «SS:jli^Pvh^7 7^- (^^iJ-^-g^^^vK 1 : 2) "C 
HiLT, ®#1 (fffl'tt^K) i3«ttJ«iiq^2 (ifF«fc4M) «r#fc 0 

( 6 ) ( 5 ) T?# 1 1 1 m g £ ;* * / h 7 

t Kp77^ (1 : 5) 1. 2mlt^U ^?S.^T^^^(^ 1 Nj&ift 1 . 0 

10:1) "CfllJSlU B#tfb^3. lmg^fc, 
1 H — NMR (acetone-d 6 ) 6:1. 29 (1H, br), 2. 5 2- 
2. 61 (2H, m), 3. 00-3. 10 (2H, m), 3. 29-3. 41 
(1H, m) , 3. 5 4-3. 7 0 (2H, m) , 5. 08 ( 1 H, d, J = 5. 
4Hz) , 7. 05-7. 12 ( 1 H, m) , 7. 23 ( 1 H, d, J = 8. 4 
Hz) , 7. 3 2- 7. 3 6 ( 1 H, m) , 7. 45 ( 1 H, t, J = 7. 7H 
z), 7. 78-7. 87 ( 1 H, m) , 8. 36-8. 42 ( 2 H, m) , 8. 
96 (1H, br), 11. 9 (1H, br). 
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MMM 12 9 

( 1 ) 2 ( 2 ) X^bflfcit^^O lOOmg (0. 467mmol) (D 

* ? / —>V (l 5ml) ffimiZ-mmzxmffi 200mg (3. 58mmol) , 
6NIIO. 5 0 0ml (3. OOmmo 1) ?:M, S»II-C3 0^I 
^Ufc 0 RjSiRSrftl63i^^2 0 0ml -e#fRU tSfPfiWTKl 00ml, tK, 

-g^^^/K 5:1) -C#1L, ^i»7 1mg^|fc 0 
[0 0 0 1] 

(2) (i) xnbthtcit^5 omg^m^^xmmmi tmm^mm^^^ 

@ 6 5 m g £r#/c 0 

1 H — NMR ( DMSO- d 6 ) 6:6. 34 ( 1 H, t, J = 3. 1Hz) , 
6. 65 (1H, d, J = 3. 1Hz), 7. 08 (1H, dd, J = 6. 7H 
z, 5. 6Hz) , 7. 2 4-7. 2 9 (3H, m) , 7. 38 ( 1 H, d, J 
= 7. 3Hz), 7. 77-7. 83 ( 1 H, m), 8. 27 (1H, d, J = 
8. 2Hz), 8. 31 (1H, dd, J = 5. 1Hz, 1. 1Hz), 10. 
1 (1H, brs), 11. 0 (1H, br). 

MMM 13 0 

mMMi2 2 (4) xnbHt^mfti u&m&yow) . 3oom g (o. 91 

mmol) ^ffl^T»J12 2 (5) (6) t p5j#<7)«!^t£l > g mt&m 2 
1 6 m g &m?'o 

1 H — NMR ( DMSO- d 6 ) 6:4. 60 (2H, s) , 5. 65 (1H, 
br), 6. 20 (1H, s), 6. 68 (1H, s), 7. 14-7. 20 (l 
H, m) , 7. 25 (1H, t, J = 7. 4Hz) , 7. 3 5- 7. 4 3 ( 2 H, 
m), 7. 94 (1H, t, J = 6. 9Hz), 8. 20 (1H, d, J = 7. 
4Hz), 8. 34 (1H, d, J = 5 . 5Hz), 10. 8 (2H, br). 
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mmm 131 

(1) 3 hn^lf^l 0. 0 g (40. 7mmo 1)^2 
-7tf^fn-A'8. 90g (8 1. 6 mm o 1 ) &/BV>T##0fl 2 (l) t 

mm(D^m\zi£\,^m&m& 9. 2 0 g &#fc 0 

(2) (1) -Cntbtltii\:£-y0 2. 0 0 g (5. 9 3mmol) SrfflV^T## 
#J2 (2) £l^<Z>^Hldt£V\ e»9 4 1mgWc 0 

(3) (2) hftt^it&mz 0 Omg (1. 17mmol) £J1^T||J£ 

#<j 1 2 9 1 mM^mm^m * i 2 7 7 m g &#f- 0 

1 H — NMR ( DM S O- d 6 ) 6:6. 32-6. 35 ( 1 H, m) , 6. 7 
4 (1H, s) , 7. 07 (1H, dd, J = 7. 2Hz, 5. 2Hz) , 7. 
19 (1H, s), 7. 26 (1H, s), 7. 40 (1H, t, J = 8. OH 
z) , 7. 47 (1H, d, J = 8. 6Hz), 7. 66 (1H, dd, J = 7. 
9Hz, 1. 5Hz), 7. 78-7. 83 ( 1 H, m), 8. 25 ( 1 H, d 
d, J = 5. 2Hz, 1. 6Hz), 8. 47 (lH, dd, J=8. 0Hz, 
1. 6Hz), 10. 1 (1H, s), 10. 8 (1H, brs), 12. 0 (l 
H, s) . 

mass : 3 4 7 (M+ 1 ) + . 
mM&'\ 13 2 

( 1 ) MMM 13 1 ( 1 ) -eft htifzit^m 4. 5 g (13. 4 mm o 1 ) £: 

m\<^xmmMi 2 2 (2) (Dmm^m^mmz . 9 4 g ^fc 0 

(2) (1) -em^tLfc{b^3. 94 g (8. 4 7mmol) ^m^^rMM 

0m 22 (3) ( 4 ) t wimommizm m& 1 mmvmm 2 3 8 m g *s «t 
wmft 2 («M5 jt ) 1 . 1 4 g %m^o 

(3) (2) -enbntcmfti mm^m 2oo mg (0. 5 8mmoi) 
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&m^xmMm 1 1 mm^mi^^^m 2 a 7 m g &mtc 0 

(4) (3) •C#Wd^tl2 4 7rag (0. 5 3mmol) £/flV^T## 
7 R^CD^-Mlt^t^V ^ g ^-fb-a-^J 8 5mg^f; 0 
1 H — NMR ( DMSO- d 6 ) 8:1. 58 (3H, d, J = 7Hz) , 5. 
02 (1H, q, J = 7Hz), 6. 07 (1H, d, J=3Hz), 6. 55 
(1H, d, J = 3Hz), 6. 96 ( 1 H, brd, J=8Hz), 7. 06 
(1H, t, J = 5Hz) , 7. 22 (1H, t J = 7 H z ) , 7. 43 (l 
H, d, J = 7Hz) , 7. 6 9- 7. 7 5 ( 1 H, m) , 8. 23-8. 27 
(2H, m) . 

MMM 13 3 

(1) 11^2 9 9 CO (1) <Dik£-!$)& 1 6mg(7)x^y^ (0. 2ml) 

XL^-Cl SBt^^bTcio S^^rit^ib, »TLC (Me r c k Ar 
1 5 7 4 4, ^^-y-is-ffim^?-^ (1:5)) T«lLI^8mg^|fc 0 

(2) (1) (Dit&m 8 m g cD^ h^t K^77^ (2ml) mWLK 1 Nit^ 
lml ^Px.^a-Cl 55aW#L/c 0 ^J»£iift^U SijUESra:— t 1 ^-^^^ 
-/I'-C&iiMt LT, mmik&mx»*foZ> &felSti£4 m g 

1 H — NMR (DMSO-d 6 ) 

0. 87 (3 H, t, J = 7. 2Hz), 1. 07-1. 24 ( 1 H, m) , 1. 
28-1. 40 (2H, m) , 1. 49 (2 H, tt, J = 7. 3, 7. 7 H z ) , 
2. 25-2. 58 (5 H, m) , 2. 71-2. 88 (4 H, m) , 3. 27 
-3. 34 (1H, m), 3. 38-3. 82 (1 H, m), 4. 82 ( 1 H, 
dd, J = 5. 4, 11Hz), 7. 03 (1H, d, J = 5. 4 Hz), 7. 
17 (1H,' s) , 7. 32 (1H, d, J = 7. 5Hz), 7. 47 (lH, 
t, J = 7. 8Hz), 8. 22 (1H, d, J = 5. 4Hz), 8. 28 (l 
H, d, J = 8. 4Hz), 10. 1 (1H, br), 11. 1 ( 1 H, br). 
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mass : 4 2 5 (M+ 1 ) + . 
MMM 13 4 

(1) &^M8<Dik&Vti$:m^xnffiM2 8 9<D (6) fclipCTRjS<MTl\ 

(2) (1) (Djt^-^ll 9mg, ^ y^n/V-;H 5 /x 1 h U ~7*-~;v 
ifr^y ^ >5 OmgCOf- h5t KP77V (O. 2ml) 0 °C}^£P 

7 8 2 0 1 Sr^Px., 1£T3 0#tB#Lfc o S 

Mil, mm^M^Vtlo »TLC (Merck Art 5 7 4 4, ^ 
PP^A-^y-^ (2 0 : 1) ) T'ftltl^l 8mg^|fc„ 

(3) (2) (Dit&mi 8mg^^t, m^>Ml l\zmCXRj&&fto1t&^ 
mmmi 33© (2) MipCTSJ&SrfTV^^ *Mft^<^8fct££ LT6£,@# 
5 m g £r#fc 0 

1 H — NMR (DMSO-d 6 ) 

1. 06-1. 20 (1 H, m), 1. 24 (6H, sx2), 2. 25 — 2. 
44 (3H, m), 2. 93 — 2. 99 (2H, m), 3. 11 — 3. 16 (2 
H, m), 3. 21-3. 36 (2H, m), 3. 49 — 3. 59 (1 H, m) , 
4. 80-4. 86 (1 H, m), 7. 04-7. 06 ( 1 H, m), 7. 26 
-7. 33 (2H, m), 7. 46 (1H, t, J = 7. 8Hz), 8. 26 — 
8. 29 ( 2 H, m) , 8. 78 (2H, br), 10. 2 (1H, s), 10. 
9 (1H, b r ) . 
m a s s : 3 9 4 (M+ 1 ) + . 

MMWl 13 5-136 

mmmi 3 5Rx*mMmi 3 6©ft^it mmmi 3 4iz.mcxm^vtc 0 
mmm 135 
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mass : 4 2 0 (M+ 1 ) 



MMM 13 6 

m a s s : 4 3 4 (M+ 1 ) + . 



MMM 13 7 

( 1 ) 8 <n\t&WBL&y- V f/vr/Wr't K©tert -zf^tv*/? =c = 

(2) (1) (Dik&m*m^\ »Ji 33© (2) iciific-c^ffifk^-efe 

m a s s : 6 9 6 (M+ 1 ) + . 
HfiBffl 13 8 

(1) »U3 7© (i) (oft&m&m^x&^m 7 i^m zx^^n^\ 

(2) (1) <Dfbl^£/BVAT^&feMl 3 3<Z) (2) }-2pC-CS^^tTV\ * 
1 H — NMR (DMSO-d 6 ) 

1. 0 6- 1. 2 4 (1 H, m) , 2. 2 5- 2. 4 8 ( 2 H, m) , 2. 49 
-2. 63 (1H, m) , 2. 98-3. 03 (2H, m), 3. 13-3. 2 
7 (2H, m), 3. 27-3. 35 (1 H, m), 3. 45-3. 79 (1 H, 
m) , 4. 11-4. 14 ( 2 H, m) , 4. 80-4. 85 ( 1 H, m) , 6. 
83 — 7. 01 (3 H, m) , 7. 22-7. 38 (3 H, m) , 7. 44 — 7. 
49 ( 1 H, m) , 8. 25-8. 29 (2H, m), 8. 90 (2H, br), 
10. 1 (1H, br), 10. 2 (1H, br), 11. 0 (1H, br). 
mass : 4 5 8 (M+ 1 ) + . 
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Hjfegjl 13 9 

(1) Mtfoffll 3 7 CO (1) <Dik&yo2 9mg, v 5 t e r t -zf^/lsi?jJ — 
— h ( (Boc) 2 0) 1 6 m g N hV ^L^-sl-T 1 RTfi? n n jft/U 

AO. 2m 1 ©S^*tIT3Hffia#Lfc. RJ©»Sr««b, «TLC 
(Merch Art5744 N ^nn tJn/W* - y ^ y —/p ( 2 0 : 1 ) ) Tit 

(2) (1) 3 5 m g ^^T»J 7 II? C 1 1 Wt) 2 4 m g ^# 

(3) (2) ©fM24mg, 1 -"f9J— /W5 m 1 ^fflV^T, HJfi^J 1 3 
4(7) (2) llit:TB^3mg^#fc„ 

(4) (3) ©^i8mg^^T»J13 3© (2) teLSpCTRfSSrfT 
1 H-NMR (DMSO-d 6 ) 

0. 91 (3 H, t, J = 7. 5Hz), 1. 06-1. 24 ( 1 H, m) , 1. 
43 (2H, tt, J = 6. 6, 7. 5 Hz), 1. 73 (2H, tt, J = 6. 
6, 6. 6Hz) , 2. 2 5- 2. 5 9 (3H, m) , 2. 9 8 — 3. 0 5 (2 
H, m), 3. 14-3. 24 (2H, m), 3. 27-3. 35 ( 1 H, m), 
3. 43-3. 65 (1 H, m), 4. 03 (2H, t, J = 6. 6Hz), 4. 
15 (2H, brt, J = 5. 4Hz), 4. 79-4. 86 ( 1 H, m) , 6. 
97-7. 10 (3H, m), 7. 27-7. 49 (5H, m), 8. 25-8. 
29 ( 2 H, m) , 9. 01 (1H, br), 10. 1 (1H, br), 10. 
9 ( 1 H, b r ) . 
m a s s : 5 1 4 (M+ 1 ) + . 

MMM 14 0 

(1) ##«8©{^3 0mgWo-7^7/I'ft K9/i H 
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MM8 4(D (2) JCipDT^/T/l^/Hfc (A) 1 6mgW7/V^ (B) 
1 1 m g £r#fc 0 

(2) (1) -A©ft^l6mg^ffl^TlMJl3 3© (2) {Cl^CTS 
l5^frl/\ SIf^©ti«i LtM feift 1 2mgS:#fc 0 
1 H-NMR (DMSO-d 6 ) 

1. 05-1. 12 (1H, m), 2. 26-2. 61 (3H, m) , 2. 99 
-3. 05 (2H, m), 3. 14-3. 21 (2H, m), 3. 22-3. 3 
5 (1H, m), 3. 49-3. 84 ( 1 H, m), 3. 85 (3H, s), 4. 
13-4. 17 ( 2 H, m), 4. 81-4. 86 (1H, m), 6. 98-7. 

03 (2H, m), 7. 10 (lH, d, J =4. 8Hz), 7. 27-7. 3 

4 (2H, m) , 7. 4 0- 7. 4 9 (3H, m) , 8. 2 6 — 8. 2 9 ( 2 H, 
m) , 9. 01 (2H, br), 10. 3 (lH, br), 10. 9 (1H, b 
r) . 

mass : 4 7 2 (M+ 1 ) + . 

mmm 1 4 1 

(1) -B©^ft7mgSrfflV>t^teWl 3 3© (2) fcSg 
1 H — NMR (DMSO— d 6 ) 

1. 03-1. 10 (1H, m), 2. 26-2. 81 (3H, m), 3. 16 
-3. 40 (4H, m) , 3. 70 (3H, s) , 3. 75 (3H, s) , 3. 
4 3-3. 9 9 (2H, m) , 4. 2 9-4. 4 6 (4 H, m) , 4. 81-4. 
86 (1H, m) , 6. 90-7. 13 ( 5 H, m) , 7. 2 7-7. 3 5 (2 
H, m), 7. 42-7. 51 ( 5 H, m) , 8. 22-8. 28 ( 2 H, m) , 
8. 93 (1H, br), 10. 3 (lH, br), 10. 8 (lH, br). 
ma s s : 5 9 2 (M+ 1 ) + . 



MM 14 2 
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(1) mfn 6 4© (3) <Dik&y>)3 om g m h~ hv/u-mt? 1 ?-^ 

^(3:1) 0. 4ml|«U Lfcf£. (Boc) 2 

00. 12ml, = hni^y25/j 1 JkXfi 4 — ^AsT ^t°!j^y4mg 

fc G SS^rT LC (Merck Ar t 5 74 4 Jpp /Jvl^i*. - pt ^ 7 — ^ ( 3 
0:1)) -CiiL, f«32mg^#t 0 ^©^©toV^HP LCT^T 
v^l^^ — £#fiJU Rt = 9. 64^ (CHIRALPAK AD (^Vir 
/Hb^XH Of*) , 0. 460x25cm) , ^dp-^^-ai^y — /V (20:8 

0 ) , 1 . 0ml /m i n ) <DftM (A) 1 2 m g &U*R t = 1 4 . 58 ftCDft 
m (B) 1 3mg£#fc 0 

(2) (1) - AM (1) -BOffc^WtO^T^H^h/ISifcMl 3 3<D (2) 
^2PCT, (1) -Ad»t>Hife0IJl 4 2.<D\\&mt LT^HfeD*^, (D~ 

m a s s : 3 9 2 (M+ 1 ) + . 
MM&l 14 3 

MMffll 4 2(Dfb'^^C0v ? T^^W^-^— t Lt, Hifi^lll 4 3 <D{k&Vo&& 

mass : 3 9 2 (M+ 1 ) + . 

HjfeffiJ 14 4-147 

HJfcM 14 4 ftV^ L^«J 14714, JIJ£0>J 142 mm CtSig Lfc 0 
14 4 

1 H-NMR (CDC 1 3 ) 

1. 18 ( 3 H, t, J = 7 . 5Hz), 1. 16 — 1. 44 ( 1 H, m) , 2. 
40 (2H, q, J = 7. 5Hz), 2. 36-2. 44 (2H, m), 2. 5 
7-2. 65 (1H, m) , 2. 87 ( 1 H, d d , J = 7. 2, 17Hz) , 
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3. 42-3. 53 (2H, m), 3. 73-3. 82 (1 H, m), 4. 80 
(1H, dd, J = 5. 7, 11Hz), 5. 54 ( 1 H, dd, J = 7. 2, 
11Hz), 6. 97 (1H, d, J = 9. OHz), 6. 98 (1H, br), 
7. 5 6- 7. 5 7 (2H, m) , 8. 20 ( 1 H, d, J = 5. 1Hz) , 8. 
37 (1H, d, J = 7. 2Hz), 9. 05 ( 1 H, br), 11. 9 ( 1 H, 
b r) . 

mass : 4 0 6 (M+ 1 ) + . 



MMM 14 5 

m a s s : 4 0 6 (M+ 1 ) + . 



r MM 14 6 



mass : 4 0 6 (M+ 1 ) + . 



mm 14 7 



mass : 4 0 6 (M+ 1 ) + . 
MMM 14 8-151 

MMffl 14 8 ftv^ 15 1 

i 4 2^mzxmm^tc 0 
m 4 8 



mass : 4 2 0 (M+ 1 ) + . 



U49 



mass : 4 2 0 (M+ 1 ) + . 



mmm 150 

mass : 4 4 8 (M+ 1 ) + . 
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MMM 15 1 

mass : 4 4 8 (M+ 1 ) + . 
HjjffiJ 15 2-155 

mmmi 5 2^^n 5 snm—^^r^^^—x^v, mmm 1 5 6 \z. 

MMM 15 2 

m a s s : 4 3 4 (M+ 1 ) + . 

mmm 153 

m a s s : 4 3 4 (M+ 1 ) + . 
MMM 15 4 

mass : 4 3 4 (M+ 1 ) + . 
Mt&M 15 5 

m a s s : 4 3 4 (M+ 1 ) + . 
HjjfeffiJ 15 6 

(1) IMU 6 40 (3) ©fb^3 0m g> 1 -t°n U yN-^^>K5 
9 m g n a fc/UM. 2 m 1 <Dm&m& 8 0 °CT 2 3 PbI!*^ Lfc 0 S/£?R£r 

r^^j^mmk, mm, mm&mm^ti 0 g^TLc (Me r c h Art 

5 7 4 4, ? wfr/VJ*- J. ? (20:1)) -CffSSi U 2 

4 m g £r#fc 0 



(2) (1) ©{M6mg^V\ 
4% 5 m g &j%ti 0 
1 H — NMR (CDC 1 3 ) 



WJl 33© (2) f^CTSUg'ft-a- 
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L. 2 2- 1. 3 5 (1 H, m) , 1. 5 8- 1. 8 6 (3H, m) , 1. 99 
-2. 17 (2H, m), 2. 35-2. 62 (4H, m) , 3. 13-3. 2 
2 (1H, m) , 3. 33-3. 49 ( 2 H, m), 3. 72-3. 84 ( 2 H, 
m), 4. 79 (1H, dd, J = 5. 7, 11Hz) , 5. 08 (1H, t, 
J = 7. 2Hz) , 6. 95-7. 01 ( 2 H, m), 7. 47 (lH, t, J 
= 7. 5Hz), 7. 54 (1H, d, J = 6. 3Hz), 8. 09 (1H, s), 
8. 16 (1H, d, J = 5. 1Hz), 8. 32 (1H, d, J =6. 6 Hz), 
11. 9 ( 1 H, s ) . 
mass : 4 2 0 (M+ 1 ) + . 

iii 157 

wji6 4<7) (3) (Dit^co^m^^m^\ mmmi 5 6icm^xm 

mass : 4 2 0 (M+ 1 ) + . 
15 8 

( 1 ) MMM 1 6 4 <D ( 3 ) <Dft&m 3 0 m g R7J? 2 - (2--bnxb^^) 
t- h7t Knt°7y5 3/i 1 HifiM 1 4 2HiCtBWft3 9 m g ^# 

(2) (1) <Z)te-g^7mg£JBV\ H»iJ13 3^ (2) CTitUtt^ 
#TCfc5&Slg,@f£4 m g £»fc„ 
1 H — NMR (CDC 1 3 ) 

1. 22-1. 39 ( 1 H, m) , 2. 35-2. 62 (3H, m), 3. 04 
(1H, dd, J = 6. 9, 17Hz), 3. 42-3. 82 (3H, m) , 4. 

47 (1H, d, J = 14Hz), 4. 54 ( 1 H, d, J = 14Hz), 4. 

79 (1H, dd, J = 5 . 7, 10Hz), 5. 66-5. 73 (lH, m), 

6. 85-6. 88 (1 H, m), 6. 99 (1H, s), 7. 22-7. 26 
(1H, m), 7. 48 (1H, t, J = 7. 8Hz), 7. 54 (lH, d, 
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J = 7. 5Hz), 8. 19 (1H, d, J = 5. 4 Hz), 8. 25-8. 3 
0 (1 H, m) , 9. 16 (1H, br), 11. 9 (1H, s). 
mass : 4 0 8 (M+ 1 ) + . 

mmm 159 



»ji 6 4© o) (Dfc&WKDft^gi&fc&m^, mmmi 5 smcxi 

mass : 4 0 8' (M + 1 ) + . 

mmm 1 6 o <D\^mvz^T^ ^^—<DU^mx^> x> , 1 5 6 \zm 

mass : 4 7 8 (M+ 1 ) + . 

mmm 1 6 1 

mmmi 6 l^b^tiv^T^^^^— cd^^i?*?^, mMi 5 7 Km 

mass : 4 7 8 (M+ 1 ) + . 



MMW 16 2 

^1^16 4© (2) -B<7Mb-£^£fflV\ »J1 6 4© (3) fab (5) 

^ c-c^^m ^mmm 1 6 2 <o\\&m t vx-mn^^mm 7 m g &rj^ 

16 3 ©fb^^ Lt^ffe^^if 9 m g £f#fc 0 
mass : 4 6 8 (M+ 1 ) + . 



HjfeffiJ 16 3 

MMffll 6 2©-fb-^^)©> ? T^^W^-v'"^ LT, 

mass : 4 6 8 (M+ 1 ) + . 



"J 1 6 3 (D\Ys^rm%:% 
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MMM 16 4 

(1) 6 3 . 0 8 g £HP L C-e^^^#J^ffV\ R t = 1 4 . 
5 4 3} (CH I RALCE L OD (^V ir/Wb^XH (tfc) , 0. 4 6 0x2 
5cm), ^=3r-y-^--T y7"i3A?y— /V (6 0 : 4 0) , 0. 4ml /m i n) 
(DftW (A) 1. 3 7gXfiRt=2 5. 5 8^i (B) 1. 2 1 g^lfco 

(2) (1) -A 15.6 glfctf (1) -B 1 5. 9 g I^OV^T, -t*L-?*T/# 
#^7}^2pCT^^ffV\ (2)-AatWMfll. 0g&TJ*(2) 
- B £ LTiM»f 10. 9 g <H#fc 0 

(3) (2) -A©M7 2 7mg^\ mMM2 9 9(D (l) i^CT 
M^mm^S« 6 0 6 m g £#fc 0 

(4) (3) ©ft^i6 0 6mg^\ HI«3 0 0© (l) i^CTglft 
#J7 1 2mg ^flfco i©«b©i-o^THP LC^ffl^X^T^f^-^^ 
§|JU Rt = 2 2. 5 8ft (CHI RALPAK AD (^Vir/Hb^X^ (tfc) , 
0. 460x25cm) , — /K 0 . 5ml /m i n ) (D^PI (A) 36 
0mgWRt=3 8. 84ft(Dftm(B) 3 2 9mg^|fc 0 

(5) (4) -A^i; (4) -BidOV^T^»J 1 3 3 (D (2) ^DTSJS 

<htv\ (4) -Afrhnmmi q Aoit&mt lt^s^^I2 9 1 m 

g£r, (4) - B ^ f> WI 1 6 5 ©{b^fe t L-C^fe^»1 2 3 5 m g 
mass : 4 6 8 (M+ 1 ) + . 

mmm 16 5 

Wfl 6 4 (D{k&yQ(Di?7 t Lt, H»ijl 6 SCDit&m&n 
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1 H-NMR (CDC 1 3 ) 

1. 24-1. 31 (1H, m), 1. 82-1. 99 (1 H, m), 2. 30 
-2. 4 5 (3H, m), 2. 58-2. 74 (3H, m) , 2. 82 (1H, 
dt, J = 5. 4, 9Hz), 2. 90 (1H, t, J =8. 7Hz), 3. 2 
9-3. 34 (1H, m), 3, 41-3. 50 ( 1 H, m), 3. 62-3. 
81 ( 3 H, m) , 6. 79 ( 1 H, dd, J = 6 , 11 Hz), 6. 80 (l 
H, s), 6. 95 (1H, d, J =5. 1Hz), 7. 23-7. 36 (5H, 
m), 7. 45 (1H, t, J = 7. 2Hz), 7. 53 ( 1 H, d, J = 7. 
5Hz), 8. 09 (1H, d, J = 5 . 4Hz), 8. 25 ( 1 H, s ) , 8. 
33 (1H, d, J = 9Hz) , 1 2. 0 ( 1 H, s) . 
mass : 4 6 8 (M+ 1 ) + . 



Ijjfcjgj 16 6-169 

mmmi 6 64^li6 9u, mmmi 8 3 i-mzxm^^tc 

T MM 16 6 



mass : 3 9 2 (M+ 1 ) + . 



mm 16 7 



mass : 3 9 2 (M+ 1 ) + . 



mm 16 8 



mass : 3 9 2 (M+ 1 ) 



m&m 16 9 

mass : 3 9 2 (M+ 1 ) 



MMM 17 0 

mass : 4 7 8 (M+ 1 ) + . 
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mmm 171 

llil 640ft-&ft^29 1mg, (Boc) 2 0 2. 86ml, 2 0 %tK 
Wtit'*? W J*-&k3Sf&1&l 5 Omg, Om 1 RZF* ? J —A* 5 m 

l©I^lr^iTt6 0 ( C, 15. 5B#p^jft#Lfci 0 M^£i?^-f h-C 

^C-3 0 0, -.^l^-gfr^^V^ (1 : 1~1 : 5) ) tflb, ^JH-ft 
^ £ LT«Sfe^?»5C 1 8 3 m g ^#fc 0 
1 H — NMR (CDC 1 3 ) 

1. 22-1. 4 4 (1 H, m), 1. 49 (9H, s), 1. 96 — 2. 04 
(1H, m) , 2. 2 7- 2. 4 7 (3H, m) , 2. 5 8- 2. 6 4 ( 1 H, 
m), 3. 30-3. 34 (2H, m), 3. 41-3. 49 (2H, m), 3. 
57-3. 89 (3 H, m) , 4. 79 (1H, dd, J = 5. 7, 11Hz), 
6. 81 (1H, s), 6. 88 (1H, d, J = 5. 4Hz), 7. 46-7. 
57 (2H, m), 8. 15 (1H, d, J = 5. 1Hz), 8. 34 (1H, 
d, J = 6. 9Hz) , 8. 76 (0 N 5 H, br) , 8. 88 (0. 5 H, b 
r), 12. 0 (1H, br). 
mass : 4 7 8 (M+ 1 ) + . 



HjfeffiJ 17 2 

mass : 4 7 8 (M+ 1 ) + . 
MMW 17 3 

mass : 4 7 8 (M + 1 ) + . 



;flB0H 17 4 
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7 m g zm^o 

1 H-NMR (DMSO-d 6 ) 

1. 07-1. 14 (1H, m), 1. 89-1. 97 (1 H, m), 2. 2 5 
-2. 41 (3H, m), 2. 42-2. 58 (1 H, m), 3. 04-3. 7 
9 ( 7 H, m) , 4. 80-4. 86 ( 1 H, m) , 7. 09-7. 11 (1H, 
m), 7. 31-7. 34 ( 2 H, m) , 7. 47 (1H, t, J = 7. 8Hz), 
8. 26-8. 29 ( 2 H, m) , 9. 16 (2H, br), 10. 1 (1H, 
s), 10. 9 (1H, br). 
m a s s : 3 7 8 (M+ 1 ) + . 

MMM 17 5 

WJl 7 3<7)^#^£/BV\ mSf^Jl 7 4 }c:*pCT®i5gL/t 0 
mass : 3 7 8 (M+ 1 ) + . 



HJfeffiJ 17 6 

mass : 3 7 8 (M+ 1 ) + . 



gflfeM 17 7 



MMMI 7 2<7Mb-g^£rffli\ 
mass : 3 7 8 (M+ 1 ) + . 



ii7 4 Kmcxmmvtzc 



mmm 1 7 8 

17 4 cDik&i&a) 7 ± K W-<dMWM.%: 5 m g t e r t - rf^-;v N 
- (2-t^yxf;l,) *^-F8mg^\ ^MM 8 4 69 (2) C 
T^Mft:^ 5 m g ^rttfco 
1 H-NMR (CDC 1 3 ) 

1. 22-1. 42 (1 H, m), 1. 45 (9H, s), 1. 82-1. 89 
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(1H, m) , 2. 2 9- 2. 4 9 (3H, m) , 2. 51-2. 80 (4H, 
m) , 2. 81-2. 98 ( 2 H, m) , 3. 22-3. 34 ( 3 H, m) , 3. 
41-3. 49 (1H, m), 3. 71-3. 81 (1H, m), 4. 79 (l 
H, dd, J = 5. 4, 11Hz), 5. 04 ( 1 H, br), 6. 82 (1H, 
s) , 6. 93 (1H, d, J = 5. 7Hz), 7. 46 (1H, t, J = 7. 
8 Hz), 7. 54 (1H, d, J = 7. 2Hz), 8. 10 (1H, d, J = 
5. 4Hz), 8. 30 (1H, d, J = 7. 8 Hz), 8. 48 (1H, br), 
12. 0 ( 1 H, b r ) . 
m a s s : 5 2 1 (M+ 1 ) + . 

MMM 17 9-182 

mmmi 7 9^^mmmi 8 2ofM«,»ji 8 3K.?pc-c$^iLfc 0 

ggfffeffl 17 9 

mass : 4 6 0 (M+ 1 ) + . 



iii i8o 

mass : 4 6 0 (M+ 1 ) + . 
HftfcffiJ 18 1 

mass : 4 6 0 (M+ 1 ) + . 
gjfcffjj 18 2 

mass : 4 6 0 (M+ 1 ) + . 



MMM 18 3 

MMffll 7 7©^7mg&t;^r/Vft K7n 1 SrfflV\ H»i|l 7 

8 i,m zxmmfc&to-v&zi&n&totKm 7 m g 

1 H-NMR (CDC 1 3 ) 

0. 93 (3H, t, J = 7. 2Hz), 1. 25-1. 43 (3 H, m) , 1. 
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52 (2H, quintet, J = 7. 8Hz), 1. 71 — 1. 91 (1H, 
m) , 2. 3 2- 2. 6 6 (8H, m) , 2. 75 ( 1 H, t, J = 7. 2Hz) , 
2. 96 (1H, t, J = 8. 7Hz), 3. 30-3. 35 (lH, m) , 3. 
42-3. 48 (1 H, m) , 3. 72-3. 82 (1 H, m), 4. 79 (l 
H, dd, J = 5. 4, 11Hz), 6. 80 ( 1 H, br), 6. 96 ( 1 H, 
d, J = 5. 7Hz), 7. 47 ( 1 H, t, J = 7. 5Hz), 7. 54 (l 
H, d, J = 7. 5Hz), 8. 10 (lH, d, J = 5. 7Hz), 8. 34 
(1H, d, J = 8. 1Hz), 8. 38 ( 1 H, br), 12. 0 ( 1 H, b 
r) . 

mass : 4 3 4 (M+ 1 ) + . 
MMM 18 4-190 

mmm is a ^^lwj i 9 0 (oit^mn^mMM 1 8 3 ^mzxm^^o 

MMffl 18 4 

mass : 4 3 4 (M+ 1 ) + . 



MMM 18 5 

mass : 4 3 4 (M+ 1 ) + . 



It&M 18 6 



mass : 4 3 4 (M+ 1 ) 



mm 18 7 



m a s s : 5 6 1 (M+ 1 ) + . 



MMffil 18 8 

m a s s : 5 6 1 (M + 1 ) 



MM 18 9 
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m a s s : 5 6 1 (M + 1 ) + . 



19 0 

m a s s : 5 6 1 (M+ 1 ) + . 



r "J 1 9 1 



Hi 8 7 (D{t^^}^m^\ »U 9 3 d^CTi^itbfCo 
m a s s : 4 6 1 (M+ 1 ) + . 



mmm 192 

mass : 4 6 1 (M + 1 ) + . 



IQfeffiJ 19 3 

»Jl 8 9©fb^^6mgfflt\ »1 3 30 (2) 
jffelSf$:4 m g <H#fc 0 
1 H-NMR (DMSO-d 6 ) 

1. 04-1. 11 (1H, m), 1. 65-2. 03 (3H, m), 2. 19 
-2. 59 (9H, m) , 3. 13-3. 34 (3H, m) , 3. 36-4. 0 
3 (6H, m), 4. 84 ( 1 H, dd, J = 5 . 4, 10Hz), 7. 33 (l 
H, d, J = 7. 2Hz) , 7. 47 (lH, t, J = 7. 8Hz), 7. 16 
-7. 55 (2H, m), 8. 26 (1H, d, J = 7. 8Hz), 8. 31 (l 
H, d, J = 5. 4Hz), 9. 52 (lH, br), 10. 3 (lH, brd, 
J = 1 0 H z ) , 10. 8 (1H, br), 11. 7 (1H, br). 
mass : 4 6 1 (M+ 1 ) + . 



mt&m 194 

mmmi 9 o<z>fbi^£ffli\ n«n 9 3{^ct§^l/c 0 

mass : 4 6 1 (M+ 1 ) + . 
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MMM 19 5-210 

m«i 9 5^^mmm2 i oa)it^n,mMmi 8 3 ^m^rm^^o 
mmm i 9 5 

mass : 4 8 8 (M+ 1 ) + . 

mmm 1 9 6 

mass : 4 8 8 (M+ 1 ) + . 



mass : 4 8 8 (M+ 1 ) + . 



mm 19 8 



mass : 4 8 8 (M+ 1 ) 



mm 199 



m a s s : 5 0 4 (M+ 1 ) + . 



mm 2oo 



m a s s : 5 0 4 (M+ 1 ) 



mm 2oi 



m a s s : 5 0 4 (M+ 1 ) + . 



mm 2 0 2 



m a s s : 5 0 4 (M + 1 ) + . 



mMm 2 0 3 

mass : 4 9 4 (M+ 1 ) + . 
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nfisgy 2 0 4 

mass : 4 9 4 (M+ 1 ) + . 



r MM 2 0 5 



mass : 4 9 4 (M+ 1 ) + . 



mm 2 0 6 



mass : 4 9 4 (M+ 1 ) + . 



'MM 2 0 7 



m a s s : 5 5 1 (M+ 1 ) + . 



mm 2 0 8 



m a s s : 5 5 1 (M+ 1 ) + . 
mMM 2 0 9 

m a s s : 5 5 1 (M+ 1 ) + . 

MMM 2 10 



m a s s : 5 5 1 (M+ 1 ) + . 
MMM 2 11-240 

mi&m 211 lhwj 240 (Dit^-^n,: 

5ij2 1 1 



1 7 8};i*PDTMi£L/c c 



mass : 4 3 4 (M+ 1 ) + . 



HafiffiJ 2 12 

mass : 4 4 8 (M+ 1 ) + . 
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mmm 213 

mass : 4 8 2 (M+ 1 ) + . 

mmm 2 1 4 

mass : 4 6 2 (M+ 1 ) + . 
MMM2 1 5 

mass : 4 2 0 (M+ 1 ) + . 
MMM 2 16 



m a s s : 5 1 8 (M+ 1 ) 



mm 217 



m a s s : 5 1 8 (M+ 1 ) + . 



mm 218 



mass : 4 4 8 (M+ 1 ) + . 



mm 219 



mass : 4 4 6 (M+ 1 ) + . 



mm 2 2 0 



mass : 4 7 4 (M+ 1 ) + . 



mm 2 2i 



mass : 4 2 0 (M+ 1 ) + . 



mm 2 2 2 
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m a s s : 4 6 2 (M+ 1 ) 



yjjjjjj 2 2 3 



m a s s : 5 0 7 (M + 1 ) + . 



r MM 2 2 4 



mass : 512 (M+ 1 ) + . 

mmm 225 

m a s s : 5 1 2 (M+ 1 ) + . 
MMffl 2 2 6 



mass : 4 8 4 (M+ 1 ) + . 



T MM 2 2 7 



mass : 4 5 8 (M+ 1 ) + . 



r MM 2 2 8 



m a s s : 5 0 4 (M+ 1 ) 



r MM 2 2 9 



mass : 4 5 0 (M+ 1 ) + . 
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MMM 2 3 0 

mass : 4 3 2 (M+ 1 ) 



MlfeW 2 3 1 

m a s s : 5 1 9 (M+ 1 ) + . 
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Mt&ffl 2 3 2 

mass : 4 5 7 (M+ 1 ) + . 



il 2 3 3 



m a s s : 4 7 1 (M+ 1 ) + . 



il 2 3 4 



m a s s : 4 6 9 (M+ 1 ) + . 



iMffl 2 3 5 



m a s s : 4 6 9 (M-f- 1 ) 



iMffl 2 3 6 



m a s s : 4 6 9 (M+ 1 ) + . 



mm 237 



mass : 4 5 2 (M+ 1 ) + . 



ij 2 3 8 



mass : 4 7 2 (M+ 1 ) 



T MM 2 3 9 



mass : 4 5 8 (M+ 1 ) + . 



T MM 2 4 0 



m a s s : 5 2 2 (M+ 1 ) + . 



mm 2 4i 



7 8(Dft^#l^4mg^fflV\ »J1 3 3© (2) fcSpCTRf&S: 
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1 H-NMR (C D 3 O D) 

1. 14-1. 28 (1H, m), 1. 51-1. 76 (1H, m), 2. 30 
-2. 48 (3H, m), 2. 62-2. 75 (2H, m), 3. 42-3. 7 
6 (1 OH, m) , 4. 95 (1H, dd, J = 5. 7, 11Hz), 7. 55 
(1H, br), 7. 57-7. 59 (3H, m), 8. 04-8. 07 (1 H, 
m), 8. 30 (1H, d, J = 6. 6Hz). 
mass : 4 2 1 (M+ 1 ) + . 



gjjjjBjjj 2 4 2-2 4 7 

mmm 242*^ 247 <oi\&mn. nmm n s \z.m zxm& bfc 0 

MMM 2 4 2 

m a s s : 5 0 0 (M+ 1 ) + . 



MMM 2 4 3 

mass : 5 1 4 (M+ 1 ) + . 



T MM 2 4 4 



m a s s : 5 1 4 (M+ 1 ) + . 



[jj 2 4 5 



mass : 4 8 6 (M+ 1 ) + . 



r MM 2 4 6 



mass : 4 7 2 (M+ 1 ) + . 



Hi 2 4 7 

mass : 4 8 4 (M+ 1 ) + . 
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HjjfeffiJ 2 4 8 

mmm 249 cxmm Ltc 0 

mass : 4 9 6 (M+ 1 ) + . 



mmm 249 

MMffll 7 4<Dfc&fa<D : 7-t^fc<D&.Wt&.5mg&T± (2:1) (0. 

3ml) fcl$g#U WEWtt- hV !>A4mg^JPx.T0 t Ci^*PL, Ifrft2, 6- 

MM. ifrr^SrSMSLfco »TLC (Merch Art 5 744 v ^pp* 
j—A, (20:1)) tIft^tLT6fei#:5mgt: 

1 H — NMR (CDC 1 3 ) 

1. 2 1 — 1. 36 ( 1 H, m) , 2. 06-2. 18 ( 1 H, m) , 2. 33 
-2. 64 (4H, m) , 3. 2 4-4. 0 3 (6H, m) , 4. 21-4. 2 
7 (1H, m) , 4. 7 4-4. 8 3 ( 1 H, m) , 6. 74 (0. 5 H, s) , 
6. 82 (0. 5H, s), 6. 88 (0. 5H, d, J = 5. 7 H z ) , 6 . 
94 (0. 5H, d, J = 5. 7Hz) , 7. 2 3 - 7. 3 8 (3H, m) , 7. 
45-7. 77 (2H, m), 8. 16 (1H, dd, J = 5 . 4, 1 2 H z ) , 
8. 31 (1H, t, J = 8. 4Hz), 8. 53 ( 1 H, s), 11. 8 (0. 
5H, s ) , 11. 9 (0. 5H, s). 
m a s s : 5 5 0 (M+ 1 ) + . 

HflSffiJ 2 5 0-2 5 3 

MMM 2 5 04^ LMMM 2 5 3 (Dik&m-i, MMM 2 4 9 iz.m zxm^ bfc 0 

HfflBflil 2 5 0 

mass : 4 8 8 (M+ 1 ) + . 



■MM 2 5 1 
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mass : 4 8 3 (M+ 1 ) + . 
MMM 2 5 2 

mass : 4 8 3 (M+ 1 ) + . 

nmm 253 

mass : 4 8 3 (M+ 1 ) + . 
MMM 2 5 4 

( 1 ) Mti&M 2 6 4 <D ( 1 ) (Dit&m 3 . 8 g RTf^ / —A> hV 7 =7— Y ( 1 

TilLfe) 2. 8g^V^T»j2 6 4© (3) ©^CSpttMillltfe 
1 . 9 g <Sr#fc 0 

(2) (1) CDit&m 1 . 9 g^ffiV^THJS^j8 0 (2) , (3) GC^jfe^ 
CT, afeifls2 3 0mg^#fc„ 

1 H — NMR (DMSO-d 6 ) 

1. 28 (1H, m), 2. 20 — 2. 80 (7H, m), 3. 22 (1H, d, 
J = 2. 6Hz), 3. 45 (1H, m), 3. 6 7 (2H, s ) , 3. 78 (1 
H, m), 4. 79 (1H, dd, J = 5. 6, 1 1 Hz) , 6. 36 (1H, 
br), 6. 88 ( 1 H, s ) , 7. 00 (1H, d, J = 5. 6Hz), 7. 

2 0- 7. 5 0 (6H, m) , 7. 50 (1H, d, 3 = 7. 9Hz) , 8. 1 
0 (1H, d, J = 5. 6Hz), 8. 35 (1H, d, J = 7. 9Hz), 8. 
86 (1H, s), 12. 0 (1H, br). 

mass : 4 8 0 (M+ 1 ) + . 

mH&M 2 5 5 

5 AcDit&m 1 6 Omg ?rfflV^T#%M3 (^^CT^^tTV\ £fe 
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m& 5 2 m g nt-o 

1 H-NMR (DMSO-d 6 ) 

1. 3 2 (1H, m), 1. 70-2. 00 (4H, m), 2. 03 (2H, m), 

2. 2 5-2. 8 0 (4H, m) 3. 08 ( 2 H, m) , 3. 49 ( 1 H, m) , 

3. 60 (2H, s), 3. 81 (1H, m), 4. 82 (1H, dd, J = 5. 

6, 11Hz), 6. 72 (1H, s), 6. 92 (1H, d, J = 5. 2Hz), 

7. 20-7. 50 ( 5 H, m) , 7. 49 (1H, t, J = 7 . 9Hz), 7. 
55 (1H, d , J = 7. 9Hz), 8. 07 ( 1 H, s,), 8. 15 (1H, 
d, J = 5. 2Hz), 8. 40 ( 1 H, d, J = 7. 9Hz), 12. 0 (1 

H, b r ) . 

mass : 4 8 2 (M+ 1 ) + . 
MMM 2 5 6 

1 — <-y*J;v- 3 -tf^y K^SrffiV>Tm&M2 5 4!,Z.m^TKm$:ft\<\ & 
5 2 m g Sr#fc 0 
■H-NMR (DMSO-d 6 ) 

I. 30 (1H, m), 2. 20-2. 80 (7H, m), 3. 35 (1H, d, 
J = 2 . OHz), 3. 48 (1H, m), 3. 72 ( 2 H, s ) , 3. 76 (l 
H, m) , 4. 81 (1H, dd, J = 5. 7, 11Hz) , 6. 44 ( 1 H, 
m), 6. 78 (1H, s), 6. 95 (1H, d, J = 5. 6Hz), 7. 2 
0-7. 40 (5H, m), 7. 49 (lH, d, 3 = 7. 9Hz), 7. 53 

(1H, d, J = 7. 9Hz) , 8. 1 1 (1H, d, J = 5. 6Hz) , 8. 
35 (1H, d, J = 7 . 9Hz), 8. 52 (lH, s), 12. 0 (lH, 
b r) . 

mass : 4 8 0 (M+ 1 ) + . 

2 5 7 
ft: 1 2 m g £#fc 0 
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1 H — NMR (DMSO-d 6 ) 

1. 20-1. 40 (1 H, m), 1. 60-2. 20 (5H, m), 2. 20 
-2. 70 (3H, m) , 2. 8 0-3. 0 0 (3H, m) , 3. 45 ( 1 H, 
m), 3. 55 (2H, s), 3. 75 (1H, m), 4. 78 (1H, dd, 
J = 5. 6, 11Hz), 6. 71 (1H, s), 6. 87 (1H, d, J = 5. 
2Hz), 7. 10-7. 40 (5H, m), 7. 47 ( 1 H, t, J = 7. 5 
Hz) , 7. 54 (1H, d, J = 7. 9Hz) , 8. 08 ( 1 H, d, J = 5. 
2Hz), 8. 12 (1H, s), 8. 34 (1H, d, J = 5. 2Hz), 1 

2. 0 ( 1 H, b r ) . 
mass : 4 8 2 (M+ 1 ) + . 

mmm 2 5 8 

M1&M2 5 6(D{t^^0^1 8 0mgffiV>THM2 6 Oi^ipCT, 1 
7 m g #fc 0 

1 H — NMR (DMSO-d 6 ) 

1. 25 (1H, m), 2. 20-2. 70 (5H, m), 3. 01 (2H, m), 

3. 45 (1H, m), 3. 70 (2H, s), 3. 75 (1H, m), 4. 7 
9 ( 1 H, dd, J = 5. 6, 11Hz), 6. 48 (1H, m), 6. 67 (1 
H, s), 6. 98 (1H, d, J = 5. 2Hz), 7. 46 (1H, t, J = 

7. 9Hz), 7. 52 (1H, s), 7. 58 ( 1 H, d, J = 7. 9Hz), 

8. 30 (1H, d, J = 7. 9Hz), 12. O (1H, br). 
mass : 3 9 0 (M+ 1 ) + . 

mifcW 2 5 9 



1 H — NMR (DMSO-d 6 ) 

1. 25 (1H, m) , 2. 20 (3H, s) , 2. 3 0- 2. 8 0 ( 5 H, m) , 
3. 40-3. 90 (4H, m), 4. 42 (2H, m), 4. 81 (1H, d 
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d, J = 5. 6, 11Hz), 6. 50 (1H, m), 5. 82 (1H, s), 
7. 00 (1H, d, J = 5. 2Hz), 7. 48 (1H, t, J = 7. 9Hz), 
7. 55 (1H, d, J = 7. 9Hz), 8. 20 (2H, m), 8. 35 (l 

H, d, J = 7. 9Hz) , 11. 9 (1H, b r) . 
mass : 4 3 2 (M+ 1 ) + . 

MMM 2 6 0 

(1) 5 4(7)f^fe^2 8 0mg, ^pp^i - ^ppxf/Ux^ 
7VV 1 0 0 m g % hV ^f^7 5 is 7 1 m g #.t>*^ n n /fc/KA 5 m 1 (DM&Vd%: 
^ffl-C 3 0 4>8Mt b fc 0 SJC&SS b , mfe&isV* f^* 7A^vf/7 

— (73- £Vl>C — 2 0 0, ^ a d/JVl^A-^ ^ y — As (1 0 0 : 0~9 8 : 
2) ) tffiib 2 9 5mg©lMifc„ 

(2) (1) ©fk^2 9 5mg^^;-/V (5ml) U 3^51 

B*ISft*^^*^U«tife^^V!>A-Cftj!ftS|, Mil, *itfc, a«E«rV 
y*W7A^D-7h/77^- (FLOOD (g±->^>7TC?i) , * 
nn*M-^;-/V (100:0 — 95:5)) Tlt®i U 1 6 

0 m g £r#7c 0 

1 H — NMR (DMSO-d 6 ) 

I. 28 (1H, m) , 2. 40 (3H, m) , 2. 62 ( 1 H, m) , 3 . 1 

2 (2H, m), 3. 45 (1H, m) , 3. 59 (2H, s), 3. 77 (l 
H, m) , 4. 80 (1H, dd, J = 5. 6, 11Hz) , 6. 42 ( 1 H, 
m), 6. 81 (1H, s), 7. 02 (1H, d, J = 5. 3Hz), 7. 2 
6 (1H, s) , 7. 46 (1H, t, J = 7. 9Hz) , 7. 55 ( 1 H, d, 
J = 7. 9Hz), 8. 13 (1H, d, J = 5. 3Hz), 8. 33 (1H, 

s , ) , 8. 35 (1H, d , J = 7 . 9Hz), 12. 0 (1H, br). 
m a s s : 3 9 0 (M+ 1 ) + . 
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Mt&ffl 2 6 1 

HIW 2 6 0 3 0 m g , tftT-fe^ 6 . 6 m 1> hU^^/VT? 

> 1 3 u 1 n n afc/p A 3 m 1 ©Mlrltllt* 1 mmWft Lfc 0 S^t- 

-*y*i/vj»im&^ hu, mm&mmvtio »tlc (Merck a 

r t 5 7 4 4, * nnjJvW*-;* /I- (9:1)) TffilL, Sfe*£illi5m 

g £r»fc 0 

1 H-NMR (DMSO-d 6 ) 

1. 25 (1H, m) , 2. 22 (3H, s), 2. 20-2. 80 (5H, m), 
3. 4 0-3. 9 5 (4H, m) , 4. 35 ( 2 H, m) , 4. 82 ( 1 H, d 
d, J = 5. 6, 11Hz), 6. 40 ( 1 H, m) , 6. 80 (lH, s), 
7. 03 (1H, d, J = 5. 6Hz), 7. 49 ( 1 H, t, J = 7. 9Hz), 
7. 57 (1H, t, J = 7. 9Hz), 8. 20 (2H, m), 8. 33 (l 

H, d, J = 7. 9Hz), 11. 9 (1H, br). 
mass : 4 3 2 (M+ 1 ) + . 

MMM 2 6 2 

^MJ 2 6 0 ©fM^ 2 0 m g ffl^TM 8 4 (7) (2) CT 6 

3 m g &nt^ 0 

1 H-NMR (DMSO-d 6 ) 

I. 0 5-2. 2 0 (1 4H, m) , 2. 2 0- 2. 9 0 (6H, m) , 3 . 2 
2-3. 50 (3H, m) , 3. 7 0-3. 8 2 ( 1 H, m) , 4. 78 ( 1 H, 
dd, J = 5 . 8, 11Hz), 6. 37 ( 1 H, m) , 6. 77 (lH, s), 

7. 01 (1H, d, J = 5. 4 Hz) , 7. 54 (1H, d, J = 7. 8Hz), 

8. 12 ( 1 H, d, J = 5. 4Hz), 8. 32 (lH, d, J = 7. 8Hz), 
12. 0 (1 H, s) . 

mass : 4 7 2 (M+ 1 ) + . 



MM 2 6 3 
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mmm 2 6 3 <D^m^ mt&m 2 6 2 izm ctisi ltc 0 

m a s s : 5 0 6 (M+ 1 ) + . 

mmm 2 6 4 

Lt#?)JlfcM*v'!J*W7A^Pv h**??* — (17=— y/l^C- 2 0 

0, -^-^-g^ai^/V (1:0-2:1)) till, Mfeffl^O. 9 g 

(2) (1) <D\Y>^m 6 . 3 g Sr^V^-CHi60»j8 0 (2) „ (3) ©^«feJdS|l 
DT, «#?2. 8 g £f#fc 0 

(3) (2) ®M6 0mg, 3-7*P ; efy^y4 7mg 1 2— S?->^ta 
^*ciyy&XZ7^S) i^7i=;l/2 1mg, IftUf !)i>,9mg, MJ^^y 
^Uf>^7^^2 1 tngWr h7 fc KP77^2m 1 (D*l^#j£r 1 Bfe3it 

«fL*:„ ^p^tr-c^l, «^^v"7^^^, ttifi, m 

$jg bTCo ^}SlrT LC (Merck Ar t 5 7 4 4, ^nn - ^ 9 / — 

/V (9:1)) T'ftiL, fiMI.5mgSr#fc 0 
1 H-NMR (DMSO-d 6 ) 

1. 10 — 1. 20 ( 1 H, m) , 2. 33-2. 40 ( 1 H, m) , 2. 40 
-2. 78 <2H, m> , 3. 2 8-3. 3 3 ( 1 H, m) , 3. 53 ( 1 H, 
m), 4. 84 (1H, m), 7. 31 (1H, d, J = 7. 7 Hz), 7. 4 
3 — 7. 49 (1H, m), 7. 56 ( 1 H, dd, J =4. 5, 7. 7Hz) , 
7. 61 (1H, s) , 8. 10 (1H, dd, J = 2. 3, 7. 7Hz), 8. 
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30 (1H, d, J = 7. 7Hz) , 8. 41 ( 1 H, d, J = 5. 5Hz) , 
8. 68 (1H, d, J = 5. 5Hz), 8. 91 (1H, d, J = 2. 3Hz), 
10. 0 ( 1 H > s), 11. 0 ( 1 H, br). 
m a s s : 3 8 6 (M+ 1 ) + . 

MMM 2 6 5-277 

MMM 2 6 5 

m a s s : 3 8 5 (M+ 1 ) + . 



mMM 2 6 6 

m a s s : 4 2 3 (M+ 1 ) 



mm 2 6 7 



mass : 3 8 6 (M+ 1 ) + . 

mmm 2 6 8 

mass : 3 8 6 (M+ 1 ) + . 
MMM 2 6 9 

mass : 3 9 2 (M+ 1 ) + . 
m&M 2 7 0 



mass : 3 9 1 (M+ 1 ) + . 



ij 2 7 1 



mass : 4 6 5 (M+ 1 ) + . 



MM 2 7 2 
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mass : 4 3 5 (M+ 1 ) + . 



i|2 7 3 



mass : 4 3 5 (M+ 1 ) + . 
MMM 2 7 4 

m a s s : 3 9 1 (M+ 1 ) + . 

mnm 275 

mass : 3 8 9 (M+ 1 ) + . 
MMM 2 7 6 

mass : 4 0 7 (M+ 1 ) + . 
mMM 2 7 7 

mass : 4 4 5 (M+ 1 ) + . 
MMM 2 7 8 

g Sr#fc 0 

1 H-NMR (DMSO-d 6 ) 

0. 89 (3H, t, J = 7. 3Hz) , 1. 15 ( 1 H, m) , 1. 57 (2 
H, q, J = 7. 3Hz) , 2. 15 (2H, q, J = 7. 3Hz), 2. 20 
-2. 6 0 (3H, m) , 3. 3 0 ( 1 H, m) , 3. 5 5 ( 1 H, m) , 4. 
24 (1H, d, J = 6. 0Hz), 4. 82 (1H, dd, J = 5. 6, 11 
Hz) , 6. 92 (1H, d, J = 5. 6Hz) , 7. 13 ( 1 H, s) , 7. 
46 (1H, t, J = 7. 9Hz) , 7. 48 ( 1 H, d, J = 7. 9Hz) , 
8. 23 (1H, d, J = 5. 6Hz), 8. 30 ( 1 H, d, J = 7. 9Hz), 
8. 42 (1H, t, J = 6. OHz), 9. 97 (1H, s), 11. 3 (l 
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H, b r ) . 

m a s s : 4 0 8 (M+ 1 ) + . 
m&M 2 7 9 

MMM 8 o (Dik&m 3 o m g RX?mk7? y^/V^v 5 ^ f^*^A7 5 KfciJg 

TLC (Merck Ar t 5 74 4^ nn^A-f h7t h*P77^(7 : 
3) ) TfSL, 6fel£iJ&8mg 
1 H-NMR (DMSO-d 6 ) 

0. 97 (3H, t, J = 7. 3Hz), 1. 2 5 (1H, m), 1. 70 (2 
H, q, J = 7. 3Hz), 2. 30-2. 60 (1 H, m), 2. 40 (2H, 
q, J = 7. 4Hz), 2. 30-2. 55 (2H, m), 2. 60 (1H, m) , 
3. 45 (1H, m), 3. 79 (1H, m), 4. 80 (1H, dd, J = 5. 
6, 11Hz), 5. 13 (2H, s), 6. 84 (1H, s), 6. 96 (l 
H, d, J = 5. 5Hz), 7. 49 (1H, t, J = 7. 9 Hz), 7. 55 

(1H, d, J = 7. 9 Hz), 8. 19 (1H, d, J = 5. 5Hz), 8. 
31 (1H, d, 3 = 7. 9Hz), 11. 9 (1H, br). 
mass : 4 0 9 (M+ 1 ) + . 

2 8 0 

mmm 2 8 0 <Dit&m\*. h»j 279^ \^xmm l/c d 

mass : 4 4 9 (M+ 1 ) + . 
MMM 2 8 1 

MMM 2 8 1 <D{k&m*. MMM 2 7 8 icm CTMit Lfc 0 

mass : 4 4 8 (M+ 1 ) + . 



mm 282 
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1) 2 -T 5 J t°y 4 -^)/^>mi g , mt^-^=- ^2. SmlW 
* ? J —/V 3 6ml (DU&mik 1 Sfeilffic Lfc 0 K/£$?£it*S L, ajSf-^fPfiW 

^— (T7 2 0 0, ^ dp*M-^ % (100 : 0 ~ 9 8 : 

2) ) TftlL, 0 5g^|fc o 

(2) 3 (Di^m 1 . 8g, hy^ng^MTM^O. 3 5ml, hy 
xf/k7?y0. 2ml, I|^fuy5m 1 ^.U^ b^t K^^^^i 0m 1 

0, ^pn^-f F7tKn77>' (9 : 1 ~8 : 2) ) TltMU 

■mmm 2 . 9 2 g &f#/c 0 

nbthfcit&yo 1 . 7 7 g , ( 1 ) (Dfb^ 1. 0 5 g , DBUlml RUi? 
^^-jV^fV^^y K8m 1 (DTg&m*: 1 0 0 °CT? 3 HtP B 1Jir# L7c 0 Si^Sr^ n 
n^/ixA-e^b, 7k, ^P^TK-e^LT^^^v"?^.^;^, jgii, 

2 0 0, ^ n — (97:3)) X'ilL, B Gfyfe 1 . 2 1 g 

(3) (2) ©fb^«J3 0 0mg, 1 NTK^-fb^ h VV^frMmi Om 1 RXf 

*9 ; —a> 3 m i <r>m&%a-& 9 o °c-e 1 0tr^ii# Lfc 0 S/£fl£3r 1 N^fiift-C p H 

(4) (3) ®{Ml8mg?rffll/^WJ4 0 9O (l) i^CT, 
ik&&>X»&>Z> 5 m g £#fc 0 
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1 H-NMR (DMSO-d 6 ) 

0. 92 (3H, t, J = 7. 2Hz) , 1. 13 (1H, m) , 1. 32 (l 
H, m), 1. 53 (2H, m), 2. 20-2. 70 (3H, m), 3. 20 
-3. 70 (4 H, m) , 4. 85 (1H, dd, J = 5. 6, 11Hz), 7. 
32 (1H, d, J = 7. 9Hz) , 7. 38 (lH, d, J = 5. 2Hz) , 
7. 49 (1H, t, J = 7. 9Hz) , 7. 75 (1H, s) , 8. 30 (l 
H, d, =7. 9Hz), 8. 43 ( 1 H, d, J = 5. 2Hz), 8. 70 (l 
H, t, J = 6. 7Hz), 10. 1 (1H, s), 10. 8 (lH, br). 
m a s s : 4 0 8 (M+ 1 ) + . 



IMM 2 8 3 - 2 8 6 

mmm 2 8 3 f^^mmm 2 8 6 (Dit^m-t.mmm 282 izm crmi 

[MM 2 8 3 



mass : 4 3 4 (M+ 1 ) + . 

mmm 2 8 4 

mass : 4 4 3 (M+ 1 ) + . 



ij 2 8 5 



mass : 4 4 3 (M+ 1 ) + . 



MMM 2 8 6 

mass : 4 4 3 (M+ 1 ) + . 



MMM 2 8 7 

(1) -fy^ry Vis- 3-%/Vy$>m 9 Omg£fflV>-C#%01ll WCTM 

mfc i 4 m g zmtio 

(2) (1) 1 4 m g ^rfflV^-C^lM 7 9 l^p CT^lft^^fc^ 
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1 H — N M R (DMSO-d 6 ) 

1. 10-1. 20 (1H, m) , 2. 25-2. 50 (2H, m), 2. 58 
-2. 70 (1H, m), 3. 20-3. 40 (1 H, m), 3. 48-3. 6 

2 ( 1 H, m) , 4. 83 ( 1 H, d d , J = 5 . 6, 10Hz), 7 . 33 (l 

H, d, J = 7. 9Hz) , 7. 49 ( 2 H, m) , 7. 70 ( 1 H, t, J = 

7. 9Hz), 7. 87 (1H, d, J = 7. 9Hz), 8. 02 (lH, s), 

8. 07 (1H, d, J = 7. 9Hz), 8. 31 (1H, d, J = 7. 9Hz), 

9. 18 (1H, s), 9. 70 (1H, b r) , 9. 90 (1H, s) . 
m a s s : 3 5 9 (M+ 1 ) + . 

MMM 2 8 8 

(1) ^y^/yy-3-^yi3 0 0mg, iftfi^3 0mg, 4Ni 

ia-c6i^ifflit^bfe:„ s^Sr*^-r h-eitiiu ii^iiitffiM3 2 

m g £r#/c 0 

(2) (1) (Dik&tol 3 0mg^fflV^li2 8 7tfCT«^-C- 
fc5fife|g{£2 3mgSr#fc„ 

1 H — NMR (DMSO-d 6 ) 

I. 0 0-1. 2 0 (1 H, m) , 1. 6 0- 1. 8 0 (4H, m) , 2. 20 
-2. 70 (7H, m), 3. 20-3. 35 (1 H, m), 3. 45-3. 6 
0 (1H, m), 4. 77 (lH, dd, J = 5. 5, 10Hz), 6. 95 (l 
H, s), 7. 28 (1H, d, J = 7. 9Hz), 7. 43 (lH, t, J = 
7. 9Hz), 8. 00 (1H, s), 8. 29 ( 1 H, d, J = 7. 9Hz), 
9. 71(1 H, s ) , 1 1 . 2 ( 1 H, br). 

m a s s : 3 6 3 (M+ 1 ) + . 



MM 2 8 9 
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(1) 4 - t°y -J^$>/V7£*l/T/^'rM y<D*J*^-7VT^$>—/\'\ 5 gCOT h 
?MVxi7"7> (3 0 0ml) ^^-78°C(^L, n-^Uf ^i.© 
^^c-y-l/MW. ( 1 . 6M) 7 3 m 1 ZMtlX- 7 8°C^b 0°CiC#?ULfe o 3- 
~?n^y*$ y — /POO t e r t -7'^^^ ^jV-y ]) ;Va^ — ^f-;V 2 5 g ^^PX-T 

0 0, ^f-^-g^n^ (2:1)) StiK* 1 7g*#t 

(2) (1) <Dfc&to7 g£ffl^T##M7^CT^tfc#>3. 9g^#fc 0 

(3) (2) (Dih^3 g&m^^X^M8lzmZXffi&mWV0 7 g£r#fc 0 

(4) (3) ©ft^7g, Mi >-5. 8g^r7k-^h^t 
FP77^ (1 : 10) i^BxL, 5 0 o C-e2P#r H m#b7to Sf«£it*?i U SI 
i^S/y^W7^^n-7 h/77>f~ (F L 6 0 D C£±is V ^T^^tt) , 
y a n - y y / (100:0 — 98:2)) "e*tM U life 2 . 

1 g £r*#fc 0 

(5) (4) C0^b^2. lgO^nn^l/A (10ml) »^r|5ml 

o°cx2mmmw^tio ^mm^mm^, mtit*? j—*> domi) 
mm, mm^mm\^tc 0 a^^y^^^y ^ hy^y^ — (fl 

6 0 D C^±z/ V v-T^^^lt) , y n nz ^/^-y y y — ;V (10 0 : 0 — 9 
8:2)) XmUL. 0. 57g^ffc 0 

(6) (5) <7)ik£-!$)0. 5 7 g, ^fbp —~ hP^yf ^^/PtJ^/H . 
7 g> v>y ^/l-T ^t°y^yO. 71g ^.t^y n a 5 m 1 (D'U&^&m 



WO 01/07411 



299 



PCT/JP00/04991 



(100:0-98:2)) tilt, g ^J^/ 0 . 7 3 g &mtc 0 

(7) (6) (Dik&Wo o . 7 3 g> iift-7yi/y5 0mg, 3 o %mmt7k 

*7k 5 m 1 RXf? n ta /Jv^i* 2 0ml <©Jil^^Sr^fiT 6 B#^ti# bfc c ^JE&iK 

ttflfeSK iftiS. Lfco MlrVy*^7i»»^nv (!7 

riv-yvi'C— 2 0 0, ^nn — ^ ^ / — /V (1 0 0 : 0-9 8 : 2) ) 1? 

fft^U ^ B B 0. 7 8 g£#7c 0 

(8) (7) (Dik&tyOO. 78g, MJ^^-yP-T^^O. 7 1ml, h V ^ 9~ 
/Vv-y /1^>-T= KO. 6 6ml ^l/Tir h — h y/k-^ n u ,-^/l^<7)^^#i£r 8 

JVC - 2 0 0, 9X1X1 i^JVJ*-^ ? J —?V (100 : 0~98 : 2) ) XMM U, 

WMi 0 . 7 1 g &ntc 0 

(9) (8) ?Mbl^£^T#:%#!|4, 5 ^^1^7 5mg^#fc 0 

(10) (9) ©fM7 5mg^ffl^t##il 1 (-^CT^li'ffc-a^-efo 
5«|^18m g) ^HffiM2 9 2©|b^T^5ffei#:i. 4m g 

1 H — NMR (DMSO-d 6 ) 

1. 25 (1H, m) , 1. 6 0- 2. 0 0 (3H, m) , 2. 20-2. 60 
(4H, m) , 2. 6 4 ( 1 H, m) , 3. 15 (2H, m) , 3. 4 5 ( 1 H, 
m) , 3. 78 (1H, m) , 4. 18 ( 1 H, t, J = 7. 2Hz) , 4. 8 
0 (1H, dd, J = 5. 6, 11Hz), 6. 98 (1H, s), 6. 99 (l 
H, d, J = 5. 6Hz) , 7. 46 (1H, t, J = 7. 9Hz), 4. 55 



WO 01/07411 



300 



PCT/JP00/04991 



(1H, d, J = 7. 9Hz), 8. 11 (1H, d, J = 5. 6 Hz), 8. 
39 (1H, d, J = 7. 9Hz), 8. 40 (1H, s), 12. 0 (1H, 
b r) . 

mass : 3 7 8 (M+ 1 ) + . 

nnm 290 

MMM 2 8 9 (Dty&m 7mg^^y — /V 2 m 1 \Z-W$ U 2h/W U ^ 5 0 /z 
1 SrAn^.T^S-C4^FRg8l«iLfCo /V3 m 1 Mx., TkiHb* 

MJ^lOOmg Srfln^T^fiT? 1 o^tS# bfco RUSSK^ 1 Nigl^ 

^i/U*W7A^n-7h^77^- (FL6 0D (g± V U v-T#c5£# 
|±) x ynn*/^-^^/-^ (9:1)) tilb ^SUfc-a^-C&SHfe 
lfr3mg^|fc 0 

1 H — NMR (DMSO-d 6 ) 

1. 25 ( 1 H, m) , 1. 55-2. 10 (4 H, m) , 2. 22 (3 H, s), 

2. 20-2. 40 (3H, m), 2. 65 (1H, m), 3. 14 (1H, m), 

3. 2 5 (1H, m) , 3. 5 0 ( 1 H, m) , 3. 7 9 ( 1 H, m) , 4. 8 

2 (1H, dd, J = 5. 6, 11Hz), 6. 89 ( 1 H, s), 7. 03 (l 
H, d, J = 5. 6Hz), 7. 49 (1H, t, J = 7. 9Hz), 7. 56 

(1H, d, J = 7. 9Hz) , 8. 05 ( 1 H, s) , 8. 15 ( 1 H, d, 
J = 5. 6Hz), 8. 35 (1H, d, J = 7. 9Hz), 12. 0 ( 1 H, 
b r) . 

mass : 3 9 2 (M+ 1 ) + . 
MMM 2 9 1 



mt^m 2 8 9 (Dit^mz: i m g , m^mm. 6 m g N ^ ^-^r ^yt-y^ys 

m g RZ£? n o 2 m 1 <Z)^#)^^M^ 1 mMW Lfe 0 S^Wt^r^ c n * 
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ii, TMW&Mtife L/C aS^TLC (Merck Ar t 5 7 4 4 ( ^ua^/U 

(7 : 3) ) «l, mm<t^(Dmi^3mg^ntc 0 

1 H-NMR (DMSO-d 6 ) 

1. 25 (1H, m), 1. 80-2. 10 (3H, m), 2. 11 (3H, s), 

2. 20-2. 7 0 (4H, m), 3. 30-3. 80 (4H, m), 4. 60 
-5. 20 (2H, m), 6. 60-6. 90 (1 H, m), 7. 40-7. 6 

0 (2H, m) , 8. 0 0-8. 4 0 ( 2 H, m) , 9. 10 ( 1 H, br) , 
11. 9 ( 1 H, b r ) . 

mmm 292 

MMM2 9 2©ft^tt, mm.M2 8 9(Dit^tmm-r^Mmnm^^^x 

1 H-NMR (DMSO-d 6 ) 

1 . 2 0- 1. 6 0 ( 3 H, m) , 2 . 10 ( 2 H, m) , 2 . 40 ( 2 H, m) , 
2. 6 0 (1H, m) , 2. 9 0 (2H, m) , 3. 4 5 ( 1 H, m) , 3. 7 
8 ( 1 H, m), 4. 80 (1H, dd, J = 5. 6, 11Hz), 7. 10 — 
7. 60 (4H, m), 8. 00-8. 40 (3H, m), 11. 8 (1H, b 
r) . 

mass : 3 7 6 (M+ 1 ) + . 
2 9 3 

(1) mMM8 0(D o) (Dit^9 g &j^t##M6 izmcxffi&mvtvo 

8 . 5 g Srft/cio 

(2) (1) (Dit&y08. 5 S ^m^^Xmmm8 0CO (4) |:¥CTM^t 
W4. 7 g£#/h 0 

(3) (2) <D{b-^#»2 5 0mg^fflV^»|8 4 CO (l) ^2pCTglft#3 

2 1 0 m g £r#7t 0 
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(4 ) *J— o - hyW/^^^yS^^^^/^^x^3 8 m g (D"r h7t Kp 
(2ml) 7 S^i^iflU (3) «ll4 3mg©7h7t 

Kd77> (lmi) ffiSRSrJn^.-7 8t;-C2i^ra8H^bfco RjsatinffifpJfi^k: 

? S—/\s (100:0 — 97:3)) i^l/^TLC (Merch A r t 5 7 4 
4, ^pn/fc/I^-^ h7tFP77y (9:1)) Trffi iSf U Mfe?ffi^#/4 0 
m g 

(5) (4) ©ft^4 0mg, 6Nfi»ff7tKn77y5ml©|g 

1 9mg#fc 0 

1 H — NMR (DMSO-d 6 ) 

1. 15 (3H, t, J = 7. 1Hz), 1. 09-1. 15 ( 1 H, m) , 2. 
30-3. 38 (2H, m), 2. 48-2. 56 (1 H, m), 3. 20-3. 
31 ( 1 H, m) , 3. 51 — 3. 55 ( 1 H, m) , 4. 11 ( 2 H, q, J 
= 7. 1Hz), 4. 79-4. 85 (1 H, m), 6. 23 (1H, d, J = 
13Hz), 7. 04 (2H, m) , 7. 30-7. 32 (2H, m) , 7. 4 
6 (1H, t, J = 7. 7Hz), 8. 28-8. 30 (2H, m), 9. 99 
(1H, s), 11. 0 (1H, br). 
mass : 4 0 7 (M+ 1 ) + . 

MMffl 2 9 4 

(1) v ? 3i^-/^^/Js7@^^ai^/Vni^^/^2 2mg©7 h7t Kp77^(2 
ml) U *iftt f y 7^ 4 m g eoit 3 0 Mjf Lfc 0 

2 9 3© (3) <Di£&m4 3mg<7)T h7t Ko77^ (lml) ^^^P^LT 
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^ n n jfc/UA - y ^ / — ;V (10 0 : 0 — 97 : 3) ) -CfitlK L 
T£fegf#4 2mgi#fc 0 

(2) (1) <D\K&m4 2mg £fflV^f|]!iS#j2 9 3® (5) CT^M-ffc 
-g-^J-CfcS 2 1 m g £r#fc 0 

1 H — NMR (DMSO-d 6 ) 

1. 00-1. 20 (1 H, m), 1. 28 (3 H, t, J = 7. 1Hz), 2. 
20-2. 40 (2H, m), 2. 40-2. 60 (1 H, m), 3. 20 — 3. 
40 (1H, m), 3. 45 — 3. 60 (1 H, m), 4. 23 (1H, q, J 
= 7. 1Hz), 4 . 84 (1H, m), 6. 78 (1H, d , J = 1 6 H z ) , 
7. 33 (1H, d, J = 7 . 9Hz), 7. 40-7. 50 ( 3 H, m) , 7. 
57 (1H, d, J = 16Hz), 8. 30 (1H, d, J = 7. 9 Hz), 8. 
36 (1H, d, J = 5. 6Hz) , 10. 0 ( 1 H, s) , 10. 8 (1H, 
b r) . 

mass : 4 0 7 (M+ 1 ) + . 
gyjjgj 2 9 5 

WJ2 9 4© (1) ©»5 0mg©^nn^ (5ml) ^SKt^^-fb 
1 H — NMR (DMSO-d 6 ) 

1. 0 0-1. 2 0 (1H, m) , 2. 2 0- 2. 6 0 (3H, m) , 3. 20 
-3. 60 ( 2 H, m) , 4. 17 (2H, m), 4. 84 (1H, dd, J = 
5. 6, 11Hz), 5. 04 (1H, t, J=6. 3Hz), 6. 53 ( 1 H, 
d, J = 16Hz), 6. 66 (1H, d, J = 16Hz), 7. 15 ( 1 H, 
d, J = 5. 3Hz) , 7. 22 ( 1 H, s) , 7. 31 (1H, d, J = 7. 
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9Hz), 7. 4 7 (1H, t, J = 7. 9Hz), 8. 24 (1H, d, J = 
5. 3Hz), 8. 3 2 (1H, d, J = 7 . 9Hz), 9. 94 (1H, s), 
11. 3 ( 1 H, b r ) . 
m a s s : 3 6 5 (M+ 1 ) + . 

mmm 2 9 6 

MMM 2 9 4CO ( 1 ) (D\^m 30mgO^y — /!✓ ( 1 0 m 1 ) ^Wtid^/fb 
m (I) 1 0 m g SU?7kilt:* t h U I> A 4 m g ^iDii^wn^ts ^ T 

«r#Lfe 0 wj2 9 o tmm(om^m^rf^\ smftt'fos&feifti 3 

m g £r?#fc 0 

1 H — NMR (DMSO-d 6 ) 

1. 05-1. 25 ( 1 H, m) , 1. 15 (3H, t, J = 7 . 1Hz), 2. 

2 0-2. 6 0 (3H, m) , 2. 64 (2H, t, J = 7. 1Hz) , 2. 8 

3 (2H, t, J = 7. 1Hz), 3. 20-3. 40 (1 H, m), 3. 45 
-3. 60 (1H, m), 4. 04 (2H, q, J = 7. 1Hz), 4. 81 (l 

H, m), 6. 96 (1 H, d, J = 5. 3Hz), 7. 11 (1H, s), 7. 
30 (1H, d, J = 7. 9Hz), 7. 45 (1H, d, J = 7. 9Hz), 

8. 19 (1H, d, J = 5 . 4 H z ) , 8. 30 (1H, d, J = 7 . 9Hz), 

9. 90 (1H, s), 12. 3 (1H, br). 
mass : 4 0 9 (M+ 1 ) + . 

MMffl 2 9 7 

MMM 2 9 3 (Dit&m 60mg^^nn 3 0ml JC^fi? U TkffttevM 

y/n — '7 -^<£> F^xy^ (i. 0M) £r 0 . 9mlMt-30 

2 0 °Ct? 3 0 Lfco Il^l 2 9 0 t [^HI^^^a^tTV^, StMfbl^ 

T£>5 efeSfls 1 7 m g £r#fc 0 
1 H — NMR (DMSO-d 6 ) 

I. 25 (1H, m) , 2. 20-2. 70 (3 H, m), 3. 30 (1H, m), 
3. 53 (1H, m) , 4. 15-4. 40 ( 2 H, m) , 4. 81 ( 1 H, d 
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d, J = 5. 6, 11Hz), 5. 00 (1H, m), 6. 00 (1H, m) , 

6. 38 (1H, m), 6. 89 (1H, d, J = 5. 4Hz), 7. 12 (l 

H, s) , 7. 31 (1H, d, J = 7. 9Hz), 7. 45 (1H, t, J = 

7. 9Hz), 8. 28 (2H, m), 9. 90 (1H, s) , 11. 1 (1H, 
b r) . 

m a s s : 3 6 5 (M+ 1 ) + . 
Mtfoffl 2 9 8 

il«2 9 4©|k»4 0m g> 2 NtK^L^" h V V ^mWL 5 m K ^ h 
7t Kn77^2ml * / — /V 2 m 1 1 B#PbW# Lfc c 

«7kT?j^#L. fii^^^^A^m, Mil, mm^mm^r^ iftn 

C(Merch Art5744,^nn 7^/1^ A — p« ^ / — /U (9:1)) "CM 

1 H- NMR (DMSO-d 6 ) 

I. 00-1. 20 ( 1 H, m) , 2. 20-2. 60 (3 H, m) , 3. 15 
(1H, m) , 3. 4 5-3. 6 0 ( 1 H, m) , 4. 8 2 ( 1 H, m) , 6. 

68 (1H, d, J = 16Hz) , 7. 2 0-7. 60 (5H, m) , 8. 28 

(1H, d, J = 7. 9Hz), 8. 35 ( 1 H, d, J = 5. 6Hz), 10. 

2 (1H, s), 10. 9 (1H, br), 12. 8 ( 1 H, br). 
mass : 3 7 9 (M+ 1 ) + . 

MMM 2 9 9 

( 1 ) MMM 7 CDlk-grWo 7 2 7 m g , DBU1. 496ml RlfT h 9 t K a 
77yi0ral (D^^m^0°C\Z.'^M'L, 9 ?V 0 . 3 10ml 

(DT^hvt Kn77> (2ml) mWi&M^X^UXl lB^^«#bfc 0 Rf&ftt 

v^^7^w, Mil, mm&mmi.fz.o mmttfvt>f^i> : 7J>>w~*y 

f77^- (yn — ^Vl^C- 2 0 0, ^^V-g^^^/l^ (1 : 1 ~0 : 1 ) ) 
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-emu te&^FTEmysw 6 o 6 m g ^nt- 0 
(2) mmmi 3 3© (2) i-mzxmm<t^^ntc 0 

1 H — NMR (DMSO-d 6 ) 

1. 07-1. 14 (1H, m) , 2. 2 9-2. 5 7 (3H, m) , 3. 24 
-3. 88 (2H, m), 4. 79-4. 85 (1H, m), 5. 58 (1H, 
d, J = llHz) , 6. 08 (1H, d, J = 18Hz) , 6. 74 (1H, 
dd, J = 1 1 , 18Hz), 7. 22-7. 2 4 ( 1 H, m) , 7. 29-7. 
34 (2H, m) , 7. 47 ( 1 H, t, J = 7. 5Hz) , 8. 22-8. 2 
7 ( 2 H, m) , 10. 1 (1H, s), 11. 0 (1H, br). 
m a s s : 3 3 5 (M+ 1 ) + . 

MMffl 3 0 0 

( 1 ) MMM 2 9 4© ( 1 ) CDik&yo 8 0 m g <Dmt* f- (5ml) W&L 

SrTkiftU M)7;^nftt2 7 4mgWN- f^rv'^f^) -N- MJ 
^yl^V V A** ^*J>VT 9 0 m g 3 0#P H 1J»^ Lfc 0 BLfcM 

S£*ft^> «SeSr«l*BL^:o »TLC (Merck A r t 5 7 4 4, 

jrunifrA'J*-*? /—As (9:1)) -e*»RLfc«, ff#§«SrfTV\ SfcH&ifc 
^ 9 1 m g £r#fc 0 

(2) (1) ©ft^#J 9 1 m g Srffl^tll^iJ 2 9 3© (5) 
£-JfeT**>5 5 0 m g £r#fc 0 

1 H — NMR (DMSO-d 6 ) 

1. 24 (1H, m) , 1. 24 (3H, t, H=7. 4Hz) , 2. 20-2. 
75 (3H, m) , 2. 80 ( 1 H, m) , 2. 95 ( 1 H, m) , 3 . 0 5 ( 1 
H, m), 3. 19 (1H, m), 3. 45 (1H, m) , 3. 60-3. 90 
(4H, m) , 4. 18 (2H, q, J = 7. 4Hz) , 4. 78 ( 1 H, dd, 
J = 5. 6, 11Hz), 6. 93 (1H, s), 7. 03 ( 1 H, d, J = 5. 



WO 01/07411 



307 



PCT/JP00/04991 



6Hz), 7. 10 — 7. 45 (5H, m), 7. 50 (1H, t, J = 7. 9 
Hz), 7. 55 (1H, d, J = 7. 9Hz), 8. 13 ( 1 H, d, J = 5. 
6Hz) , 8. 37 (1H, d, J = 7. 9Hz) , 8. 82 ( 1 H, s) , 1 
2 . 0 ( 1 H, b r ) . 
m a s s : 5 4 0 (M+ 1 ) + . 

3 0 1 

0 KDtt&toYZ* 9 3(D (4) COit^^m^\ MMM 3 0 

OKHpfcTSBiaSLfco 
m a s s : 5 4 0 (M+ 1 ) + . 

HjfcffiJ 3 0 2 

HJ&M3 0 0 (Dik&%(7) 3 Omg(DT h7t Fn77^ (3ml) fgijfcSrSkJfc 
U TksUfbT/i'^^-A y ^-^7U<Dt- h7t Kn7 7y^ (2M) 56/jIR 
W ^ / -/W©7 F 7 t Ko 77 « ( 1 M) 0. 2 2ml^MtMt3 

ft-g-fc (STOiS) «6feS*£2. 3mgSr#fc 0 
1 H — NMR (DMSO-d 6 ) 

1. 25 (1H, m) , 2. 2 0- 2. 6 0 (3H, m) , 3. 30-4. 40 
(12 H, m), 4. 78 (1H, m), 6. 60-7. 00 (2H, m), 7. 
20-7. 80 (7H, m), 8. 10-8. 40 (2H, m), 11. 8 (l 
H, b r) . 

mass : 4 9 8 (M+ 1 ) + . 



HflaffJ 3 0 3 

1 H— NMR (DMSO-d 6 ) 

1. 25 (1H, m), 2. 00-2. 70 ( 3 H, m) , 2. 80-4. 40 
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(12 H, m) , 4. 78 (1H, m), 6. 7 5 (1H, s), 6. 98 (l 
H, d, J = 5. 4Hz), 7. 20-7. 70 (7H, m), 8. 10 (1H, 
d, J = 5. 4Hz), 8. 28 (1H, d, J = 7. 9Hz), 11. 8 (l 

H, b r) . 

mass : 4 9 8 (M+ 1 ) + . 

mmm 304 

»j3 0 4©{b^illi, »j3 0 1©f^ft^ffll/\ 3 0 3 \Z.m C 

mass : 4 9 8 (M+ 1 ) + . 
jgjfeff'J 3 0 5 

(1) HJfe^ 2 9 3 (7) (4) <7)fl^#5 0mg, <Y V 3 4 m g bA' 

31^3 m i ^^-a-^^^w+'-ei 2 o°c-e i WLfcfcz^ttzo 5ifcWi%mmL. m 

m&T LC(Merch Ar t 5 74 4^ D n^/l^A-^ ^ / — fls (9:1)) 
-e»$^ U 5 2 m g £#fc 0 

(2) (1) <Vfc&m^\,^xnMM2 9 3 <£> (5) MiflCTS/££fTV\ ^ 
Sfb^-CfeS fife@f£ l 8 m g £f#7c 0 

1 H-NMR (DMSO-d 6 ) 

I. 03 (3H, t, J = 7. 3Hz), 1. 25 (lH, m), 1. 68 ( s ) , 
1. 72 (s), 1. 68-1. 72 (3H), 2. 00-3. 20 (9H, m), 
3. 42 (1H, m), 3. 78 (1H, m), 3. 98 (2H, q, J = 7. 
3Hz), 4. 80 (1H, dd, J = 5. 6, 11Hz), 5. 49 (1H, 
m), 6. 84 (2H, m), 7. 46 (lH, d, J = 7. 9Hz) , 7. 5 
5 (1H, d, J = 7 . 9Hz), 8. 10 (lH, d, J = 5. 2 Hz), 8. 
40 (1H, d, J = 7. 9Hz) , 9. 25 ( 1 H, s) , 12. 0 ( 1 H, 

b r) . 

mass : 4 7 5 (M+ 1 ) + . 
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mMM 3 0 6 

(1) MMM3(Dik&yoRumk4-~ hn-<yyv ^^m^^xmmm2 6 i 

(2) (1) (Dit^tyt) 2 2 . lg^HPLC (CHI RALPAK AD, ^ 
df-^^-oi^y — ;V (1 : 1~1 : 4) ) "C^^^fiJbT, Rt = 2 2Mt^ 
ft (A) ill. 2 g&TJ*R t =3 0ft<Dik&m (B) 10. 1 g £rf#fc 0 

(3) (2) -A©fk^l Og, 6Nfii3 0mlS«3 0ml©H^ 

yJ*? ta-v h^77-f- (17=— y/UC— 2 0 0,^ PP^A-^^y-;!/ ( 1 
0 0 : 0-9 8 : 2) ) Tlt^ L/cf£, ^ * y — fef¥JSAS:fT V\ SfelSf* 
3 . 1 g ( 9 8 % e e ) £r#fc 0 

(5) (4) (Dik&m&m^xmMM* 4i^mzxmmit^ (mMmvKo 

mass : 4 2 9 (M+ 1 ) + . 
MMM 3 0 7 

H»|J3 0 6(7) (2) -&<Dik&fy>%:m\<^Xmifcffl3 0 6<£> (3) (5) 

mass : 4 2 9 (M+ 1 ) + . 



ftfcfftj 3 0 8 
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mass : 4 2 9 (M+ 1 ) + . 



r iJ 3 0 9 



MMM3 o 9©ft^|ti, »3 o 7 izmZTMrnvtic 

mass : 4 2 9 (M+ 1 ) + . 



mm 3io 



«3i o(Dik^mz, »j3 o 7 i-m^xmm^ti 

m a s s : 4 6 9 (M+ 1 ) + . 



i|3 1 1 



mMM3 i l (Dik-g-mte. MMM3 0 6ic2pCTi^itLfc 0 
mass : 4 2 9 (M+ 1 ) + . 



HIi3 1 2 

mass : 4 2 9 (M+ 1 ) + . 



)J3 1 3 



H9 l<Dik£?m5 lmg^ffl^THteW2 9 0 CTSfei^ 1 2m g 
mass : 4 2 9 (M+ 1 ) + . 



3 14 

(1) ^n^/y50 4mg > t°a JJ v?^4 9 8 m g „ *cU*c=l7 — is 
—zf* 4 A 2 g RXfi Yjvzl y30ml (DM&Vd&^&X* 1 ®MW Lfc 0 RjcSffiS: 
ir^-f hittilLT, *ttSr*SSIUfeo RSS:^ p 2 O m 1 l^tfci 

1, 2, 4 - h U 7v^y- 5 - yixf ;kx7r/W^ p p 
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A (10ml) mm&Mx., mm.X*3 0 5X 4 5°C-C6B$F H 1I#Lfc 0 U.foWL?£ 
^^-^-^-mm^^ (4:1-1:1)) TltiHU ffe|»7 3 4mg^ 

(2) (1) (Dit&mi 0 0 m g ^fflV^##W 5 
1 0 1 m g 3r#/c 0 
1 H — NM R (DMSO-d 6 ) 

1. 30 (1H, m), 2. 14 (2H, quintet, J = 7. 5Hz), 

2. 40 (2H, m) , 2. 62 ( 1 H, m) , 2. 92 (4H, t, J = 7. 
5Hz), 3. 42 (1H, m), 3. 7 5 (1H, m), 4. 79 (1H, d 
d, J = 5. 6, 11Hz), 6. 68 (1H, s), 7. 48 (lH, t, J 
= 7. 4Hz), 7. 53 (1H, d , J = 7. 4Hz), 7. 66 ( 1 H, s), 
8. 03 (1H, s) , 8. 33 ( 1 H, d, J = 7. 4Hz) , 12. 1 (l 
H, s ) . 

m a s s : 3 4 9 (M+ 1 ) + . 
MMM 3 15-319 

mMM3 1 5f^^mmm3 1 9 (Dik&m~s.,mMm3 1 4\z.w^xm^t^ 0 

1 5 

m a s s : 3 7 7 (M+ 1 ) + . 



M1&&M3 1 6 

m a s s : 3 7 8 (M+ 1 ) + . 



MMM3 1 7 

mass : 4 5 4 (M+ 1 ) + . 



MM 3 1 8 
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mass : 4 5 4 (M+ 1 ) + . 
1 9 

mass : 4 5 0 (M+ 1 ) + . 
MMffl 3 2 0 

1 9(Z){b^^)?rl 0 Omg, 4 Ni&^- v^^rl^ 5 m 1 RXfi* ? S 

iiL, ^^ixy t>?;\<$l^J>>>7 w hV^^^f — (FL6 0D ± is 
]) VTflcafc^tfc) . '/nxi -fcsVJ* - * ? J —;v (10 0 : 0 — 95 : 5) ) "CUf 

mass : 3 5 0 (M+ 1 ) + . 

MMM 3 2 1 

2 0(D\^m^ 1 7mgW^o^yyi 2mg^|l\ MM 
M8 4<D (2) td*(*CT^JS<b#^Sr#fc„ 

mass : 4 1 8 (M+ 1 ) + . 

Hi 3 2 2 

MMM3 2 2<Dik&m*. mMM3 2 1 {d^C-CMitbfCo 
m a s s : 3 6 4 (M+ 1 ) + . 

HjffeffiJ 3 2 3 

(1) H*«16 4© (2) -A©fl^4&£:fflV\ ##^j8(^Ctl^^ 
#7C 0 

(2) (1) (Dit^m^m^\ »I13 3© (2) ^^CTSMfb^<^^ 
1 II-NMR (DMSO-d 6 ) 
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1. 00-1. 2 3 (1 H, m), 2. 20-2. 90 (7H, m) , 3. 40 
-3. 61 (2H, m) , 4. 81 ( 1 H, m) , 6. 90-7. 51 (4H, 
m), 8. 08-8. 37 (2H, m), 9. 95 (1H, brs), 11. 4 

( 1 H, brs). 
m a s s : 3 5 2 (M+ 1 ) + . 



MMM 3 2 4 

m a s s : 3 5 2 (M+ 1 ) + . 
MMW 3 2 5 

mMMl64(D (2) - A(7)^^#)^ffiV\ mMMl33CD (2) ('5pCT^ 

1 H — NMR (DMSO-d 6 ) 

1. 00-1. 21 ( 1 H, m) , 2. 25-2. 79 ( 5 H, m) , 3. 21 
-3. 72 (4H, m), 4. 65-4. 90 (2H, m), 6. 90-7. 5 

2 (4H, m) , 8. 13-8. 38 (2H, m) , 9. 85 ( 1 H, s) , 1 
1 . 4 ( 1 H, brs). 

mass : 3 5 3 (M+ 1 ) + . 



^ffij 3 2 6 



mMWl6 4(D (2) -B(7)ik&Vd&m^\ 
mass : 3 5 3 (M+ 1 ) + . 



iMfiM 3 3(D (2) {^CTit 



3 2 7 

(1) »3 2 3© (1) (Dit^^m^\ mMM9 6(D (l) i^DTg 



WO 01/07411 



314 



PCT/JP00/04991 



(2) (i) <Dik&y?>$:ffl\,\ mmmi33(D (2) ^mcxmm^^^n 

1 H-NMR (DMSO-d 6 ) 

1. 01-1. 20 (1H, m) , 2. 2 2- 2. 7 8 ( 5 H, m) , 3. 08 
-3. 2 0 (2H, m) , 3. 3 2 ( 1 H, m) , 3. 5 5 ( 1 H, m) , 4. 
81 (1H, m), 6. 85-7. 52 (4H, m), 7. 92-8. 40 (7 
H, m), 9. 90 (1H, s), 11. 2 (1H, brs). 
m a s s : 5 3 8 (M+ 1 ) + . 

mmm 328 

(1) mmmi6 4(D (2) -B<Dit^^m^\ W1323© (d \zm 

(2) (1) (Dit&m*m\>\ mm.M3 2 7Km\^xmmit^m^m^ 

m a s s : 5 3 8 (M+ 1 ) + . 
MMM 3 2 9 

»i|3 2 7© (1) <Dfc&®lRXfil -7"?S— 9 6 <D (2) 

(3) l:?Dt«^©IiI^||fc„ 

1 H-NMR (DMSO-d 6 ) 

0. 89 (3 H, t, J = 7. 8Hz), 1. 01-1. 17 (1H, m) , 1. 
25-1. 41 (2H, m), 1. 52-1. 64 (2H, m), 2. 26-2. 
40 (2H, m) , 2. 5 2- 2. 6 3 ( 1 H, m) , 2. 8 5-3. 0 0 (4 
H, m), 3. 08 — 3. 23 (2H, m) , 3. 26 — 3. 35 ( 1 H, m) , 
3. 50-3. 60 (1 H, m), 4. 80-4. 86 (1 H, m), 7. 03 
(1H, d, J = 4. 3Hz), 7. 26-7. 35 (2H, m), 7. 56 (l 
H, t, J = 7. 8Hz), 8. 26-8. 30 (2H, m), 8. 81 (2H, 
m), 10. 3 (1H, s), 11. 0 (1H, brs). 
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mass : 4 0 8 (M+ 1 ) + . 
MMM 3 3 0 

(1) mi&M3 2 8<D (1) (Dit^^m^\ »!|3 2 7W (1) l^pCt 

(2) (i) (7>fbi^3:fflv\ rnrnm 2 9Kmzxmmit^-m(Dm.mm.^n 

mass : 4 0 8 (M+ 1 ) + . 

mmm 3 3 1 

8 (Dfc&mRp (R) -3- (t e r t - 7 h * ^ / ) 

1 H — NMR (DMSO-d 6 ) 

1. 05 (1H, m), 2. 00-2. 7 5 (5H, m), 3. 05-4. 95 
(11 H, m) , 7. 12-7. 52 (4H, m), 8. 21-8. 80 (4H, 
m) , 10. 5-11. 8 (4 H, m) . 



3 3 2 

"MM®] 3 3 1 <Dik&m%: 1 5 m g x mtT^^-/^ 2 4 fi 1, ^J^T % 1/ 

92^1 &t^;>< 5 KO . 5ml (DU^^^UX 5 55*£Lfc 0 

S^^rillib, Sifi^TLC (Me rck Art5713, ^PP*/^- 

^/-/Mi9:i)) -ews^u mMfc&ydx&zmm&mfci im g &# 

X H — NMR (C D 3 O D) 

1. 10-1. 30 ( 1 H, m) , 1. 65 ( 1 H, m) , 1. 90 (3H, s), 

2. 22 (1H, m), 2. 40-2. 92 (1 1 H, m), 3. 45 (1H, 
m) , 3. 6 5 (1H, m) , 4. 2 9 ( 1 H, m) , 4. 8 6 ( 1 H, m) , 
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6. 87-7. 00 (2H, m) , 7. 39-7. 5 2 (2H, m), 8. 14 
-8. 3 0 (2H, m) . 
mass : 4 6 3 (M+ 1 ) + . 

jjj 3 3 3 

»|3 3 l©lM2 0mg^l/>, ^»J9 6CD (l) l^ifCTSIj^ 

6mg^#f; 0 
1 H — NMR (DMSO-d 6 ) 

1 . 12 ( 1 H, m) , 1 . 4 5 ( 1 H, m) , 1 . 8 9 ( 1 H, m) , 2 . 2 
0-2. 75 (10 H, m), 3. 25-3. 75 (4H, m), 4. 75-4. 
85 (1H, m) , 6. 8 7- 7. 5 0 (4H, m) , 8. 0 0-8. 4 3 (6 

H, m) . 

MM®] 3 3 4 

( 1 ) MMM 3 2 3© ( 1 ) (Dit&yo lOOmg, (S) -3- (tert- 
Zf b^i'iJA'tf—A'T 5. J ) -1, 4 — #l/*A'fc~A'$'**s'79l/a 4 m 

m 1 Ol^fi^ 8 0°Ct 1 ^1i#Lfc 0 Rjas&Sr^i&KSi U ^pp^T 

-2 0 0, ^ nn/^/l^A-^ As (1 : 0 — 4 : l) KL"dt$¥U ^XTA* 

£: 9 0 m g 

(2) (1) ©ft^lOOmgSrfflV\ »J13 3© (2) {^CT^H 
1 H— NMR (DMSO-d 6 ) 

I. 05 (1H, m) , 2. 0 0- 2. 7 5 (5H, m) , 3. 05-4. 95 
(11 H, m), 7. 12-7. 52 (4H, m) , 8. 21-8. 80 (4H, 

m) , 10. 5 — 11. 8 (4 H, m) . 
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mass : 4 2 1 (M+ 1 ) + . 
SfflM-g 3 5 

m a s s : 4 2 1 (M+ 1 ) + . 
gMM 3 3 6 

(1) 2- (N- (tert-y^^/V/f^) 

y 2^2. 2 6 g(7)7" h7tKo77y(100ml) 7 8tK:#*PU 

n-^/HJ^^AW^fy^ (1. 5M) 18. 2ml &M%.&mz±Vf 
tc 0 %.fcWL&-7 8°C^mZ, n-^/KT/I^t Kl. 4 8ml ^Px.#^ 
fcSfflfc-Bffco SJfcfcclJiTkSrjtin*.. ftH^^-CttW Lfco Wtt&JP&fiSfntfeEL 

/^7^^n-7 h^77^- (!7 3-^/l/C-3 0 0, ^drf->--g^^rc^/^ 
(1 : 0~1 : 1) l:tilL, fifeS^l . 3 7g#fc 0 

(2) (1) <D\t^m 1 . 0 0g», ###(J8<7) (1) iri^t|^7 
0 0 m g £r#fc 0 

(3) (2) ©^7 0 0mg, FJ)7i^77^77 00mg, tK 2 
m 1 ,&t^ h7t KP7 7 730ral <Z>i^#>£r 3 0#flM#Lfc o KJ&i££:^i& 

n-^b^^^^— (17 ^ — ^C- 3 0 0 „ 9 nnvfr/lsj* — * & (l : 0 

— 4:1) ttill, lWft6 0 0mg#fc o 

(4) (3) »9 6<7) (1) KSpCTBft&Sr^fco 

(5) (4) ©|^10 0mgSO!x^y-/^\ HJfc0i|9 6<£> (2) 
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izm ct g mm 1 o 5 m g £#fc 0 

(6) (5) (Dit&ms 3mgSrlV\ MMMl 18© (2) iI?Ct^W7 
ffc4 0mg3r#fc o ^©^©^HPLC (CHIRALPAK AD) "C^'J U 
R t ^/h^V^IWb^At LT1 9mg, jt^B t LT 1 9mgiHfc, 

(7) (6) -A©fb^tl2 0mg^fflV\ H»J 9 6 CO (3) i^CTScH 
^4*-C*>5*Sfett^'»3. 8mgSr#fc, 

'H-NMR (DMSO-d 6 ) 

0. 70-1. 42 (1 1 H, m), 2. 10-2. 82 (8H, m) , 3. 0 
5-3. 81 (2H, m), 4. 37-4. 88 (1 H, m), 6. 90 — 6. 
97 (1H, m), 7. 10 (1H, s) , 7. 28-7. 51 ( 2 H, m), 
8. 15-8. 37 ( 2 H, m) , 9. 88 (1H, s), 11. 8 (1H, s ) . 
mass : 4 2 2 (M+ 1 ) + . 

3 7 

MMM3 3 6(D (6) -B(Dit^m^m^\ »J9 6© (3) i^CX^M 
mass : 4 2 2 (M+ 1 ) + . 
WfcM 3 3 8 

(1) #^8©{MM2, 4-^F^yX7/>7t»\l 
MM 8 4 CO (2) i^CTglft^£#fc 0 

(2) (l) ©ft^Wl - n !J K&/Bl\ J£J&0i|9 

6 (i) \z.mcTm&iQB&&it 0 

( 3 ) ( 2 ) <D4t&m(D h v •pA'X-nmmm&m.m.-z 1 5 sjs 
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mass : 4 5 8 (M+ 1 ) + . 
3 3 9 

mmm 339 mt^m*. nmm 1 4 0 \z.mzxmmvrn 0 

mass : 4 7 2 (M+ 1 ) + . 
MMM 3 4 0 

mmm 340 <oit&m\L mmm 1 3 s Kmvxm&vfr 0 

m a s s : 4 5 8 (M+ 1 ) + . 
MMM 3 4 1 

(2) (i) <Di\&m*m^x&nmi iKmzxR^n^rz.m, m±j&vo 
^y-/n«Lt i Niwiifcc Rfomz-^?^ hxmmz, mm 

m a s s : 4 5 8 (M+ 1 ) + . 
Hffiffil 3 4 2-3 6 0 
Hi 3 4 2 

mass : 4 5 8 (M+ 1 ) + . 
3 4 3 

mass : 4 1 9 (M+ 1 ) + . 



HflBfltf 3 4 4 

mass : 4 7 2 (M+ 1 ) + . 
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MMM 3 4 5 

mass : 4 8 5 (M+ 1 ) + . 
Hi 3 4 6 

m a s s : 5 1 0 (M+ 1 ) + . 
MMM 3 4 7 

mass : 4 3 5 (M+ 1 ) + . 
MMM 3 4 8 

mass : 4 3 6 (M+ 1 ) + . 
MMFl 3 4 9 

mass : 4 7 9 . (M+ 1 ) + . 
mifoM 3 5 0 

mass : 4 2 8 (M+ 1 ) + . 



mnm 351 

1 II — N M R (DMSO-d 6 ) 

1. 07 (1H, m), 2 . 25-2. 35 (2H, m), 2. 58 (1H, m) , 

2. 93 (2H, t, J = 6. 9Hz), 3. 29 (1H, m), 3. 53 (l 
H, m) , 3. 86 (2H, t, J = 6. 9Hz) , 4. 82 ( 1 H, dd, J 
= 5. 6, 11Hz), 6. 90 (1H, d, J = 5. 5Hz), 7. 08 (l 
H, s) , 7. 32 (1H, d, J = 7. 6Hz) , 7. 46 ( 1 H, t, J = 

7. 6Hz), 7. 97 (2H, d, J = 8. 9Hz), 8. 17 ( 1 H, s), 

8. 21 (1H, d, J = 5. 5 Hz), 8. 26 (1H, d, J = 7. 6Hz), 
8. 35 (2H, d, J = 8. 9Hz), 10. 3 (1H, br), 11. 0 (l 
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H, br), 13. 0 (1H, br) 
m a s s : 6 2 0 (M+ 1 ) + . 

MMM 3 5 2 



mass : 4 3 0 (M+ 1 ) + . 



mm 353 



mass : 4 2 9 (M+ 1 ) + . 



: ij 3 5 4 



mass : 4 2 9 (M+ 1 ) + . 



ij3 5 5 



mass : 4 2 9 (M+ 1 ) + . 



ij3 5 6 



mass : 4 7 9 (M+ 1 ) + . 



ij 3 5 7 



mass : 4 3 0 (M+ 1 ) + . 



T MM 3 5 8 



mass : 4 6 8 (M+ 1 ) + . 



mMM 3 5 9 

mass : 4 7 9 (M+ 1 ) + . 



MMM 3 6 0 

mass : 4 3 0 (M+ 1 ) + . 
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MMM 3 6 1 

(1) 6 -75 J *S V y*lV\ ##09l 0W#%il 1 ^JpCTRJCSSr 
m\ S'J^^ir KteSr^fco 

(2) (1) ©Mft6 4mgS:ffiV\ Hife0»J 1 3 3 <£> (2) i^iCTtift 
^4&T&5 2 1 m g Sr^fc 0 

mass : 4 4 5 (M+ 1 ) + . 

HW'J 3 6 2 

(1) 6-T 5 / *J ]) l/&m\<\ 0&t^###!|l 1 UlipCTRJiSSr 



(2) (1) Oi^26mg^\ 
-a^-CfcS fife^ffc 1 8 m g £r#fc 0 
mass : 3 7 1 (M+ 1 ) + . 



W*Jl 3 3<D (2) ^*PCT3tiI'fb 



Hft&ffi] 3 6 3 -3 6 4 

mmm 3 6 3 3 6 4it 341 cxm& Lfc Q 

HJjfcffil 3 6 3 

mass : 4 7 9 (M+ 1 ) + . 
MMM 3 6 4 

mass : 4 1 8 (M+ 1 ) + . 

mmm 365 

(1) 4 — t Kn^^yXT/Vft Ktf> t e r t —rf^-f^Jy =c — /V'v' U /V 
z-/PSrffiv\ §i|»!jl3 7cD (l) ^JpCTBW»Sr#yiio 
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(2) (i) (D\t^m^m^\ »d 3 9(^ct^M^©^ttTfc 

1 H-NMR (DMSO-d 6 ) 

1. 07-1. 16 (1H, m), 2. 26-2. 61 (3H, m), 2. 80 
(3H, s) , 2. 83 (3H, s) , 3. 00-3. 17 (3H, m) , 3. 
25-3. 34 (1 H, m), 3. 45-3. 56 (3 H, m), 4. 11 (2 
H, t, J=4. 2Hz), 4. 36 (2H, t, J=4. 3Hz), 4. 82 
(2H, dd, J = 6. 2, 12Hz), 6. 97-7. 07 (3H, m), 7. 
25-7. 54 (5H, m), 8. 23-8. 28 (2H, m), 9. 37 (2 
H, br), 10. 2 (1H, br), 10. 4 (1H, br), 10. 9 (l 
H, b r) . 

m a s s : 5 2 9 (M+ 1 ) + . 

HftfeM 3 6 6 — 3 7 5 

HWi|3 6 6&^L«M3 7 5<Dik&mn,MMM3 6 5 (d^ CTMit Lfco 
HflfeM 3 6 6 



mass : 5 4 9 (M+ 1 ) + . 

MMM 3 6 7 

m a s s : 5 5 5 (M+ 1 ) + . 

MMM 3 6 8 

m a s s : 5 6 9 (M+ 1 ) + . 

Hfe#ij 3 6 9 

m a s s : 5 7 1 (M+ 1 ) + . 

: !)3 7 0 



mass : 5 4 9 (M+ 1 ) + . 
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m a s s : 5 7 7 (M+ 1 ) + . 

MMM 3 7 2 

m a s s : 5 4 9 (M+ 1 ) + . 

MMM 3 7 3 

m a s s : 5 7 7 (M+ 1 ) + . 

mmm 374 

mass : 5 8 3 (M+ 1 ) + . 
MMM 3 7 5 

mass : 5 8 5 (M+ 1 ) + . 

mmm 3 7 6 

( 1 ) 2 - fc° ]} *JlsjlA'-&*i/T/iS?'£ K 5 1 0 m g <D"<Zsl£l/ (20ml) 

(r7 3-y/l/C-3 0 0, ^df-^^-g^ggji^/U (4:1 — 3:1)) "CM 
®!U l^6 2 1mg#fc c 

(2) (1) ©f^ft6 2lmg» < ^fi0ij2 9 7I^CT|^2 5 2 
m g Sr#fe 0 

(3) (2) «2 0mg^\ WJ3 6 5 leSp CT^^t^©^ 
1 H-NMR (CD 3 OD) 
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1 . 13 (1 H, m) , 2. 4 2 (2H, m) , 2. 7 0 ( 1 H, m) , 3. 6 

0-3. 82 (2H, m) , 3. 3 7-3. 4 7 (3H, m) , 4. 03 ( 1 H, 

m) , 4. 2 0-4. 3 8 (3H, m) , 4. 96 (2H, m) , 6. 81-8. 
7 2 ( 1 6 H, m) . 

HfiS0tJ 3 7 7 

(1) 3-t Ko^fv'^yXT/l'f t \?<D t e r t — rf^-JV-J? m — U fV 
^ — ~r/^%m\s\ »(1 3 7© (1) l-2pCTi^«r#/c 0 

(2) (i) <Dik&m*m\'\ nmmi 3 9^mzxmMit&y>)(Dm.mi&-e& 

1 H-NMR (DMSO-d 6 ) 

1. 04 (1H, m), 2. 23 — 2. 34 (2H, m), 2. 70 (1H, m) , 

3. 07-3. 20 (4H, m), 3. 28 (1H, m), 3. 51 (1H, m), 

4. 16 (2H, m) , 4. 84 ( 1 H, dd, J = 6. 4, 10Hz) , 5. 
39 (2H, s) , 7. 0 8- 7. 2 0 ( 2 H, m) , 7. 2 8- 7. 3 9 (4 
H, m) , 7. 4 3 - 7. 5 2 ( 2 H, m) , 7. 71 ( 1 H, m) , 7. 86 

(1H, d, J = 8. 6Hz), 8. 20-8. 28 (2H, m), 8. 77 (1 
H, m), 9. 64 (2H, br), 10. 7 (1H, br), 11. 1 (lH, 
b r ) . 

mass : 5 4 9 (M+ 1 ) + . 

Hftfcff'J 3 7 8 -3 8 7 

mMW3 7 8fcV^LHi£M3 8 7 <Dik&m\*.Wfa&\Z 7 7 CTM3s L7c 0 
HflfeffiJ 3 7 8 

m a s s : 5 4 9 (M+ 1 ) + . 



Hffaffd 3 7 9 

m a s s : 5 4 9 (M+ 1 ) + . 
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mmm 3 8 0 

m a s s : 5 7 7 (M+ 1 ) + . 



mm 3 8i 



m a s s : 5 7 7 (M + 1 ) + . 



IMM 3 8 2 



m a s s : 5 2 9 (M+ 1 ) + . 



iMM 3 8 3 



mass : 5 8 5 (M+ 1 ) + . 



r MM 3 8 4 



mass : 5 7 1 (M+ 1 ) + . 



'MM 3 8 5 



m a s s : 5 5 5 (M+ 1 ) + . 



HiSfeM 3 8 6 

mass : 5 6 9 (M+ 1 ) 



+ 



MMM 3 8 7 

m a s s : 5 8 3 (M+ 1 ) + . 



MM®! 3 8 8 

MMM3 7 6^1 9mg £fflV\#%#ij3 (-^CT^M'fb^l 4mgWc 0 
1 H — NMR (C D 3 O D) 

1. 12 ( 1 H, m) , 2. 24-2. 41 ( 3 H, m) , 2. 70 ( 1 H, m) , 
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3. 32-3. 41 (4H, m) , 3. 5 5-3. 7 5 (2H, m) , 4. 02 
-4. 3 2 (5H, m) , 4. 9 2 (3H, m) , 6. 8 8 ( 2 H, m) , 7. 
22 (2H, m) , 7. 30 (1H, m) , 7. 4 0-7. 5 0 (3H, m) , 
7. 8 9 (1H, m) , 8. 0 3 ( 2 H, m) , 8. 2 2 ( 1 H, m) , 8. 4 
3 ( 1 H, m) , 8 . 6 9 ( 1 H, m) . 

MMM 3 8 9 

(1) — a^l^Sfcl. 0 1 g> 7K*fby ^^^T/l-5^^^8 3 5 
mgXVf h7t Ko77y©M^2 3B#^iSmUfc 0 S^^M{c:ML, 
7k 8 4 0 m U 1 NTKSfe-fb^ hy)^84 0/i 1 &U*tK 8 4 0 // 1 ?rlllI^Px.T 

— (17 3— 7*^0- 2 0 0, ^ T3 n/fr/l'A — ;* ^ / — A* (50 : 1 ~ 1 0 : 1 ) 
«L, |«2 2 3mg|#fc 0 

(2) (1) <Df^tl2 2 3mg, t e r t —zf^fls^ff-flsZ n ui/^ls 3 
3 2 m g % >f 5 2 4 4 m g ftt*^* f/V^^A7 5 K 5 m 1 

«riafpAJfok-ci*^u, atv^i/^M, Mil, i>yt 0 nm 

gfcm^/p (3:2) tffilt, SWI)^3 4 lmg#fc„ 

(3) (2) <Dik&!%>3 2 0mg£fflV\ H JfiM 1 18© (2) tcJpCTBtfj 
Il38mg &'m-o 

(4) (3) (Dit&^l 0 3mg, gfcgfe 1 ml, tR 1 m 1 RXJ^T h^t Kp7 
7^1 ml ©M?rMt3 0PM#L7~ O RlS*«r*IB U a?££T L C (M 
erck Ar t 5 74 4, ^no fr;VJ* - * # J (10:1)) X»ffiM U 
mmit&VBk tt&M*4 4mg*#fc fl 

1 H — NM R (DMSO-d 6 ) 
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1. 0 7 (1H, m) , 2. 22-2. 5 7 (3H, m), 3. 30 (1H, m) , 
3. 53 (1H, m) , 4. 46 (2H, d , J = 5. 0Hz) , 4. 82 (1 
H, dd, J = 5. 6, 10Hz), 5. 23 (1H, t, J = 5. OHz), 

7. 25 (1H, d, J = 8. 6Hz) , 7. 31 ( 1 H, dd, J=0. 9, 

8. OHz), 7. 46 (1H, t, J=8. OHz), 7. 73 ( 1 H, dd, 
J = 2. 3, 8. 6Hz), 8. 23 ( 1 H, d, J = 2. 3Hz), 8. 31 

(1H, dd, J=0. 9, 8. OHz), 9. 92 (1H, s), 11. 2 (l 

H, b r ) . 

m a s s : 3 3 9 (M+ 1 ) + . 
jyjjgj 3 9 0 

mass : 3 5 2 (M+ 1 ) + . 

mmm 391 

(1) 8 9 <Dik^m%: 1 0 3 mg , Mjxf;i,7>yo. 6mlW 
i?* K 3 m 1 Ol^tHi^ISt' U v^fgffc 2 6 5mg^P 
7L TM*C 4 R#f^»# L £ £ HBftffcfiitlt t" y ^ 19 5mg^M 

(2) (1) <Di\&mZ 6mgWxW;y©^;" (2. O M) 
2ral»\ H«ij8 4tf> (2) l:*CT«^t^5fifete2 Omg 

1 H-NMR (DMSO-d 6 ) 

I. 15 (1H, m), 1. 20 (3H, t, J = 7 . 3Hz), 2. 32-2. 
38 (2H, m), 2. 53 (1H, m), 3. 00 (2H, q, J = 7. 3H 
z), 3. 30 (1H, m), 3. 55 ( 1 H, m) , 4. 14 (2H, s), 
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4. 79 (1H, dd, J = 5. 6, 10Hz), 7. 33 ( 1 H, d, J = 7. 
9Hz), 7. 4 6 (1H, d, J = 8. 8Hz), 7. 48 (1H, t, J = 

7. 9Hz), 7. 88 (1H, dd, J = 2 . 3, 8. 8Hz), 8. 27 (l 

H, d, J = 7. 9Hz) , 8. 36 ( 1 H, d, J = 2. 3Hz) , 10. 1 
(0. 2H, s) , 10. 6 (0. 3H, b r ) . 

m a s s : 3 6 6 (M+ 1 ) + . 

MMM 3 9 2 

mm&\3 9 2 (Dit&mx, wi3 9 1 izmcxmrnvtio 

mass : 3 8 0 (M+ 1 ) + . 
Hflsffil 3 9 3 

( 1 ) 2 — T 3: 7 - 5 -=■ hot°!) v 5 ^ 1 3 9 m g S:fflV>m6M 1180(2) 
l^i:Tg^3 3mg^|fc 0 

(2) (1) (Dit&mz 3mg^t>#^j3 ll3pCt«Mft^T*fe5fife 
D*26mg «r#fco 
1 H-NMR (DMSO-d 6 ) 

I. 12 (1H, m), 2. 31 — 2. 45 (3H, m), 2. 55 (1H, m), 
3. 53 (1H, m) , 4. 77 ( 1 H, dd, J=4. 5, 10Hz) , 5. 
05 (2H, s), 6. 99 (1H, m), 7. 07 (1H, dd, J = 3. 1, 

8. 8Hz) , 7. 27 (1H, d, J = 7. 8Hz) , 7. 43 ( 1 H, t, 
J = 7. 8Hz), 7. 67 (1H, d, J = 3. 1Hz), 8. 32 ( 1 H, 
d, J = 7. 8Hz) , 9. 47 ( 1 H, s) . 

mass : 3 2 4 (M+ 1 ) + . 



•gffiM 3 9 4 

(1) 2-75/-5-^P^t'y^y6 4 3mg^ffl^ilil 1 8 <D (2) 
(d3p CT| 9 8 9 m g £r#fc 0 
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(2) (1) ©Ib^ 2 1 8 m g 6 II? CT B W 1 5 0 m g 

(3) (2) ©^|3 0mg, l-^f^7^10<il, (v 5 
^y^yfVTir by) i/^i^i* (O) 3mg, 1, 1' -if* (^7*=. 
/P^J^7^7) 7iPi?y3mg, 2, 2' — If;* (v^^^^/VtJn^^^ / ) — 
1 , 1 ' - t't7 7 -/l'3mg < thU^At e r t-^h^V F9mg^f h 
7t KP77y2ml cO^^^r^cfTl 0 0°C1? 2 Hf raSJCS^-tirfeo 

^TLC(Merck Art 5 7 4 4^DP /Jn/W* - ^ * / —JV (10:1)) 
|«%17mg^fc 0 

(4) (3) ©fMl7mg^l\ »|13 3© (2) JJUpCT^Sffc 

^(DmmrQ^ &&mvf 1 5 m g ^#tc q 

1 H-NMR (DMSO-d 6 ) 

1 . 0 4 ( 1 H, m) , 2 . 2 3 - 2. 3 8 ( 2 H, m) , 2 . 58 ( 1 H, m) , 

2. 80 (s), 2. 81 (s), 2. 80 — 2. 81 (3H), 3. 06 — 3. 
22 (4H, m) , 3. 30 ( 1 H, m) , 3. 4 8 — 3. 5 8 (3H, m) , 

3. 7 5 -3. 7 9 (2H, m) , 4. 83 ( 1 H, dd, J = 5. 6, 10H 
z) , 7. 30 (1H, dd, J = 0. 9, 8. 1 H z) , 7. 36 (lHbr 
d, J = 9. 2Hz), 7. 45 (1H, t, J = 8. 1Hz), 7. 65 (1 
H, dd, J = 2. 7, 9. 2Hz), 7. 99 ( 1 H, d, J = 2. 7Hz), 
8. 24 (1H, dd, J = 0. 9, 8. 1Hz), 10. 1 (1H, br), 
10. 8 ( 1 H, b r ) . 

mass : 4 0 7 (M + 1 ) + . 

"MMffl 3 9 5 — 3 9 7 

mmm3 9 5^^mmm3 9 7 (Dit^m^mmmz 9 4t^cTMi£bfc 0 
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MMM 3 9 5 

m a s s : 3 6 6 (M+ 1 ) + . 
MMM 3 9 6 

mass : 3 5 2 (M+ 1 ) + . 
MMM 3 9 7 

m a s s : 3 3 8 (M+ 1 ) + . 
HKEffll 3 9 8 

(1) ;-5-^n*ifyi;y, h y ^/vtr^/^x^fflv^xllJfe 
fN2 9© (2) |i:if!CTJxJS«rfTV\ iW«fSr#feo 

(2) (1) ©fb^6mg^V^TWJl 1 8(Z) (2) CT^M'fb'S' 
^fcSSM* 2 m g £#fc 0 

1 H-NMR (DMSO— d 6 ) 

0. 80-0. 92 (1 H, m), 2. 35-2. 50 (2H, m), 2. 55 
-2. 65 (1H, m), 3. 02-3. 50 (1 H, m), 3. 72-3. 8 

2 (1H, m), 4. 77-4. 84 (1 H, m), 5. 35 (1H, d, J = 
9. 0Hz), 5. 73 (1H, d, J = 18Hz), 6. 68 (1H, dd, 
J = 9. 0, 18Hz), 6. 72-7. 00 ( 1 H, m) , 7. 45-7. 6 

0 (3H, m) , 7. 80 ( 1 H, m) , 8. 17 ( 1 H, m) , 8. 27 (1 
H, d, J = 7 . OHz), 11. 8 (1H, br). 

mass : 3 3 5 (M+ 1 ) + . 

Hjjjgj 3 9 9 

HJ6093 9 8 (Dik&VO 4 m g &m^X&2£&\3 iZ.mZXmmik&VO'Zfo?) 
ffijfc 3 m g %mtc 0 

1 H-NMR (DMSO-d 6 ) 
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0. 80-0. 90 (1 H, m), 1. 2 2 (3H, t , J = 7. 4Hz), 2. 
40-2. 50 (2H, m), 2. 58-2. 65 (1 H, m), 2. 62 (2 
H, q, J = 7. 4Hz), 3. 42-3. 50 (1 H, m), 3. 70-3. 
82 (1H, m), 4. 80 (1H, m), 6. 70 (1H, d, J = 9. OH 
z), 7. 46 (1H, t, J = 7. 0Hz), 7. 50-7. 60 (2H, m) , 
8. 04 (1H, d), 8. 30 (1H, d, J = 7 . 4 H z ) , 11. 9 (l 
H, b r ) . 

m a s s : 3 3 7 (M+ 1 ) + . 
gjjjlgjl 4 0 0 

CD 2-rir 5 y try v^-4 - *;^>i^f^x7f/n 9m g , 

i®3 S^SH" MJ7A7mg, 3 1 2mg, *25/i 1 RUffimO . 12m 

i Lfc t r ^mmm^ 1 «xlt 8 5 2 3 troti^ Lfc 0 

^^V^A^f^M, TO^«|tbfc 0 S^TLC (Me r c k A r 
t 5 7 4 4, ^PP^-^y-^ (2 0: 1) ) T'ffilL, @lft4^ LT 
jtfelft* 1 5 m g &ntLo 

(2) (1) <Z>fb^^ffiV^T»M3 9 8 {-3iCT50&£tTV\ SeH^^ 
£ tt e^te 2 m g £?#fc 0 
1 H-NMR (DMSO-d 6 ) 

0. 85-0. 92 (1 H, m), 2. 37—2. 47 (2H, m), 2. 55 
-2. 59 (1H, m) , 3. 43-3. 51 ( 1 H, m) , 3. 74-3. 8 
1 (1H, m) , 3. 9 7 (3H, s) , 4. 8 2 ( 1 H, m) , 5. 4 3 (1 
H, d, J = 10Hz), 5. 66 ( 1 H, dd, J = l. 0, 10Hz), 7. 
22-7. 32 (1 H, m), 7. 49 (1H, t, J = 7. 8Hz), 7. 5 
8 ( 1 H, m) , 8. 05 (1H, s), 8. 26 (1H, d, J = 8. 0Hz), 
8. 43 (1H, s), 11. 5 (1H, br). 
mass : 3 9 3 (M+ 1 ) + . 
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MMW 4 0 1 

mMM4 0 0 ©|b^ 2 m g 3 t$CX*If^l)T"fe5 6fi 

1 H-NMR (DMSO-d 6 ) 

0. 70-0. 80 ( 1 H, m) , 1. 2 5 (3H, t, J = 7 . 5Hz), 2 . 
30 — 2. 50 (2H, m), 2. 9 4 ( 2 H, q, J = 7. 5Hz), 3. 4 
1—3. 50 (1H, m), 3. 74 — 3. 82 (1 H, m), 3. 98 (3H, 
s) , 4. 24-4. 30 (1 H, m), 4. 78-4. 820 (1 H, m), 
7. 20 (1H, s) , 7. 4 3 -7. 6 0 (2H, m) , 7. 67-7. 76 

( 1 H, m) , 8. 17 (1H, s), 8. 26 (1H, d, J = 7 . 2 H z ) , 
11. 6 (1H, br) . 
mass : 3 9 5 (M+ 1 ) + . 

4 0 2 

t°y ^v^s 6m g ^\ mmmi is© (2) i^cT^jutt; 

^-efc§«fe^ 1 5 m g 3r#/c 0 
1 H-NMR (DMSO-d 6 ) 

1. 17 (1H, m), 2. 24-2. 40 (2H, m), 2. 52 (1H, m), 
3. 30 ( 1 H, m), 3. 54 (1H, m), 4. 87 (1H, dd, J = 5. 
0, 10Hz), 7. 18 (1H, t, J = 5. OHz), 7. 34 ( 1 H, d 
d, J=0. 9, 7. 8Hz) , 7. 49 ( 1 H, t, J = 7. 8Hz), 8. 
30 (1H, dd, J = 0. 9, 7. 8Hz) , 8. 71 ( 2 H, d, J = 5. 
OHz), 10. 4 (1H, s), 11. 6 (1H, s). 

mass : 3 1 0 (M+ 1 ) + . 

mMffl 4 0 3 

(1) 2-T^7-4, 6-^Pnt°j; v^l. Og, l-^/I/fc°^ 
^7 3 3mg, Mjxf^T^yi. 3ml^l-7'^wH 5mlOj| 
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8 o °c-e 2 2 mmmw Rj&fc&wm&* ^ * y -/^ 

(10 : 1) -eJBrJRU i/y*^(!7 3^/VC-2 0 0) LTiftii Lfc„ 

(2) (1) ©M^^/-/H8ml WU #%#!l3M*flCTBlft 
ft3 9 0mg Sr#fc 0 

(3) (2) «ft74mg^\ HJ60»Jl 18(7) (2) ^fpC-T^S-fk 
5 1 4 m g f#fc D 

1 H — NMR (CDC 1 a ) 

1. 27 (1H, m), 2. 35 (3H, m), 2. 34-2. 60 (7H, m), 
3. 42 (1H, m) , 3. 6 4-3. 8 0 (5H, m) , 4. 76 ( 1 H, d 
d, J = 5. 3, 11Hz), 5. 22 ( 1 H, d, J=6. 4Hz), 7. 3 
6 (1H, s) , 7. 45 (1H, t, J = 7. 7Hz) , 7. 52 ( 1 H, d 
d, J = l. 1, 7. 7Hz), 7. 94 (1H, d, J = 6. 4Hz), 8. 
26 (1H, dd, J = 1 . 1, 7. 7Hz), 11. 8 (1H, s). 
mass : 4 0 8 (M+ 1 ) + . 

MMM 4 0 4-4 0 5 

0 4^.U ? H»J4 0 5 (D\Y&miL, WfcmA 0 6 I^CTMLfco 
HjjfcM 4 0 4 

m a s s : 3 8 5 (M+ 1 ) + . 
MMM 4 0 5 

mass : 3 5 9 (M+ 1 ) + . 
ggjfcfll 4 0 6 
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(2) (1) (Dit^^m^\ WJl 2 9(liCt$lfMlrl#fc 0 
mass : 3 5 5 (M+ 1 ) + . 

^MM 4 0 7 

mass : 3 6 3 (M+ 1 ) + . 
1M4 0 8 

(1) mt&M4 0 6<D (1) <Dik&m&m\<\ ###ij3 (-2pCTS^^^#7c 0 

(2) (l) <7Mbl^£fflv\ MMMl I^CT«mft^fc 0 
mass : 3 5 7 (M+ 1 ) + . 

0 9 

(1) 2-^nn-3-^fng|f|3g, 75 7 vayii?xf;kx7f 
/^^^3. 47g, HOBT©l*fPt)2. 51 g> MJif;^7^3. 1 
1 m 1 &^^f;^;^7 5 K3 6m 1 (DU^^^tKI^ U WS CiMi&3. 
3 7 g ^P^T^ili-T 3 Bf^ii^b^io S^^r^^^/l-2 0 0ml X%?M 

9 g ^ 2 ^ B B H 0 . 8 9 5 g £:f#fc 0 

( 2 ) ( 1 ) T^#£>*Lfc 1 Hk^m 1 - 5 0g©^ ^/l^/W^dr > K (30m 

i ) mm&7k%>L, fcrnit-r v v <?j»2 3 omg^p^, 9 o°ci:-i o^mwi, 
re RfomzmamtT^^-v ^mm^Mx., mm^/^i 5 om 1 x^m 
li±&, mmmzftMLtz.c mmmn, mm-^mTkxm^^, mm.-*?**/ 



( 3 ) ( 2 ) -eft ^>tbfc*a^^ 16. 47g<^^i^ / —/vmn ( 6 0 0 m 1 ) 
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£ 1 0 0°C(ClMU 1 NTkmiti- h V 2 m 1 ?ri0x.t4 OftMW 

n-r (17=!— y/PC- 2 0 0 N ^drl^^-g^^^^/u (l : 1 ~3 : 

5) \Z.xmm\-^ =^^T/^5. 7 6g#7c„ 

(4) (3) <Dit&yo5. 76g^^^y-;l/ (90ml) *»L 
Itb 7K^b^!7^ h y7^3. 6 1 g^4[U{^^ltr^Bx., 5 0^$# 

-egfc}^ Lt, 6 3 . 4 8g#fe 0 

(5) (4) (Dit&mi. OOg, 5 ^y— /V6 5 Omg^^^f/W 
i»T 5 Kl 6ml cofE-g^i- t e r t -7>/^^^ ^vi^ a n '>7V1 . 5 0 g 

^DitiST' i B#r^ 2 5 ft&tw vtzoRitm^mm^/^ 2 0 0 m 1 t*#^ u 

( 6 ) ( 5 ) (Dm^m^m^:^^ / 1 0 0 m 1 i^fi? U ###J 3^1^ 

m<DR^n^tz. 0 &bt\,it.m&&&^~- 7^-^^ty»L, r^i. 

l 3 g £r#7c 0 

(7) ( 6 ) <D\\&m 1 . 1 3 g £ 2 -try v?y^/^=^7^ F6 5 Omg 
SrfflV^Tl^M 1 ©^l^fCT, BWft-a-* 1 • 4 8 g 2r$SigLfc„ 

(8) (7) (Dlt&mi. 4 8gO^^/-/U (3 0ml) ^i-^^ (4 
m 1 ) SrJD^.ttffl-e3 0^»L/t o #t ffl L^SfrSritffil U 7 h 7 t Kn7 
7 >-egfe^ LTSftJgffc£"*&«: 1 • 1 8 g 

1 H-NMR (DMSO-d 6 ) 

3. 62 (1H, dd, J = 5. 7Hz, 11Hz), 3. 94 ( 1 H, dd, 
J = 3 . 9Hz, 11Hz), 4. 75 (1H, m), 7. 09 (1H, m), 



WO 01/07411 



337 



PCT/JP00/04991 



7. 36 (2H, m) , 7. 44 ( 1 H, t, J = 7. 7Hz) , 7. 85 (l 
H, m) , 8. 14 (1H, d, J = 7 . 7Hz), 8. 31 (1H, m), 8. 
60 (1 H, s), 10. 18 (1H, s), 10. 9 2 (1H, s) . 
mass : 2 9 9 (M+ 1 ) + . 



jjjjfcjgj 4 10 — 413 

Hi&#ij4 i o^^lwm 1 3©{b^#?«,^»j4 i 4 \-mzxm&\^tz 0 

l o 

mass : 3 1 3 (M+ 1 ) + . 

mm$\4 1 1 

mass : 3 2 7 (M+ 1 ) + . 
MMffi\4 1 2 

mass : 3 4 1 (M+ 1 ) + . 
1 3 

mass : 3 5 5 (M+ 1 ) + . 
1 4 

(1) »J4 0 9© (6) 2 6 m g ^v?^ f ^*/^7 ^ K-f h 
7tKP7yy (1:1) (1ml) i^fi? U TklPHt-T- F^A5m g> JMb 

-^vV^ i 2 i ^n^r^a-e 3 0 ftMW ufc 0 £as$e£"> y t> ^f/^xmm u 

v-y ^^^^^rlT-^-^^^/i. (1:1) Tifc^LTCo ^^^«?r^^ 

(2) (1) (Dik^mt2-\i°y i/l/t>/Vy£~/\sTi/V%m^^XmM&\l<Djj 
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(3) (2) <Z>te£*&£r/B^T\ »J4 0 9© (8) t mmofrfo&ft^ \ 

mmit^^mn^B^ 2 5 m g =H#fc 0 

1 H-NMR (DMSO-d 6 ) 

3. 9 2-4. 0 0 (2H, m) , 4. 34 ( 1 H, d, J = llHz) , 4. 
58 (1H, t, J = 4. 5Hz), 5. 20 ( 1 H, d, J = 1 1 H z ) , 7. 
10 (1H, m), 7. 25-7. 38 (5H, m), 7. 43-7. 50 (3 
H, m) , 7. 8 6 (1H, m) , 8. 0 8 ( 1 H, m) , 8. 2 0 ( 1 H, m) , 
10. 2(1 H, s ) , 1 0. 5 ( 1 H, s). 
mass : 3 8 9 (M+ 1 ) + . 

4 15-423 

HffiW4 1 5t£\,^VnMM4 2 3<Dlk£-W0te,mMm4 1 4 {d^CTMitL/Co 

l 5 

mass : 3 3 8 (M+ 1 ) + . 



»J4 1 6 

mass : 3 5 5 (M+ 1 ) + . 
1 7 



mass : 3 6 9 (M+ 1 ) + . 
»|4 1 8 

mass : 3 7 5 (M+ 1 ) + . 
MMM4 1 9 

mass : 4 0 3 (M+ 1 ) + . 
MMffl 4 2 0 



mass : 4 0 9 (M+ 1 ) + . 
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jyjffy 4 2i 

m a s s : 3 9 5 (M+ 1 ) + . 

mmm 422 

mass : 3 7 9 (M+ 1 ) + . 



MMM 4 2 3 

mass : 3 8 1 (M+ 1 ) + . 



r MM 4 2 4-4 2 6 

mmm4 2 4^^mmm4 2 ec^a^MH 2 7^*pct®^l/c 0 

¥i\ 4 2 4 



m a s s : 2 9 7 (M+ 1 ) + . 



MM&l 4 2 5 

mass : 3 1 1 (M+ 1 ) 



ij 4 2 6 



mass : 3 3 9 (M+ 1 ) + . 



Mti&M 4 2 7 

(1) »|4 14©|t^^l lmg, fyif;V7^y4 0/i lMft 
^^y7M^;H0/i 1 ©i^^S?fi-C2 O^HM^LfCo DBU2 0// 1 £r 
^JPX.T^U-e 2 5^\ 8 0 °CT 14. 5 H#^Ji# L£l 0 Sf&^^iSf-iLt;/ 

y^^-eMiiL, v^y ^^f/^^^^^-mm^^/^ ci : d -egt#-Lfc 0 

m'mRrjmm^^^rXm^Lf^o ?|feTL C (Merck A r t 5 7 4 4 N 
^ T3 n^/l-A-^ — (2 0 : 1) ) g^b^#?6. 4 m g Sr# 
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(2) (1) <D4k&®&^? KP77>©MWI|L, 
m^m3 tmm<D5Lfc&ft^fc 0 #k*Lfcfi£j&4£>£TLC (Me r c k Ar 
t 5 7 4 4, ^ n natvl/A-.* ^7 — /I- (20:1)) "Cill, *)Bfk^*iJ 3 . 
8 m g £#fc 0 

1 H-NMR (DMSO-d 6 ) 

1. 45 (3H, d, J = 6. 6Hz), 4. 40 ( 1 H, d, J = 16Hz), 
4. 55 (1H, q, J = 6. 6Hz), 5. 08 ( 1 H, d, J = 16Hz), 
7. 02 (1H, ddd, J=0. 9, 5. 1, 7. 2Hz), 7. 24-7. 
39 (6H, m), 7. 42-7. 51 ( 2 H, m), 7. 75 (1H, ddd, 
J = 2. 1, 7. 2, 8. 7Hz) , 8. 13-8. 17 ( 2 H, m) , 9 . 7 

2 ( 1 H, s), 10. 73 ( 1 H, s). 
mass : 3 7 3 (M+ 1 ) + . 

MMM 4 2 8 

mmm4 2 scDit&mvz. mMW4 2 7^mcx^Lfc 0 

mass : 3 6 5 (M+ 1 ) + . 
"MMffl 4 2 9 

(1) 2-? uu-3-~ hn^lftl. 49g, W50/j1IW^ 
7 * /l^ 5 0ml (DUG-WO* 2 2 H^WaSSfc Lfc 0 fcfcWl&? & t* */^T«L, 

7k, fi&fn*fc!fc*-Cifei£&, fiMfc-^^s^Aftflk *iSLT»«ILfc„ 
1 . 5 6 g Sr#fc 0 

(2) (1) (Dft^ft 5 O m gSV7 h 7 Hi 7x-^7 7>f ^7 
H9mg^rf-7t Kn77^1ml »Lfc 0 flft^Srtfofc^ h9 7'^ 

(1 -3i h^v-t^/P) 7X7 9 /i 1 ^PX., SStl B#ffl, 5 0°C7?2B#P B ^ 

7J<7VW3\ ^^f-^-B^ggai^/u (3:1) "Cifcfr U «i«£i^-yrT$i 
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itfc„^^TLC(Me rck Art574 4 ^-g^m^/K 3 : 

1) ) -efjfMU l^atM»»5 3mgWc 0 

( 3 ) ( 2 ) <Dik&m 1 1 0 m g ? / — (2ml) 1 NTKH-fb**" 

7K4m 1 (d^?LT^^i/-egfer^L/c 0 7KjS^liltLTe^9 5 m g Ac„ 

(4) (3) (Dik&W0 4 5mgiT^!Jyi 8/i 1 ^fflV^T. 0 9 <D 

(l) £I^IS<£>RJ&<Htv\ S^^4 5m g #fc 0 

(5) (4) (D\Y&m± 5mg, ft*£&2 0 // 1 .Rtfoc * y 2 m 1 <DWL& 

^iat5 0»tfc o Rjfc«t«r*»u '&btitimfc&? 

m^^/ls (3:1) -C^jfi-LfCo gfcfl££:T LC (Merck Art 5 7 4 4, 

^^■^■^-mm^^ (3:D) -xsmmv, g#j^m/c 0 

(6) (5) (Dit^-mRXlYV^/^^^^d, 0 n 1 DP*;^fI^7k 
#U =7 5/ft^^ix-f«2 3 1 ^HXL-C^?&-C2B#rHl4 5 ftWW L 
fc 0 SJ^M^T L C (Merck A r t 5 7 4 4 , ^3r1^ ^-g^^n^vl^ (3 : 
1) ) glft#j£*#fc 0 

(7) (e) (D\\L^m?£^5 ;-Mz.mm u #«j3 ^ma»^^ffofc 0 

( 8 ) ( 7 ) (Dik&yv 7 m g ^."0? 2 - fc° y i/^DjVif,=->VT i? K 1 2 m g £/B 
V^T^»iJl(^^-|fe^^CT,^^fTofc 0 |a^^^TLC (Me rck A 
r 1 5 7 4 4, ^de-^-g^oi^vV (l : 1) ) TltM U ^Sfb^4mg 

1 H-NMR (DMSO-d 6 ) 

1. 43 (3H, d, J = 6. 6Hz), 5. 60 ( 1 H, q, J = 6. 6Hz), 
7. 05 (1H, m) , 7. 2 4-7. 3 3 ( 2 H, m) , 7. 46-7. 57 
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(4H, m) , 7. 6 8- 7. 8 2 ( 2 H, m) , 8. 2 8-8. 3 3 ( 2 H, 
m), 9. 92 (1H, s), 11. 3 (1H, s). 
m a s s : 3 5 9 (M+ 1 ) + . 

Ili 4 3 0 

mmM4 3 ocDit&m^ mmM4 3 1 i-mcxmrnvt^ 

m a s s : 3 3 9 (M+ 1 ) + . 

mmm 431 

(9) (8) ©jMl 2mgW/Pt°ty7;l'ft F^^xf^rt^- 
JV\ 0 0 n 1 ^^pp*;^-t h7tFP77V (1 : l) 2ml i^^b, 

= 7 o m i s^n^r i 2 o°c~e 6 mmmw I, fr 0 zfn 

\?ar^T tv^rM Ko^xf;i/7t^^5 o ii i ^ii^jnbi 2 o°c-C3B#p B ^ rf 

af^-^T/V^ t KcOv'^^/^Tir^— /i^2 0 0 ^ 1 ^il^PLl 2 0°ce2. 5 
B#PBlit^ Lfc 0 Si^M^T L C (Merck Ar t 5 7 4 4, ^nn -fcjVJ* - 
7L?;-JV (10:1)) till, *^b^2. 3mg?r#fc 0 
1 H — NM R (DMSO-d 6 ) 

0. 98 (3H, t, J = 7. 0Hz) , 1. 75 ( 2 H, m) , 3. 19 (l 
H, t, J = 1 0Hz) , 4. 49 (1H, t, J = 1 0Hz) , 5. 18 (2 
H, m) , 7. 05 (1H, m) , 7. 3 5-7. 5 8 (3H, m) , 7. 78 
( 1 H, m) , 8 . 2 9 ( 2 H, m) , 9 . 8 8 ( 1 H, s ) , 10. 8 ( 1 H, 

s) . 

mass : 3 3 9 (M+ 1 ) + . 

Hjifcffil 4 3 2-4 3 7 

ll«4 3 2 3fel^LHJfe0lj4 3 7 (Dft&m^WfcM* 3 1 fdJp CT®G£ Lifco 
ggfl&fljU 3 2 

mass : 3 8 7 (M+ 1 ) + . 
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mmm 433 

m a s s : 3 4 1 (M+ 1 ) + . 
jjj 4 3 4 

m a s s : 3 1 1 (M+ 1 ) + . 
3 5 



mass : 4 1 7 (M+ 1 ) + . 



ij4 3 6 



mass : 4 1 7 (M+ 1 ) 



MMM 4 3 7 

mass : 4 1 7 (M+ 1 ) + . 



3 8 

(1) 3 -~ ha Z7^/Wf ^ K2. OOg, x^y^8 0 0H^^t 



(2) (1) (Dit^^)2. llg^?y^-ff7tKP77y(l:4) 
5 0ml Idfg^L- 1 5°C(d^iPLfc^r^,— , MJ!)A360 



(3) (2) (Dit&Ml 2 0mg^V^T##i3 £ |5j«tf>£0££tTV\ @W 
^ 7 0 m g £f#7c 0 



( 4 ) ( 3 ) (Dit^m 7 0 m g ^.U? 2 - t° y i^^/U/fc/VT v 5 K 6 5 m g &r 
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1 H — NMR (DMSO-d 6 ) 

1. 2 5 (3H, t, J = 7. 2Hz) , 3. 42 (1H, m), 3. 71 (l 

H, m), 6. 00 (1H, d, J = 9 . 0Hz), 6. 63 (1H, d, J = 
9. 0Hz) , 7. 10 (1H, ddd, J = l. 0, 5. 0, 7. OHz) , 
7. 30 (1H, d, J = 7. 5Hz), 7. 37 (1H, dd, J = l. 0, 
7. OHz), 7. 54 (1H, t, J = 7. 5Hz), 7. 82 (1H, dd 
d, J = 2. 1, 7. 0, 7. 5Hz) , 8. 3 6-8. 3 9 (2H, m) , 9. 
98 (1H, s), 11. 7 (1H, s ) . 

mass : 3 1 3 (M+ 1 ) + . 

3 9 

mass : 3 2 7 (M+ 1 ) + . 
MMM 4 4 0 

Mtifa&lA 3 S<Dit^mi 3 m g ^x^y-/V2m 1 i^^?L, p- b/I^n^;* 

1*.%^ ic-y-^mm^^xw&M* btsif^ 7 . 3 m g £#/c 0 

1 H — NMR (DMSO-d 6 ) 

I. 01 (3H, J = 6. 9Hz), 1. 20 (3H, t, J = 7. 1Hz), 
2. 8 5 (1H, m) , 2. 6 0 ( 1 H, m) , 3. 2 5 ( 1 H, m) , 3. 6 
4 (1H, m) , 6. 15 (1H. s) , 7. 04 ( 1 H, dd, J = 5. 4, 

6. 6Hz) , 7. 21 (1H, d, J = 8. OHz) , 7. 36 ( 1 H, d, 
J = 7. 2Hz) , 7. 53 (1H, t, J = 8. OHz) , 7. 77 ( 1 H, 
ddd, J = 2. 1, 6. 6, 7. 2Hz), 8. 28 ( 1 H, dd, J = 2. 

7, 5. 4Hz) , 8. 36 ( 1 H, d, J = 8. OHz) , 9. 97 ( 1 H, 
s), 11. 8 (1H, s). 

m a s s : 3 4 1 (M+ 1 ) + . 
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ggflfeffij 4 4 1 -4 4 8 

mmm 441 

mass : 3 5 5 (M+ 1 ) + . 
MtifcM 4 4 2 



m a s s : 3 6 9 (M+ 1 ) + . 



14 4 3 



mass : 3 6 9 (M+ 1 ) + . 
"^Mffl 4 4 4 

m a s s : 3 8 3 (M+ 1 ) + . 

mmm 445 

m a s s : 3 6 7 (M+ 1 ) + . 
MMM 4 4 6 

mass : 3 9 5 (M+ 1 ) + . 
HjfeM 4 4 7 

mass : 3 8 1 (M+ 1 ) + . 
MMM 4 4 8 

mass : 4 0 3 (M+ 1 ) + . 
MMM 4 4 9 

(l) (l) 3--hn7^;K5 K2. 0 2g, i/W^i/? 
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2 Om 1 £fflV^TH«ij5 6fcl2pCT\ g#Hb#^2. 2 7g^#fc 0 

(2) (1) <Dit&M2. 2 7g^ffl^T»j4 3 8© (2) fclifS DTK/ft 
3ffTV\ g^#ll. 4 2 9 g» 

(3) (2) (Dit&ms 2 7mg?rl^T^iM4 4 0 l£ipCTKJtf?«:fTV\ 
SJCS^e £ »*& L T ^ <£> * * #: i-ffiffl L fc Q 

(4) o) <D\\L-&m*m^x&nmz tmm<DRft^n^\ s^7 7 2m 
g £#fco 

( 5 ) ( 4 ) (Dik&m 7 7 2 m g 2 - fc° V *J^ti;Vi$— ;VT *J K 6 0 0 m 
gSrfflV>T3IJS^Jl (D^mi^mCX. Stilted 4 4 8mg^#fc 0 
1 H-NMR (DMSO-d 6 ) 

1. 52 <8H, m> , 2. 81 <3H, s> , 4. 21 ( 1 H, m) , 6 . 2 
4 (1H, s), 7. 04 (1H, ddd, J = l. 0, 5. 0, 7. 5Hz), 
7. 23 (1H, d, J = 7. 5Hz) , 7. 34 ( 1 H, dd, J = l. 0, 

7. 0Hz) , 7. 52 (1H, t, J = 7. 5Hz) , 7. 76 ( 1 H, m) , 

8. 24 ( 1 H, m) , 8. 34 ( 1 H, m) , 9. 95 (1H, s ) , 11. 
6 ( 1 H, s ) . 

mass : 3 3 5 (M — M e OH) + . 
Hjjjgj 4 5 0 

4 9cofb^4^^2 5mg^x^y-/H^L > HWJ4 4 OlcJpC. 
TS/£&m\ «M^I:18mg#fc 0 
'H-NMR (DMSO-d 6 ) 

0. 99 (3H, t, J = 7. 5Hz> , 1. 5 5- 2. 0 0 <8H, m> , 2. 
78 (1H, m), 3. 12 (1H, m), 4. 22 (1H, m), 6. 21 (1 
H, s) , 7. 04 (1H, ddd, J = l. 0, 5. 0, 7. 5Hz) , 7. 
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20 (1H, d, J = 7. 5Hz) , 7. 33 (1H, d, J = 7. 0Hz) , 
7. 51 (1H, t, J = 7. 5Hz), 7. 77 ( 1 H, m) , 8. 27 (1 

H, m) , 8. 37 (1H, d, J = 7. 5Hz), 9. 96 (lH, s) , 1 

I . 8 ( 1 H, s ) . 

m a s s : 3 8 1 (M+ 1 ) + . 

HjfeM 4 5 1 -4 6 6 

mmm4 5 1 ^lh»i|4 6 6(Dit&m-±.mnm4 6 7^^DTM3gL/co 

5 1 

1 H — NMR (DMSO-d 6 ) 

1. 55-1. 99 (1 4 H, m), 4. 30 (lH, m), 4. 45 (2H, 
s), 7. 03 (1H, m), 7. 32-7. 50 (3H, m), 7. 76 (l 

H, m), 8. 15 (1H, d, J = 7. 8Hz), 8. 28 (lH, m), 9. 
7 3 ( 1 H, s), 10. 7(1H, br). 

mass : 3 7 9 (M+ 1 ) + . 

5 2 

1 H — NMR (DMSO-d 6 ) 

I. 10 — 1. 70 (12 H, m), 1. 95 (lH, m), 3. 38 ( 2 H, 
d, J = 7. 8Hz), 4. 47 (2H, s), 7. 05 (2H, m), 7. 3 
3-7. 51 (3H, m) , 7. 78 ( 1 H, m) , 8. 08 ( 1 H, d, J = 
7. 5Hz) , 9. 75 (1H, s) , 10. 8 ( 1 H, br) . 

mass : 3 7 9 (M+ 1 ) + . 

MMM 4 5 3 

1 H — NMR (DMSO-d 6 ) 

1. 10-1. 25 (4 H, m) , 1. 79-1. 92 (4 H, m) , 2. 10 
-2. 22 (4H, m), 4. 12 (lH, m), 4. 45 (2H, s), 7. 
05 (1H, m) , 7. 3 3 - 7. 5 7 (3 H, m) , 7. 78 ( 1 H, m) , 
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8. 18 (1H, d, J = 7. 5Hz), 8. 28 ( 1 H, d , J = 2. 1Hz), 

9. 69 ( 1 H, s), 10. 6 (1H, br). 



)\4 5 4 



mass : 4 1 9 (M+ 1 ) + . 



r MM4 5 5 



mass : 4 1 9 (M+ 1 ) 



ij4 5 6 



mass : 2 8 3 (M+ 1 ) + . 



■MM 4 5 7 



m a s s : 2 9 7 (M+ 1 ) + . 



mm 4 5 8 



mass : 3 1 1 (M+ 1 ) + . 



T MM 4 5 9 



mass : 3 1 1 (M+ 1 ) + . 



T MM 4 6 0 



mass : 3 2 3 (M+ 1 ) 



r MMA 6 1 



mass : 3 3 7 (M+ 1 ) + . 



MMM 4 6 2 

mass : 3 2 7 (M+ 1 ) + . 
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1 H — NMR (DMSO-d 6 ) 

3. 62 (2H, t, J = 7. 5Hz) , 3. 91 (3H, s) , 4. 34 (2 
H, t, J = 7. 5 Hz) , 4. 60 (2H, s), 7. 02 (1H, m) , 7. 
38-7. 51 (3H, m) , 7. 99 (1H, m) , 8. 20 ( 1 H, d, J 
= 7. 8Hz), 8. 39 (1H, d, J = 2. 1Hz), 9. 80 ( 1 H, s), 
11. 0 ( 1 H, b r ) . 

MMffl 4 6 4 

mass : 3 3 1 (M+ 1 ) + . 

6 5 

m a s s : 3 3 7 (M+ 1 ) + . 

mmm 4 6 6 

mass : 3 3 7 (M+ 1 ) + . 
HffifllU 6 7 

(1) ilM4 4 90 (2) <Dit<&m 2 0 m g % 2 0 %7K8Hb'*7 A-^ 
2 0 m g , ^ ? 7 — /V 1 m 1 S.t>^ h7t Kn77^1ml (DU&m&fr 

fco »TLC (Merck Art 5 74 4,^ pp^/PA-^^y^/i/ ( l 
9:1)) L, l»«5mg £f#fc 0 

(2) (1) <£>ffc-^5mg£fflV\ llilWCTSmiJtfeSii 
2 m g &mfc 0 

m a s s : 3 3 7 (M+ 1 ) + . 
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MM®\ 4 6 8 

mmw4 6 8(Dik&m-z. mmm4 6 7 ^mcxm^^o 

mass : 3 3 9 (M+ 1 ) + . 

^MM 4 6 9-492 

MMM4 6 9#^LH«iJ4 9 2coik&m^MMM4 9 3 };i*PCTMi£Lfc 0 
^MJ4 6 9 



mass : 3 6 5 (M+ 1 ) + . 



i!4 7 0 



mass : 3 6 9 (M+ 1 ) + . 
^Mffl4 7 1 

m a s s : 3 8 7 (M+ 1 ) + . 

MMffl 4 7 2 

mass : 4 0 1 (M+ 1 ) + . 

HfifeffiJ 4 7 3 

mass : 4 0 7 (M+ 1 ) + . 

mmm 47 a 

mass : 4 0 1 (M+ 1 ) + . 
MMM 4 7 5 

mass : 3 7 9 (M+ 1 ) + . 
MMfi'] 4 7 6 

mass : 3 9 1 (M+ 1 ) + . 
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MMM 4 7 7 

m a s s : 3 2 5 (M+ 1 ) + . 



mm 4 7 8 



m a s s : 3 3 9 (M+ 1 ) + . 



mm 479 



mass : 3 5 3 (M+ 1 ) + . 



'MM 4 8 0 



mass : 3 5 3 (M+ 1 ) + . 



i|4 8 1 



mass : 4 0 1 (M+ 1 ) +. 

mmm 4 8 2 

m a s s : 3 3 9 (M+ 1 ) + . 



0 4 8 3 



mass : 4 6 1 (M+ 1 ) 



mm 4 8 4 



mass : 3 5 3 (M+ 1 ) + . 



mm 4 8 5 



m a s s : 3 6 7 (M+ 1 ) 



mm 4 8 6 
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mass : 3 6 7 (M+ 1 ) 



mm 4 8 7 



mass : 3 6 7 (M+ 1 ) + . 



T MM 4 8 8 



mass : 3 6 7 (M+ 1 ) 



r MM4 8 9 



mass : 3 6 7 (M+ 1 ) + . 



'MM 4 9 0 



mass : 3 8 7 (M+ 1 ) 



r M&\4 9 1 



mass : 4 0 1 (M+ 1 ) + . 



9 2 

mass : 3 7 9 (M+ 1 ) + . 



MMM 4 9 3 

(1) 3-^hn7^;^i7KHl2 5g<Z)ff7tKD77^ (2. 5L) 

mm&- 7 8°ci^ij]b, 7kmik*vm-r h v ^4 s. s g ^M, i0#fmjg 

-g^^^/v (2:1) (-T»^L, lWtl8 8. 4 g £r#fc 0 



(2) (1) ©ft^2 0 0mg, 3-T^y-l-7n^7^9 0mg, 
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lflfeiggftLfco SJ&SJc&ir^ hTitii&U tt^Srftlg^. »TLC (Me 
rch A r t 5 7 4 4, V - g^oi ^/^ (1:1)) TftM U S#J#J 

1 8 0 m g Sr#fCo 

(3) (2) ©ft^ftl8 0mgSrfflV\ 3 |£i|£ DT S W4» 1 3 9 m g 

(4) (3) ©|b^3 0mg^V\ MMll:iCTSmtl3 6mg 
'H-NMR (DMSO-d 6 ) 

1. 5 0-4. 3 0 (6H, m) , 5. 86 ( 1 H, s), 7. 05 ( 1 H, t, 
J = 5. OHz), 7. 19 (1H, d, J = 8. OHz), 7. 36 ( 1 H, 
d, J = 6. OHz) , 7. 53 ( 1 H, t, J = 8. OHz) , 7. 78 (l 

H, t, J=8. OHz) , 8. 32 ( 1 H, d, J = 5. OHz) , 8. 38 
(1H, d, J =8. OHz), 9. 99 (1H, s). 

m a s s : 3 2 5 (M+ 1 ) + . 

mmm 4 9 a - mmm 502 

MMM4 9 4/£^L^iM5 0 2 (Dfc&mx.nMM* 9 3 ^^CT^Lfc 0 

^mm 494 

m a s s : 3 3 9 (M+ 1 ) + . 
MMM 4 9 5 

mass : 3 4 1 (M+ 1 ) + . 



MMM 4 9 6 

m a s s : 3 4 1 (M+ 1 ) + . 
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9 7 

mass : 3 4 0 (M+ 1 ) 



MMM 4 9 8 

m a s s : 3 2 5 (M+ 1 ) + . 



[fei4 9 9 



mass : 3 3 9 (M+ 1 ) + . 



IMM 5 0 0 



mass : 3 8 7 (M+ 1 ) 



iMffl 5 0 1 



mass : 3 9 9 (M+ 1 ) + . 



T MM 5 0 2 



mass : 3 6 9 (M+ 1 ) + . 
MMW 5 0 3-530 

mmm 503 

mass : 4 9 8 (M+ 1 ) + . 
jji 5 0 4 

mass : 5 4 6 (M+ 1 ) + . 



%Mm 5 0 5 

mass : 5 5 8 (M+ 1 ) + . 



WO 01/07411 PCT/JP00/04991 

355 



MMM 5 0 6 

m a s s : 5 2 8 (M+ 1 ) + . 



T MM 5 0 7 



m a s s : 5 2 4 (M+ 1 ) + . 



mm 5 0 8 



m a s s : 5 2 8 (M+ 1 ) + . 



ij 5 0 9 



m a s s : 5 4 6 (M+ 1 ) + . 



r MM 5 10 



mass : 5 6 0 (M+ 1 ) + . 



mm 5ii 



m a s s : 5 6 6 (M+ 1 ) + . 



r MM 5 12 



mass : 5 6 0 (M+ 1 ) + . 



r (j5 1 3 



m a s s : 5 3 8 (M+ 1 ) + . 



T MM 5 1 4 



m a s s : 5 5 0 (M+ 1 ) + . 



MMM 5 15 

mass : 4 8 4 (M+ 1 ) + . 
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MMM 5 16 

m a s s : 5 6 0 (M+ 1 ) + . 



mm 517 



mass : 4 9 8 (M+ 1 ) + . 



ij 5 1 8 



m a s s : 5 1 2 (M+ 1 ) 



mm 519 



m a s s : 5 1 2 (M+ 1 ) + . 



T MM 5 2 0 



mass : 5 6 0 (M+ 1 ) + . 



r MM 5 2 1 



mass : 5 1 2 (M+ 1 ) +. 
jij 5 2 2 

m a s s : 5 2 6 (M+ 1 ) + . 



1J5 2 3 



mass : 5 2 6 (M+ 1 ) + . 



; J5 2 4 



mass : 5 2 6 (M+ 1 ) + . 



T MM 5 2 5 
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m a s s : 5 2 6 (M+ 1 ) + . 



ij 5 2 6 



m a s s : 5 2 6 (M+ 1 ) + . 



tm 5 2 7 



m a s s : 5 4 6 (M+ 1 ) 



+ 



MMM 5 2 8 

m a s s : 5 6 0 (M+ 1 ) + . 



mm 529 



m a s s : 5 3 8 (M+ 1 ) + . 



MMM 5 3 0 

m a s s : 5 9 9 (M+ 1 ) + . 



MMM 5 3 1 

( 1 ) t°3|J 1 5 0 g , i?* f^^^AT 5 K 2 0 m 1 RXFMik^^-— A- 

5 0 0ml <r>m&m* 100 °cc i B#r^ii^ L7c Q S*£S*«t o °c\z.^m U ^ ^ 

mmvfr 0 ii^y^W7A^n^ (!73-^c- 100, 

^^y-ls-gm^^ (2 : 1-1 : 1) ) lutilL, SWftl 4 8 g £rf#fc 0 



(2) (1) (Dik&VM 8 g&t» y ^t^/^X3 5 g Srffl^titW 
4 2 9© (2) ^2pCTS^^rtfV\ i«lfel6gSr#fc. 

(3) (2) (Dit&mi 6 g£fflV\ HW(J3 0 Ol^Ctg^l 9. 7g 
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(4) (3) (DfMl9. 7g^fflV\ #%^|J5(D (l) , (2) {Cl2pCT 

14. i g %mz 0 

1 H-NMR (CDC 1 3 ) 

1. 85 (1H, m) , 2. 3 0-2. 9 0 (5H, m) , 3. 48 ( 1 H, q 
uintet, J = 7. 0Hz), 3. 68 (2H, d, J = 7. 0Hz), 7. 

2 0- 7. 4 0 (5H, m) , 7. 45 (1H, d , J=8. 0Hz) , 8. 0 
9 (1H, s) , 8. 59 (1H, d, J = 8. 0Hz). 

( 5 ) ( 4 ) (D\^m 5 O m g RUMMM 4 9 3© ( 3 ) <D\\L^^ 3 0 m g £r 

mmm 1 cx^iia^m 1 m g *m^ 0 

'H-NMR (CDC 1 3 ) 

1. 60-4. 60 (15 H, m) , 5. 69 (1H, s), 6. 83 (1H, 
s ) , 6. 91 (1H, d, J = 5. OHz), 7. 20-7. 60 (6H, m), 
8. 13 (1H, d, J = 5. OHz), 8. 45 (1H, d, J = 5. OHz), 
8 . 7 7 ( 1 H, s ) . 
mass : 4 8 4 (M+ 1 ) + . 

MMffl 5 3 2 

mn&M5 3 2<Dit^n, mmm5 3 1 \z.m^xmmvt- 0 

mass : 4 9 8 (M+ 1 ) + . 
MMffl 5 3 3 

(1) 3--hn7^;W;K2. 0 0g^4-tKn^-2-7^yy 
1. 3 7g»\ »4 3 8<Z) (1) , (2) id^pCTS^l. 7 8 g £r 

(2) (1) (Dit^^dl. 7 8g, *Udfa7— >~^3A^5g, bV 7 



WO 01/07411 



359 



PCT/JP00/04991 



/^ng^il m 1 h^t KP77^25ml COU^^d & 1 0 0°C-eiBfcj* 

n-^ h/ 7 7 ^ — 0 0, ^dri7-V-^^^^7^ (1:1)) 

tttlL, I«)ft9 6 3mg^|fc 0 

( 3 ) ( 2 ) 9 6 3 m g 3 {iSp CX S ^ 6 8 0 m g £r#fc 0 

(4) (3) ©M30mg^V\ Mil (CpCXlSM^^2 8 m g 

1 H-NMR (DMSO-d 6 ) 

I. 16 (3H, d, J = 7. OHz), 1. 70-4. 30 ( 5 H, m) , 5. 
95 (1H, s) , 6. 9 0-8. 7 0 ( 7 H, m) , 10. 0 ( 1 H, s) , 

II. 6 ( 1 H, b r ) . 

m a s s : 3 3 9 (M + 1 ) + . 



gyjjgj 5 3 4 

mass : 3 5 3 (M+ 1 ) + . 



T MM 5 3 5 



mass : 3 3 9 (M+ 1 ) + . 



T MM 5 3 6 



m a s s : 3 5 3 (M+ 1 ) + . 



MMffl 5 3 7 

m a s s : 3 5 3 (M + 1 ) + . 



MMM 5 3 8 

m a s s : 3 6 7 (M+ 1 ) + . 
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jfeW 5 3 9 

(1) MMM4 9 3CD (3) <D{k&yol. 70g, (Boc) 2 0 5. 5 0g, 
4 -v'^f/VT ^ / t°y v?^3 . 0 0 gSU^f h^t Fn77y40ml <£>*1-^ 

"7^4— (17=i— /f/uc- 3 0 0, ^^rif g^^n^/P (1 0 : 1~5 : l) ) 
i-Tffi®! U g ^ 2 . 5 6 g £#fc 0 

(2) (1) (Dit&ms 0 OmgcD^ b^t Kn77>" (25ml) ~ 
©Tf7tKP77^« (1. OM) 3. 6ml^Pi, ^{^fi^T'fig 

L7c 0 ^jiESrvy tif^x o-v h^^^^r— (i7 y/^c- 3 0 0 % ^ 

de^V-g^^^/V (10:1)) tTHSL, |Wft4 84mg^|fe 0 

(3) (2) ^*4 8 4rag, h V ^/l^J-n g^ 4 m 1 #XM< 0 . 4ml 

n-v h^^:7>f — (y3-^;vc-3 0 0, ^3r1^ — g^ai^/i. (10:1)) 
tZTmmi^ l^2 4 9mg^fc 0 

(4) (3) ©{t^5 0mg^V\ WJl|r?pCt*M^4 8mg 
1 H-NMR (DMSO-d 6 ) 

0. 61 (1H, m) , 0. 63 (3H, t, J = 7. 0Hz) , 1. 00 — 3. 
80 (8H, m), 3. 95 (1H, brd, J = 1 1 H z ) , 4. 18 (1H, 
brd, J = 1 1 H z) , 4. 39 (1H, dt, J = 2. 0, 11Hz), 7. 
00-7. 20 (2H, m), 7. 37 (1H, d, J = 7. 0Hz), 7. 5 
0 (1H, t, J = 8. 0Hz) , 7. 78 ( 1 H, t, J = 8. 0Hz) , 8. 
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23 (1H, d, J = 5. 0Hz) , 8. 38 ( 1 H, d, J = 8. 0Hz) , 
10. 0 (1H, s), 11. 8 (1H, br). 
m a s s : 3 8 1 (M+ 1 ) + . 

igMM 5 4 0 

mmms a 0 <ott&®\^ mmms a 1 izmzxm&^o 

mass : 4 9 8 (M+ 1 ) + . 

mmm 541 

rnt&M 533© ( 3 ) fc&yo 3 0 m g RifmMM 5310 ( a ) <D\^m 5 0 

m g £fflV\ 1 ^CTlMfcl^#5 4 8 m g £#fc c 

1 H-NMR (DMSO-d 6 ) 

1. 17 (3H, d, J = 7. OHz) , 1. 2 0-2. 9 0 ( 1 0 H, m) , 
3. 66 (2H, s) , 4. 21 (2H, m) , 5. 94 ( 1 H, s) , 7. 0 
4 (1H, d, J = 5. OHz) , 7. 1 8 ( 1 H, s) , 7. 20-7. 40 
(6H, m), 7. 56 ( 1 H, t, J = 8. OHz), 8. 22 (1H, d, 
J = 5. OHz) , 8. 45 (1H, d, J = 8. OHz) , 9. 96 ( 1 H, 
s), 11. 7 (1H, br). 
mass : 4 9 8 (M+ 1 ) + . 

mMM 5 4 2-545 

»j5 4 2/^bn«!j5 4 5(Dit^<mn,mmm5 a n^mcxmrnL-r^o 

mMM 5 4 2 

m a s s : 5 1 2 (M+ 1 ) + . 
HjrfcffiJ 5 4 3 

m a s s : 5 1 2 (M+ 1 ) + . 



MM 5 4 4 
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m a s s : 5 1 2 (M+ 1 ) + . 
HflEflll 5 4 5 

m a s s : 5 2 6 (M+ 1 ) + . 
Hjjffjj 5 4 6 

(1) 2-^on-3-=hn$|f»io. 1 g RXJ t K7 v 5 ^ 1 Tkfn^ 4 . 
8 5ml «r/BV\ Hffi^iJ 1 21© (1) |:lpCtSWft9. 0 0 g^#fc 0 

(2) (1) <Dik&V0 9. 0 0 g(D=c? SSls (1 mWi&m^tp. 15 0°C 
5 . 0 0 g £r#fc 0 

(3) (2) ©fb^4 0mg, 1, 4 -v^a— K^^>-2 9 /z 1 Sl^v 5 ^^ 
/I^/l^T U'lml £>il£^£r l 5 B#ffligifft Lfc c ^»£^{-M LTg^Sfe 

flfeSL 4SiS, it^Sr^HLfco M^TLC (Merch Art 5 74 4, ^ 
df-p-^-g^m^/i. (1:2)) Ttlt^ l^4 4mg^fc 0 

(4) (3) Ofb^4 9mg^fflV\ 3 M3fS CT g #J#3 2 5 m g 

t'o 

(5) (4) ©fb^«2 5mgSrffiV\ HJfcM 1 l-Sp CtMh^ffcS S 
1 H — NMR (DMSO— d 6 ) 

1. 65-1. 78 (2H, m), 1. 88-2. 11 (2H, m) , 3. 39 
-3. 50 (2H, m), 3. 80-3. 96 (2H, m), 7. 00-7. 1 
3 (1H, m), 7. 20-7. 39 (2H, m), 7. 40-7. 49 (1 H, 
m), 7. 75-7. 85 ( 1 H, m) , 8. 15-8. 22 ( 1 H, m) , 8. 
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3 2 (1H, s), 9. 93 (1H, s), 11. 1 (1H, s). 
m a s s : 3 2 4 (M+ 1 ) + . 

Hflfcgt] 5 4 7 

mm.M5 4 6(D (2) <D{k&V0RXfil, 3 - v?3- K/n/^y^^, -mmm 

5 4 6® o) a>e> (5) \z:mcxmm4k&h'v$>&&&mfc&nito 

1 H — NMR (DMSO— d 6 ) 

2. 49 (2H, m) , 3. 55-3. 71 ( 2 H, m) , 3. 71-3. 81 
(2H, m) , 7. 01-7. 10 ( 1 H, m) , 7. 18-7. 22 ( 1 H, 

m), 7. 28-7. 40 (2H, m), 7. 76-7. 82 ( 1 H, m) , 8. 
08-8. 35 (2H, m) , 9. 97 (1H, s), 11. 1 (1H, s). 

mti&M 5 4 8 

(1) ^!)3-7i#if/n7f;V9. 6 4 g , Jfrfb4 

3. 2 m 1 % 7K*fb^ h y ^ 3 . 8 9gS^fMM7;F2 0 0ml 
©ig^Sr 0 °CT? 1 mm.W Lfc 0 R^«4rftife^^^-C*JRL, 7k> fiSfnt&Sft* 

*7A^nvl«/77>f- (!73-y^C-2O0, i^^ — i£g^n^/P (2 

0:1)) T?ttJ»U Iftftie. 0g^#fc o 

(2) T-fe h — h y/V-4. 11ml COT F7tFP77V (400ml) 
£-7 8°Cf^£PU n-7'f;HJf)i»©^ =^-tf-^fi£ (1 . 6M) (46. 
3ml) %M7Lt'b ^-5— x (1) (D4k&Wl 6. 0 gfT)-^ h7t KD77V (l 

5 0mi) mm^m^, - 7 s°c^hmu.^xum^±.^x^ mw&m&tziz 
xm.w\^t- 0 Rj&m\z&&tia%.. 1 Nm.mxmmz.'Lf^, mm^/^xmm\^ 

tc Q WH®}-^ /— ;V2 0 0 m 1 ^1]Wk.fzt ^-5^, t K7 v 5 ^ 1 7K?P^2 0 
mlttU, lBfeiSiffcLfco RJSJRSriMiU »gS:V!J*W7A^Pv 
h/77>f- (!73-^>C- 2 0 0, ^nD*/l/A-^y^ (98:2)) 

-efiflRU I«ii3. 9 g ^#fc 0 
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(3) (2) (Dit&yol 3. 9 g> (Boc) 2 015. 1ml, TkjpHb^ b 
y^2. 6 2 5 F3 0 0ml <^^£J^3|SftfS^-r 

/n?ttffiL^c 0 W^S^^p^7k^i5fe#La^^v' f >^^;M, Mil, m 

Wi&mmvtio Mlri/^W7A^nvb/77^- (y^-^C-2 

0 0 N ^drl^-^-i^^^-/^ (10:1 — 1:1)) t»lL, g 7 . 3 2 
g 

(4) (3) <Z)<b^7. 3 2gSrfflV\ (2) H!pCTIW 
#>4. 1 6 g %mt'o 

(5) (4) (Dit^A. 16g, 10%Pd-ffll3g, ^^7— /V- 
7h7tFP77y (1 : 1) 14 0ml ©iE^^TKillTt 5 0°C, 3 0# 

7A^av YVy? 4 — (I7=i— y/I^C— 3 0 0^ pd$M-^ ^ 7 — ( 9 
8 : 2-8 0 : 2 0) ) "CM®! U Boc» (A) 6 0 2mgS«» 
|5 9 3mg 3r*#fc 0 

1 H-NMR (DMSO— d 6 ) 

0. 98-1. 18 (1H, m) , 2. 20-2. 41 (2H, m), 2. 60 
-2. 78 (1H, m), 3. 03-3. 60 (2H, m), 4. 44 (2H, 
d, J = 5. 5Hz), 4. 61-4. 79 ( 1 H, m) , 5. 29 (1H, t, 
J = 5. 5Hz), 6. 00 (1H, s) , 7. 26 (1H, d, J = 6. 7H 
z), 7. 42 (1H, dd, J = 6. 7, 7. 9Hz), 8. 27 ( 1 H, d, 
J = 7. 9Hz), 9. 41 (1H, s ) , 12. 3 (1H, s). 
mass : 3 2 8 (M+ 1 ) + . 

MMffl 5 4 9 

(1) 4 8(Dit^5 1 Omg £r|Bl^;«]8 4(7) (l) l:¥CTS 
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mm 2 9 5 m g £#fc 0 

(2) (1) ©^ttl2 1mg, l-^f^tX7v?y 4 l4// 1, 
a7-^73A100mg, RTf? n a j^/Wx - ^ ^ / — /V (1:1) 4 m 

i ©iB^*SrM-e i 2 s^ttf^ Lfc 0 n r — 7k*^^ <ym~r Mi^4im g 

Lfc 0 ^SS:v'y*^7A^OYh/77^- (r7 3-y/uc-3 0 0, ^ 
nn^/^^-^^y— (20:1—4:1)) t*^L> «^©7t^ 
frl39mg £r#7c 0 

(3) r©|)©^HPLC (CH I RALPAK AD (^Vfe/Hb^X^ 
(W ) ) "eTt^^iJL, R t = 8. 3 m i n (CH I RAL P AK AD (^ 

^Tir/Hb^Xll „ 0. 460x25cm) , J — /K 0 . 5ml /m 

in) (A) (Dik&m&^kmik&yab U6m g> &XFR t = 1 1 . 1 m i n (B) 
(Dfc&M&mMM5 5 0(Dfc&mt VX 1 9mg#fc 0 
1 H-NMR (DMSO-d 6 ) 

0. 98-1. 13 (1H, m), 2. 13 (3H, s), 2. 22-2. 47 
(10 H, m) , 2. 51-2. 72 (1H, m), 3. 42 (2H, s), 3. 
23-3. 60 (2H, m), 4. 62-4. 78 (1 H, m), 5. 96 (l 
H, s), 7. 26 (1H, d, J = 7. 5Hz), 7. 42 (1H, dd, J 
= 7. 5, 7. 9Hz), 8. 26 ( 1 H, d, J = 7. 9Hz), 9. 44 (1 
H, s ) , 12. 3 ( 1 H, s ) . 
mass : 4 1 0 (M+ 1 ) + . 

5 5 0 

mmm 550 (oft&m*. mmm 549 <D^m^t tt#fc. 

mass : 4 1 0 (M+ 1 ) + . 
HjjSf^J 5 5 1 - 5 9 1 
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MMM5 5 l /jcv^LHlfe0y5 9 i (Dik&m-iMMM 5 4 9CO (2) ^m\^xm 

MMM 5 5 1 

1 H — NMR (DMSO-d 6 ) 

0. 82 (6H, t, J = 7. 5Hz), 0. 98-1. 14 ( 1 H, m) , 1. 
36 (4H, dq, J = 7. 2, 7. 5Hz), 2. 21-2. 4 0 ( 2 H, m) , 
2. 48-2. 65 (2H, m), 3. 23-3. 60 (2H, m) , 3. 67 
(2H, s), 4. 63-4. 74 (1 H, m), 6. 02 (1H, s), 7. 
26 (1H, d, J = 6. 7Hz) , 7. 42 (lH, dd, J = 6. 7, 8. 
OHz) , 8. 26 (1H, d, J = 8. OHz) , 9. 41 ( 1 H, s) , 1 
2. 2 ( 1 H, s ) . 
mass : 3 9 7 (M+ 1 ) + . 



jjj 5 5 2 

m a s s : 3 8 3 (M+ 1 ) + . 

mmm 553 

mass : 3 9 7 (M+ 1 ) + . 
MMM 5 5 4 

mass : 3 9 7 (M+ 1 ) + . 
MMM 5 5 5 

mass : 4 1 7 (M+ 1 ) + . 
MMM 5 5 6 

mass : 4 1 7 (M+ 1 ) + . 



MM 5 5 7 
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mass : 4 1 7 (M+ 1 ) + . 



if 5 5 8 



m a s s : 4 4 5 (M+ 1 ) + . 



MMM 5 5 9 

1 H-NMR (DMSO-d 6 ) 

0. 98-1. 14 (1H, m) , 1. 14 (6H, d, J = 6. 9Hz), 2. 

2 4-2. 4 0 (2H, m) , 2. 5 9-2. 7 0 ( 1 H, m) , 2. 74 (l 
H, dq, J = 6. 9, 6. 9Hz), 3. 22-3. 60 (2H, m), 4. 
22 (1H, d, J = 6. OHz), 4. 64-4. 73 (1 H, m), 5. 9 

4 (1H, t, J = 6. OHz), 6. 08 (1H, s) , 6. 40 (1H, d, 
J = 7. OHz), 6. 44 (1H, d, J = 7. 1Hz), 6. 51 ( 1 H, 
s), 6. 98 (1H, dd, J = 7. 0, 7. 1Hz), 7. 26 (1H, d, 
J = 7. OHz), 7. 42 (1H, dd, J = 7. 0, 8. 2Hz), 8. 2 

5 (1H, d, J = 8. 2Hz), 9. 40 (1H, s), 12. 3 (1H, s). 



MMM 5 6 0 

mass : 4 4 5 (M+ 1 ) + . 

MMM 5 6 1 

mass : 4 4 3 (M+ 1 ) + . 



HjjfcffiJ 5 6 2 

mass : 4 3 1 (M+ 1 ) 



+ 



"J5 6 3 



mass : 4 3 9 (M+ 1 ) + . 
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nnm 5 6 4 

mass : 4 3 9 (M+ 1 ) + . 



T MM 5 6 5 



mass : 4 4 3 (M+ 1 ) 



ij 5 6 6 



mass : 4 6 1 (M+ 1 ) 



ij 5 6 7 



m a s s : 3 9 9 (M+ 1 ) + . 



il 5 6 8 



mass : 3 9 9 (M+ 1 ) + . 



Itfoffl 5 6 9 



mass : 4 9 1 (M+ 1 ) 



ij 5 7 0 



mass : 4 3 8 (M+ 1 ) + . 



mm 5 7i 



mass : 4 9 3 (M+ 1 ) + . 



'J 5 7 2 



mass : 4 2 5 (M+ 1 ) 



Hjfeffi] 5 7 3 

mass : 4 2 7 (M+ 1 ) 
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MMM 5 7 4 

m a s s : 5 0 0 (M+ 1 ) + . 



mm 5 7 5 



m a s s : 4 3 6 (M+ 1 ) + . 



'MM 5 7 6 



mass : 4 1 3 (M+ 1 ) + . 



mm 577 



m a s s : 5 0 6 (M+ 1 ) + . 



r MM 5 7 8 



mass : 5 0 3 (M+ 1 ) + . 

mmm 579 

mass : 4 7 7 (M+ 1 ) + . 
mUfoM 5 8 0 



mass : 4 7 3 (M+ 1 ) 



\mm 5 8i 



mass : 4 7 3 (M+ 1 ) + . 

mm\ 5 8 2 

mass : 4 8 9 (M+ 1 ) + . 



iMM 5 8 3 
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mass : 4 8 9 (M+ 1 ) 



mm 5 8 4 



mass : 4 4 3 (M+ 1 ) + . 

mmm 5 8 5 

m a s s : 4 6 1 (M+ 1 ) + - 
MMM 5 8 6 



mass: 522, 524 (M+ 1 ) 
HffiffJ 5 8 7 

mass : 4 7 7 (M+ 1 ) + . 
Hi 5 8 8 

m a s s : 5 1 2 (M+ 1 ) + . 
HiSt&ffiJ 5 8 9 

mass : 4 5 7 (M+ 1 ) + . 
MMM 5 9 0 

mass : 4 9 3 (M+ 1 ) + . 
ij 5 9 1 



mass : 4 9 3 (M+ 1 ) + . 

WfcM 5 9 2-595 

MMM 5 9 2 TfeV^ LHJfe^J 5 9 5 (Dit&fat£ s MMM 5 4 9 CO ( 2 ) RZf ( 3 ) 
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MMM 5 9 2 

mass : 4 7 7 (M+ 1 ) + . 

MMM 5 9 3 

m a s s : 4 7 7 (M+ 1 ) + . 



15 9 4 



mass : 4 7 7 (M + 1 ) + . 



5 9 5 

mass : 4 7 7 (M+ 1 ) + . 



MMM 5 9 6 

MMM 6 6 2(Dik&m*Q 2mgfflt\ mt&M 2 9 o iz.m Zxmmfc&Vo 1 5 

m g £#7c 0 

mass : 3 9 7 (M+ 1 ) + . 



HJSSffjJ 5 9 7 

mass : 4 9 1 (M+ 1 ) + . 



mmm 5 9 8 

»J5 9 8®{b^tt, mMM6 4 9(D (2) <Dik^Vd& MMM 5 9 
6 (d^CT^igbTCo 
m a s s : 5 0 1 (M+ 1 ) + . 



|ji 5 9 9 

(1) L-N v^/l^n y ^oi^/^^^/v^^v\ ^5fe#!j5 4 8c£> (2) 

(3) i-mcTsm&mtzo 
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(2) (i) (Dit^me, 2 3mg^jn\ nmmi is© (2) i-mcxB^o 

fe4 0 8mg &ntz 0 
( 3 ) ( 2 ) (Dit&m 2 8 8 m g &7J?i£^- pi ^ y —/^ 5 m 1 (DM^^^U 

/— (99:1)) T'ffilL, mmit^Com.^m 1 l 9mg£f#/c 0 

(4) (3) ©ft^i^HP LCC^flJU Rt = 14. 65t" (CHIRAL 
CEL OD (^t/Uft^Ii (**) , 0. 460x25cm) ,^^i^>-- 
3i ^ y —/V (80:20), 0. 6ml /m i n ) CDftm (A) £ LT^lft^ 
ft^38mgIi;Rt = 18. 3ft(Dftm (B) t VXMMM 6 0 0 <Dik-&tfo%: 

3 9 m g %n?c 0 

mass : 4 5 7 (M+ 1 ) + . 

MMM 6 0 0 

0 0 0)it^-^)n, mMM5 9 9 ^^©v^T XT l^^— £ Lt# 
1 H — NM R (DMSO-d 6 ) 

0. 98-1. 04 (1 H, m), 1. 64-1. 80 (3H, m), 2. 04 
-2. 40 (4H, m) , 2. 5 9-2. 9 0 (2H, m) , 3. 16 ( 1 H, 
d, J = 13Hz) , 3. 4 2-3. 6 0 (3H, m) , 3. 76 ( 1 H, d, 
J = 1 3 H z ) , 4. 62-4. 68 (lH, m), 6. 09 (lH, brs), 
7. 2 0-7. 3 6 (6H, m) , 7. 42 ( 1 H, dd, J = 7. 9, 8. 0 
Hz), 8. 26 (1H, d, J = 7. 9Hz), 9. 43 (lH, s), 12. 

4 ( 1 H, s ) . 

mass : 4 5 7 (M+ 1 ) + . 
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MMM 6 0 1 

OOl^mZX, Rt = 14. 05) (CHIRALCEL OD (^/ft^ft^I 
H (tfc) , 0. 4 6 0x25cm), ^dM*-^— ac ^ / — (8 0:20), 0. 
6 m 1 /m i n ) (Dftffi (A) £ LT^M-ft-S^S: 68mg, t = 1 6 . 

8^>c7^iU (B) t l,XmMM6 0 2 0ft^6 4mg £r#fc 0 
mass : 4 5 7 (M+ 1 ) + . 

ggfifeffij 6 0 2 

HJ£0ij6 0 2<D{k&mi, M1&M6 0 1 (TM^^^^T^^ U^-r— ,> Lt# 
mass : 4 5 7 (M+ 1 ) + . 



MMM 6 0 3-607 

6 0 34^ LH#B0»J 6 0 7 (Dit&mU, MMffl 599(7) (l) fat, (3) 

Hffiffl 6 0 3 

mass : 3 8 8 (M+ 1 ) + . 



MMM 6 0 4 

mass : 4 2 4 (M+ 1 ) + . 
MMM 6 0 5 

mass : 3 8 9 (M+ 1 ) + . 
MM&l 6 0 6 

mass : 4 2 4 (M+ 1 ) + . 
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MMffl 6 0 7 

m a s s : 3 8 8 (M+ 1 ) + . 
"MMM 6 0 8 

■mmm 599 <nit&m% eiomg, io%pd -mmmm 3 0 0 m g , 

A^Pv^77/f- (Silica gel 60N(spherial n 
e u t r a 1 ) (MMfc¥ ($0 K ^ o n^yP-A-^ /V (9 8:2 — 5: 

i ) ) x«mm u mmik&yo 2 9 0 m g «r#fc 0 

mass : 3 6 7 (M+ 1 ) + . 
HftfeffiJ 6 0 9 

mass : 3 6 7 (M+ 1 ) + . 
1 0 

mass : 3 6 7 (M+ 1 ) + . 
Hjfefltj6 1 1 

mass : 3 6 7 (M+ 1 ) + . 
1 2 

HJ£0i|6 1 2 0fk^tt, HWJ5 9 9<7) (1) 7)^ (3) {Clip CT^ig Lfc 0 

mass : 3 7 5 (M+ 1 ) + . 

MMMG 1 3 



(1) 2-^Pn-3-^ryt°D^yi. 8 7 g£fflV\^»iJl 1 8(7) (1) 
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(2) (1) ©M8 18mgW\ WJ5 4 8© (3) iripCt, N 
-f£St# 6 1 8 m g 3r#fc 0 

(3) (2) «i2 9 4mg^i^Hftill80 (2) i^pCT^Mfb 
^ 4 5 m g £r#7c 0 

1 H — NMR (DMSO— d 6 ) 

1. 04-1. 20 (1 H, m), 2. 30-2. 41 (2H, m), 2. 62 
-2. 71 (1H, m), 3. 28-3. 35 (1 H, m), 3. 48-3. 5 
9 (1H, m) , 4. 7 4-4. 8 2 ( 1 H, m) , 7. 12-7. 20 ( 1 H, 
m), 7. 33 (1H, d, J = 7. 6Hz), 7. 48 (lH, dd, J = 7. 
6, 7. 9Hz), 8. 32 (1H, d, J = 7 . 9Hz), 8. 51—8. 5 
4 (2H, m) , 9. 80 (lH, s), 10. 2 (lH, s) . 
m a s s : 3 4 9 (M+ 1 ) + . 



MMffl 6 14-615 

mmm eu ^im^j eisu, 599© (1) a»e> (3) ^sp ex 

6 14 

mass : 4 6 8 (M+ 1 ) + . 
Iii6 1 5 

mass : 3 8 0 (M+ 1 ) + . 



MMM 6 16-619 

MMMQ 1 6&^LHWJ6 1 9(D{k&!®)te. 0 6© (3) (Dik&m 

^t/»3 0 6© (2) -B^?)WJ3 0 6© (3) (d?p CT^ LfcftS-g* 
m^m^\ »J5 9 9© (1) (3) fcJpCTStfiLifcio 

WJ6 1 6 
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m a s s : 3 6 6 (M+ 1 ) + . 

iii 6i7 

m a s s : 3 6 6 (M+ 1 ) + . 

Hi 6i8 

mass : 4 7 3 (M+ 1 ) + . 
MMMe 1 9 



mass : 4 7 3 (M+ 1 ) + . 
MMffl 6 2 0-621 

2 o&vmMMQ 2 i (Dit^mt. i 8 (Dit^m'BLX^mMm 

6 1 9(Z>{b£^£rfflV\ ltM5 4 8© (5) (d^ CT^it L7c Q 
?ij6 2 O 



m a s s : 3 8 3 (M+ 1 ) + . 
MMM 6 2 1 

m a s s : 3 8 3 (M+ 1 ) + . 

MMM 6 2 2-625 

MMM6 2 2 ^MMM6 2 5 COik&mZ, »J3 0 6(D (3) <Dik&m 
W»J3 0 6© (2) -B^?,I»j3 0 6© (3) t^ip CTl^/& L/cft^ 
fe^fflV\ »5 9 9<Z) (1) ^t, (3) WCTi^fc^T^Tl/tv- 
©^I^HPLC (CHI RALPAK AD (^Vi^Wb^XH ($SfO x 2 
4> x 2 5 c m) ) X*ftm&ft^tz.o 
ggffiffij 6 2 2 

mass : 4 7 1 (M+ 1 ) + . 
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MMM 6 2 3 

mass : 4 7 1 (M+ 1 ) + . 



Hi 6 2 4 

m a s s : 4 7 1 (M+ 1 ) + . 



HjfefliJ 6 2 5 

m a s s : 4 7 1 (M+ 1 ) + . 
MMM 6 2 6 

W|6 2 6©fMli, H«ij5 9 9<Z> (l) frh (3) CTMit Lfc c 

m a s s : 4 7 1 (M+ 1 ) + . 

MMM 6 2 7 



mass : 4 2 4 (M+ 1 ) + . 



MMM 6 2 8-629 

2 8 (D{k&!VdRUmifaffl 6 2 9CDfc£-yon, 

HftfcM 6 2 8 

mass : 4 2 4 (M+ 1 ) + . 



mm 6 2 2 



MMM 6 2 9 

mass : 4 2 4 (M+ 1 ) + . 



MMM 6 3 0 

(1) It«5 9 9» (3) (D\t^m^m^\ ^»!|6 1 Oii^CTS^^ 
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(2) (1) ©jb^l8 5mg, N- (v^^-zi^/W^^Vl/) -N-^h^r 
i/fr/UJ±T 5 K 8 1 n 1 ^.TJt^ n a 2 m 1 <^M^^^ 6 0 °C~X? 2 0#P^# 

mm^r*isyj*mM&. mm^ mm^mm^ 0 »tlc (Me r c h a 

r t 5 7 4 4 , ^ n a Tft/i'-k — .?< $ J—;V (10:1)) t#lL, *JT \s 

*-*—<Dm&m*mtz. 0 ^©t)©^i«5 4 9© (3) ti^jciLT^S'Ju 

&mit&y?>& 4: m g 2fcU^«B0»J 6 3 1 <Dik&®l& 3 m g #7c c 
m a s s : 3 9 5 (M+ 1 ) + . 



gjffl 6 3 1 

m a s s : 3 9 5 (M+ 1 ) + . 



MMM 6 3 2 

( i ) mmm 6 3 0© ( 1 ) <Dit&m i7i mg ^it\ mmm 295 iz.m c 



(2) (1) ©ft^iCO^THlM5 4 9© (3) i[5]tll^LT^#JL, 
JfeF'J 63 2 1 3mg RZfMlfeM 6 3 3^26mg #fc Q 
mass : 3 8 1 (M+ 1 ) + . 



MMM 6 3 3 

»^ij6 3 3<Dik£-<&te. mMM6 3 2 (7) v'T^T" l^"^— £ LT#fc 0 
mass : 3 8 1 (M+ 1 ) + . 



MM®! 6 3 4 

HWJ6 3 6^4 2mgST/l 2 0 n 1 ^fflV\ 5 4 

9 CO ( 2 ) icmCXRlt^nof'^, 1 0%ti-^^y-/K«LT^iL, 

mm^m^mm.^ 2 2 m g 
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m a s s : 3 9 7 (M+ 1 ) + . 



T MM 6 3 5 



mm 6 3 5(Dit&m-£, mmme 3 4^m^xm^rc 0 



mm 6 3 6 



?)6 3 9© (2) (Dik-g-yol. 2 0g^|V\ Wi8 4© (l) 
TSOS^Tofcf^ »^>|5 9 90 (3) \zmCXmmit^5 9 lmg Wc„ 
m a s s : 3 4 0 (M+ 1 ) + . 



MMm& 3 7 

»|6 3 9© (1) tfMb-^£fflV\ 
7 0 8 m g £r#fc 0 
mass : 4 3 2 (M+ 1 ) + . 



J5 9 9© (3) {dpCT^M'fb: 



Hff&ff'J 6 3 8 

6 3 8 <7){k&m-±. mmm 6 3 4 cr^3t b/c 0 
mMm 639 

( 1 ) 2 — <y^t^rv / /n t°;^^^/l^^-7Vl^jlV\ 5 9 9 

w CD (2) ^mzxstovo&m-o 

(2) (1) (7)it^4. 3 0gSrfflV\ WI5 4 80 (5) (d^CTS^ 

|^^^i^n^TtlTffiLfc^ H 1,«I&, ^#LT^Mfb^2. 2 1 g £#fc 0 
mass : 3 4 2 (M+ 1 ) + . 



r Mm 6 4 0-6 4 6 

»J6 4 0&^LH«U6 4 6(Dfb^«,li»J6 3 4 i^2p CT§J3£ L/c 0 
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MMM 6 4 0 

m a s s : 3 6 9 (M+ 1 ) + . 

HffiglJ 6 4 1 

m a s s : 3 8 3 (M+ 1 ) + . 

MMM 6 4 2 

mass : 4 4 5 (M+ 1 ) + . 

MMM 6 4 3 

mass : 4 0 9 (M+ 1 ) + . 



6 4 4 



m a s s : 3 8 1 (M+ 1 ) + . 



T MM 6 4 5 



m a s s : 3 8 3 (M+ 1 ) + . 



MMffl 6 4 6 

mass : 4 0 9 (M+ 1 ) + . 



HflBffJ 6 4 7 

( 1 ) L-N-^y^/^n y iyaL^/V^^;V^m^^, 4 8© (2) 



(2) (1) (Dit&mi. 34 g> *||bth!)')A24 3mg, 3^ft/f 
^0. 3 8ml M^^f;^M7^ K2 Om 1 <Z)^$j£Jl(^;&S?B3fc1~5 * 
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t'o ^S^!J*^7^^P^F^77^- (!7 ^/UC- 3 0 0 , ^ n 
ptJvW*-;**/ — /V (9 8 : 2) ) U Iil^3 5 0mg^|fc o 

(3) (2) ©ra3 4 0mgl:ffll\ X»J118© (2) (-2pDT^ 
£fTV\ i^2 5 2mg^#/^ 0 

(4) (3) ©ft^2 5 2mg^l\ HiSfeM 6 1 0 i^*fS CT i^T^T" 
-?—<DU&<fy)S 6mg^#fc 0 ^<£>&£)t£Ol>-C HMl#iJ 5 4 9 £ I^GO^feM X 

Sil^feir 2 o m g ^^--efes 6 4 8 

(Dimmit 1 7mg#fc 0 
mass : 3 8 1 (M+ 1 ) + . 

glftfeffi] 6 4 8 

MWl 6 4 8 Wfb^-^tt, Hii^'J 6 4 7 (Dik&tyQ {d# ib*Wc 0 

mass : 3 8 1 (M+ 1 ) + . 

"MMM 6 4 9 

( l ) 3— /^^^-/^^"r/vlSLXJ^it^^^/^^M^^, MMM 5 4 8 

(1) RXfi (2) [ri1iC-Cg^^MLfc 0 

(2) (1) (Dik&Vol. 3 1mg, «tfy)^271m gl 3^1^ 
^/W 2 1 n 1 S^^fMMT^ K3 Om 1 <73^-g^£r 0 °C-C 6 0 

"7 "7 4— 2 0 0.^ nn^/^-^ ^ / — /I- ( 9 9 : 1 ~ 9 8 : 

2) ) U @ «J#> 5 9 3 m g ttmtz.o 

(3) (2) (Dit^5 9 3mg^t\ Hi&^l 1 180 (2) i'lpCTlW 
#3 5 3 5 m g &#fc 0 
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(4) (3) COit^^m\ 4 8© (5) , m^^XmMM8 4(7) (1) 
\Z.m CtlWl 7 6 m g 2r#fc 0 

(5) (4) ««3 0mgRV2-7^^^10 0mg», H 
J£0ij5 4 9<Z) (2) !^CCtafb^M3 lmg, H»J 6 5 0 <Dik&m& 1 
1 m g &im«J 6 5 1 (D{t&Vo& 1 2 m g #fc 0 

1 H — NMR (DMSO— d 6 ) 

0. 93-1. 10 (1H, m), 2. 24-2. 38 (2H, m), 2. 52 
-2. 63 ( 1 H, m), 2. 67 (1H, d, J = 6 . 6Hz), 2. 72 (1 
H, d, J = 6. 6Hz), 3. 02 (1H, d, J = 7. 0Hz), 3. 08 

(1H, d, J = 7. 0Hz), 3. 28-3. 58 (3H, m) , 3. 72 (3 
H, s), 3. 74 (2H, s), 4. 71-4. 80 (1H, m), 6. 08 

(1H, s), 7. 06-7. 18 (4H, m), 7. 26 (1H, d, J = 7. 
4Hz), 7. 43 (1H, dd, J = 7. 4, 7. 9Hz), 8. 26 ( 1 H, 
d, J = 7. 9Hz), 9. 43 (1H, s). 
mass : 4 5 7 (M+ 1 ) + . 



HflSffil 6 5 0 

^&#i|6 5 0<Dit^m\^s MMffl6 4 9 (Dit&m^mQE.f&W t LT^bJh/fco 
mass : 3 8 6 (M+ 1 ) + . 

H»J 6 5 1 

mass : 3 4 2 (M+ 1 ) + . 
MMM 6 5 2-656 

m&M6 5 2*v^LHi6^j6 5 Q(Dik&mn,mm\6 4 9^m^xmm^t^ 

MMM 6 5 2 



m a s s : 4 8 7 (M+ 1 ) + . 
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mmm e 5 3 

mass : 4 7 5 (M+ 1 ) + . 



mm 6 5 4 



mass:535, 537 (M+ 1 ) + . 



mm 6 5 5 



mass : 4 9 1 (M+ 1 ) + . 
mMM 6 5 6 

mass : 4 9 1 (M+ 1 ) + . 

MMffl 6 5 7-687 

MMM6 5 7/^LH«ij6 8 7<Dfc&V3te^ 

[0 0 0 0] 

nmm 6 5 7 

mass : 3 8 3 (M+ 1 ) + . 
HftfeM 6 5 8 



mm 5 4 9© (2) i^fCT 



mass : 4 0 9 (M+ 1 ) + . 



mm 6 5 9 



mass : 4 1 7 (M+ 1 ) + . 



Hjjfeffi] 6 6 0 

m a s s : 3 6 9 (M+ 1 ) + . 
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MMM 6 6 1 

m a s s : 3 6 9 (M+ 1 ) + . 
Mt&M 6 6 2 

1 H-NMR (DMSO-d 6 ) 

0. 95-1. 12 ( 1 H, m) , 1. 36 (9H, s), 2. 22 — 2. 38 

(2H, m), 2. 62-2. 75 (1 H, m), 3. 23-3. 37 (1 H, 
m) , 3. 42-3. 60 (1 H, m), 4. 10 (2H, m) , 4. 79 (l 
H, dd, J = 5. 9, 10Hz) , 6. 47 ( 1 H, s) , 7. 29 ( 1 H, 
d, J = 7. 3Hz), 7. 45 ( 1 H, t, 5 = 7. 3Hz), 8. 22 (1 
H, d, J = 7. 3Hz) , 9. 09 ( 3 H, br) , 9. 91 (1H, s) . 
mass : 3 8 3 (M+ 1 ) + . 

MMM 6 6 3 



mass : 3 5 5 (M+ 1 ) + . 

MMffl 6 6 4 

mass : 3 9 5 (M+ 1 ) + . 

Ml&ffl 6 6 5 

m a s s : 3 8 1 (M+ 1 ) + . 

mMM 6 6 6 

m a s s : 3 4 1 (M + 1 ) + . 

MMM 6 6 7 

mass : 3 2 4 (M+ 1 ) + . 



mmm 668 
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1 H — NMR (DMSO-d 6 ) 

0. 9 0- 1. 20 (1 H, m) , 1. 2 0-2. 0 0 (8H, m) , 2. 20 
-2. 70 (4H, m) , 3. 0 0 — 3. 4 0 ( 1 H, m) , 3. 40 — 3. 6 

0 (1H, m) , 3. 7 4 ( 2 H, m) , 4. 6 9 ( 1 H, m) , 7. 2 5 (1 
H, d, J = 7. 9Hz) , 7. 41 (1H, t, J = 7. 9Hz) , 8. 21 

(1H, d, J = 7. 9Hz) , 9. 44 (1H, br) , 12. 2 ( 1 H, b 
r) . 

mass : 3 9 5 (M+ 1 ) + . 
jjj 6 6 9 

mass : 3 8 3 (M+ 1 ) + . 
MM&\ 6 7 0 

mass : 3 9 7 (M+ 1 ) + . 

mmm 6 7 1 

1 H — NMR (DMSO-d 6 ) 

0. 70-0. 95 (6H, m), 0. 95-1. 15 (1H, m) , 1. 15 
-1. 50 (8H, m) , 2. 10-2. 70 (4H, m) , 3. 10-3. 4 
0 (1H, m), 3. 40-3. 60 (1H, m), 3. 66 (2H, s), 4. 
70 (1H, dd, J = 6. 0, 11Hz), 6. 01 (lH, br), 7. 2 
7 (1H, d, J = 7. 9Hz), 7. 43 (1H, t, J = 7. 9Hz), 8. 
27 (1H, d, J = 7. 9Hz) , 9. 40 ( 1 H, s) , 12. 1 ( 1 H, 
b r ) . 

mass : 4 2 5 (M+ 1 ) + . 



mt&W 6 7 2 

mass : 4 2 5 (M+ 1 ) + . 
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11 6 7 3 



mass : 4 3 9 (M+ 1 ) + . 



mm 6 7 4 



mass : 4 1 1 (M+ 1 ) + . 



T MM 6 7 5 



mass : 3 9 7 (M+ 1 ) + . 



mm 6 7 6 



mass : 4 1 1 (M+ 1 ) 



mm 6 7 7 



mass : 4 4 5 (M+ 1 ) + . 



mm 6 7 8 



mass : 4 4 5 (M+ 1 ) + . 



mm 6 7 9 



mass : 4 4 5 (M+ 1 ) + . 



mm 6 8 0 



mass : 4 8 1 (M+ 1 ) + . 



mm 6 8i 



mass : 4 8 1 (M+ 1 ) 



1J6 8 2 



mass : 4 3 7 (M+ 1 ) + . 
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MMM 6 8 3 

m a s s : 4 6 8 (M+ 1 ) + . 

mmm e 8 4 

mass : 4 8 9 (M+ 1 ) + . 
MMM 6 8 5 

m a s s : 4 8 4 (M+ 1 ) + . 
MMM 6 8 6 

mass : 4 5 9 (M+ 1 ) + . 
MMM 6 8 7 

mass : 3 9 9 (M+ 1 ) + . 
Mti&ffl 6 8 8 

(1) 2-T^y^y^>©Hll. 93 g) 115. OmlR{;W3 0 

m i &m?LX 5 o°cx3 amm:W^f-o fcfc-m&mffii^. mt%v nn*M5 

0 m 1 \Z.ffl& b7t 0 ^ (B o c ) 2 0 4 m 1 RXF h V ^yi 5ml 

X-mU U 1^1. 3 8 g £#fc 0 

(2) (1) (Dit^mi. 3 8g»\ H«ij5 9 9<7> (3) i^CTgtfj 
i5 5 3mg ^r^/to 

(3) (2) 4 85mK MJxf/i/T 
^14. 7ml b^^>l 00ml (7)^^^^!? 1 Rfe^f #L/c 0 
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c ) 2 oi2. 6 m i ipitw^t5$t^£-e»#Lfc 0 zcfomzmm 

(4) (3)»{b^#JlO. 13g^ffiV\ »5 4 8© (2) tflCTI 
mm 1 . 9 5 g £#/c 0 

(5) 3 -t \?v*i/-2-y? ;>&m^^xmmM5 3 3<d o) a>b (3) 

i-2pCT^L^T^^t^ (4) (Di\L^m^m^\ H»Jl 18© (2) t-ip 

(6) (5) ©|b^^4Nli-^tyT«ltB o C ril?ri4 

m a s s : 5 5 1 , 553 (M+ 1 ) + . 

MMM 6 8 9-690 

8 9lt;»j6 9 OCDit&mn, 8 8 (C^CTMitbfCo 

HJiSM 6 8 9 

1 H — NMR (DMSO— d 6 ) 

0. 7 8- 1. 2 0 (7H, m) , 2. 2 4 -2. 7 8 (4H, m) , 2. 89 
-3. 10 (2H, m), 3. 40-3. 59 (1 H, m), 3. 72 (2H, 
s), 4. 10-4. 22 (1H, m), 4. 78 (1H, s), 6. 10 (l 
H, brs), 7. 27 (lH, d, J = 6. 5Hz) , 7. 29 (1H, d, 
J = 7. 7Hz) , 7. 35 (1H, d, J=6. 5Hz) , 7. 40 ( 1 H, 
s), 7. 48 (1H, dd, J = 7. 7, 8. 5Hz), 8. 32 ( 1 H, d, 
J = 8 . 5Hz), 9. 55 (1H, s), 12. 1 (1H, brs). 
mass:565, 567 (M+ 1 ) + . 
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MMM 6 9 0 

m a s s : 5 5 1 , 553 (M+ 1 ) + . 
Mt&ffl 6 9 1 -6 9 2 

mmm e 9 1 

m a s s : 5 4 8 (M+ 1 ) + . 
HflSffU 6 9 2 

m a s s : 4 7 4 (M+ 1 ) + . 
Mtfoffl 6 9 3 

(1) »J12 0O|^ft5 4mg, h7^-l, 
^■tVC^/Boc^I^ (h7^-l, 4-i?75;^P^W, (B 
oc) 2 OSWpp^A», ii^rc^^^^V^^bfc) 5 6mg£/B 
V\ mmM4 0 9(D (1) t?CT|^6 1mgWc„ 

(2) (1) ©M6 1mg^\ Hi£#!|5 4 8<7> (2) ^*PCTg#}#) 
3 7 m g £r#fc 0 

■H-NMR (DMSO-d 6 ) 

0. 98-1. 20 ( 1 H, m) , 1. 48-1. 53 (4 H, m) , 1. 88 
-2. 09 (4H, m), 2. 26-2. 43 (2H, m), 2. 63 — 2. 7 
1 (1H, m), 2. 90-3. 08 (1 H, m), 3. 23-3. 83 (3H, 
m), 4. 74-4. 85 (1 H, m), 6. 71 (1H, s), 7. 26 (l 
H, d, J = 7. 4Hz), 7. 44 (1H, dd, J = 7. 4, 7. 9Hz), 

7. 54 (1H, dd, J = 7. 7, 8. 3Hz), 7. 80 (1H, d, J = 

8. 3 Hz), 7. 88 (1H, d, J = 7. 7Hz), 8. 02-8. 13 (2 
H, b r) , 8. 23 (1H, s), 8. 26 (1H, d, J = 6. 6Hz), 
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8. 48 (1H, d, J = 7. 9Hz), 9. 20-9. 40 (1 H, br), 

9. 8 4 ( 1 H, s ) . 

m a s s : 5 1 4 (M+ 1 ) + . 

MMM 6 9 4-700 

WI6 9 4&^LH«ij7 0 0 (Djk&m^m&M6 9 3 i^m CXmm: L/Co 
UMlffiJ 6 9 4 

mass : 4 9 0 (M+ 1 ) + . 



MMM 6 9 5 

m a s s : 5 1 4 (M+ 1 ) + . 



5ffU 6 9 6 
m a s s : 5 1 4 (M+ 1 ) + . 



mmm 6 9 7 

mass : 5 6 0 (M+ 1 ) + . 



dfeffiJ 6 9 8 



m a s s : 5 2 7 (M+ 1 ) + . 



IMM 6 9 9 



m a s s : 5 3 6 (M + 1 ) + . 



iilio o 



mass : 5 2 8 (M+ 1 ) + . 



T MM 701 

0 3(7)fb-^#J?rl 0 Omgffll\ H»iJ118(7) (4) M^CT^M 
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it^m 6 9 m g &'m^ 0 

m a s s : 2 9 8 (M+ 1 ) + . 
MMM 7 0 2 

( 1 ) 3 — T ? y ~ 4 -cc h^i^/M?:^^^— >^&JBV\ ^JfefiJ 7 0 3 

(2) (1) ©{U^ft3 0 0mgSrffll/\ WJl 1 8(?) (4) tdSfiCT^JS 
mass : 3 7 0 (M + 1 ) + . 
MMM 7 0 3 

(1) 3-75/ t°7 3 . oo gi H^y^5. 60 g> TKilbt 
hV V i» 1 . 72g &T>*v^ ^^;>A7 5 K3 0ml ©il^Srifit 3 B^ffl 

(!73^C-2 0 0, ^dfi^^-g^^cn^/V (3 : 
1-1 : 1) IdTfitJKU g#J#?&2. 8 7g#fc„ 

(2) (1) <D{k&V0 2. 8 9g^ffll\ »J1 1 8(D (2) I^CT*! 
9 8 9 m g >H#fc 0 

mass : 3 8 8 (M+ 1 ) + . 

HflfiffiJ 7 0 4 

(1) MM&\7 0 2(D (1) ©{b^3 0 0mg©fh7t KP77^ (2 0 
ml) ^^^r0°Ci^*PL, TkSffb y ^ !7 A7/V 5 = *7 A 3 0 m g &fiax. 3 0 ft 
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(1:1-1:2) izxmmi^ ^Ift^2 4 8mgS:#fc 0 
m a s s : 4 1 8 (M+ 1 ) + . 

MMM 7 0 5 

3 — T 5! / - 1 -pt^Slsf^y— A>\ O Omg£rfflV\ MMM 1 18© (2) 
CTfllb^ 1 9 6 m g £f#fc 0 
m a s s : 3 1 2 (M+ 1 ) + . 

MM&l 7 0 6 

( 1 ) ##0iJ 3 (Dit&W) 2 8 0mg©^Pn (5ml) Mei-^lg 

*^A©ii^ML, W$lg£^LTilliL/c 0 (Merc 
k Ar t 5 74 4, ^pp fc/UJ* - ? ? / ( 1 0 : 1 ) ) "CffiM ^ / 

^Tzrnf* (A) ?r84mgS^Pnft (B) £6 6mgf#/c 0 

(2) (i) -A^'fb^4 2m g zm^^mmmi i^fi:t«^-efc5 

m a s s : 3 4 3 (M+ 1 ) + . 
HjjfeffiJ 7 0 7 

lil. 16ml Srflnx., 1 0^ft#L/c o ^/«£^.i;iJlU #fffibfc@f£ 

(I7=i— >^/l^C- 200, ^ a a ^/i/A - ^ ^ y — (9 9 : 1 ) dTfit^U 
^//p^ (a) Sri. SOg^^n^ (B) Sri. 14gffc„ 

(2) (1) -AcDfc&mi. 0 3glrffiV\ WJlWCttl^fel. 
2 4 g £#fc 0 
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1 H-NMR (DMSO-d 6 ) 

0. 98-1. 14 (1H, m) , 2. 22-2. 40 (2H, m), 2. 43 
-2. 60 (1H, m), 3. 27-3. 40 (1 H, m) , 3. 49 — 3. 6 
0 (1H, m), 4. 73-4. 80 ( 1 H, m) , 7. 06 (1H, dd, J 
= 7. 2, 12Hz) , 7. 26 ( 1 H, d, J = 8. 7Hz) , 7. 59 (l 
H, d, J = 8. 4Hz) , 7. 79 ( 1 H, ddd, J = 2. 1, 8. 7, 1 
2Hz), 8. 30 (1H, dd, J = 2. 1, 7. 2Hz), 8. 26 (1H, 
d, J = 8. 4Hz) , 10. 0 (1H, s) , 11. 3 ( 1 H, s) . 
mass:387, 389 (M+ 1 ) + . 

MMffl 7 0 8 

mass:467, 469 (M+ 1 ) + . 
Mt&ffl 7 0 9 

mass : 3 7 8 (M+ 1 ) + . 
MMM 7 10 

(1) 4-=fP- 1, 2-^yyVVfr/Wi'-3-ty 1, 1, -v 5 

ttzs Kl 0 0 mg&r;2-^PA7^6 7 // 1 £r/BV\ HJfeM 5 6 M*PCT 
2i©ft^©Mi LTi^MfelS^ 1 2 1 m g £r#/c 0 

(2) (1) ©M3 0mg^fflV\ ##^!J3 ^-ipCTS^^fTofco ffi^ 
J&WO&TLC (Merck Art 5 74 4j nn^-^^y-^(8 0 : 
1) ) "eUlL, N-T/^/M£ (A) ^6mgS(;0-r/^ft (B) ?r2 
0 m g Uti 0 
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(3) (2) -A(7)M6mg^l\ \Z.W\^T$tM<k&yoT«foZ> 
6fe@{#2mg£r#*: 0 
1 H — NMR (CDC 1 3 ) 

1. 65 (6H, d, J = 7. 8Hz), 4. 55 (1H, dq, J = 7. 8, 
7. 8Hz) , 6. 95 (1H, d, J = 7. 8Hz) , 7. 04 ( 1 H, t, 
J = 6. 3Hz) , 7. 47 (1H, d, J = 7. 5Hz) , 7. 61 ( 1 H, 
br), 7. 66-7. 78 (1 H, m), 8. 47 ( 1 H, d, J = 5. 7H 
z), 9. 00 (1H, d, J = 8. 4Hz), 13. 1 (1H, br). 
m a s s : 3 6 1 (M+ 1 ) + . 

MMM 7 11 

mi&M7 10<D (2) -B©fM7 5mg^V\ MMM 1 Klip Ct^Ilb 

9 3 m g £r#/c 0 
1 H — NMR (CDC 1 3 ) 

1. 45 (6H, d, J = 6Hz) , 5. 49 (1H, dq, J = 6, 6Hz), 
6. 85 ( 1 H, d, J=8. 1Hz), 7. 03-7. 07 ( 1 H, m) , 7. 
59-7. 75 (3H, m), 8. 27-8. 30 (1 H, m) , 8. 36 (1 
H, d, J = 9. 3Hz), 11. 8 (1H, br). 
mass : 3 6 1 (M+ 1 ) + . 

Hjjj&ffiJ 7 12-713 

MMM 7 12 l^MMM 7 l 3 (Dik&mYZ, MMM 7 1 o RXfmMffl 7 1 1 
MMM 7 12 

mass : 3 8 7 (M+ 1 ) + . 

mmm 713 

mass : 3 8 7 (M+ 1 ) + . 
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MMM 7 14 

1 l<Dit^5 5mg^7f7t FP77^4ml M^ft? U TK^-ffc 
7mgttttilt3 0^Lfc„ M^^fPSW* 

^y^nmk. MM, mm*mm\^tz. 0 aMTLC (Merck A r t 5 7 4 
4, ^ a a^/i^A-^ — /V (80:1)) Sll^tfcSefe 
mfc 5 m g 3r#/c 0 
1 H — NMR (DMSO-d 6 ) 

4. 41 (2H, br), 7. 04 ( 1 H, t, J=6Hz), 7. 40 ( 1 H, 
d, J = 7. 2 H z ) , 7. 47 ( 1 H, d , J = 8 . 1Hz), 7. 56 (l 

H, t, J = 8. 1Hz), 7. 75-7. 87 (2H, m), 8. 25-8. 
33 (2H, m) , 9. 84 ( 1 H, s) , 10. 9 ( 1 H, br) . 
mass : 3 0 5 (M+ 1 ) + . 

MMM 7 15 

IlfJ 7 1 4 ©|^ft?r 5 m g 2 - /p/n / -/^ 7 /z 1 MMM 5 

1 H — NMR (CDC 1 3 ) 

I. 46 (3H, t, J = 7. 2Hz), 4. 47 ( 2 H, q, J = 7. 2Hz), 
4. 94 (2H, s) , 6. 83 ( 1 H, d, J = 8. 1Hz) , 7. 04 (l 
H, t, J = 8. 4Hz), 7. 54 (1H, d, J = 6. 9Hz), 7. 61 

(1H, t, J = 8. 1Hz), 7. 73 (1H, t, J = 8. 7Hz), 7. 
97 (1H, s), 8. 33 (1H, d, J = 3. 3Hz), 8. 46 (1H, 
d, J = 7. 8Hz), 12. 5 (1H, s). 
mass : 3 7 7 (M + 1 ) + . 



WO 01/07411 



396 



PCT/JP00/04991 



9-7/l/tWy-4-^y||10. Og (4 4. 6mmol) , i&ft^ 
3t=l/V5 0 m 1 $S J-/Ufr/lsM.T ^ Klml <DU^^)^: 1 H#Ff»13§»ft Lfc D 

7^fbtMJ')^4. 06g (6 2. 5mmol) £tR 5 0 m 1 \£&fR LtR^ 

-B^ggrc^/u (10:1) -eiWU W«««:#RU ^P^7K-e»f«^ 
10. 3 g f#7i 0 

1 H-NMR (CDC 1 3 ) 6:7. 29-7. 43 ( 2 H, m) , 7. 56 (l 
H, dt, J = 7. 7Hz, 1. 3Hz), 7. 75 ( 1 H, d, J = 7. 5H 
z), 7. 90 (1H, dd, J = 7. 3Hz, 1. 3Hz) , 8. 02 (1H, 
dd, J = 7. 9Hz, 1. 2Hz), 8. 43 ( 1 H, d, J = 7. 9Hz). 
m a s s : 2 5 0 (M+ 1 ) + . 

##M_2 

(1) 2-^PD-3--hDg,|fi2g (10. Ommol) t^it^ 
(3 0ml) Sr^?£iiT?i^L, 4-^ W^^!) ^1 2 2mg 

(1. OOmmo 1) Stj&D*., RJiEflKS: 1 2 B# bfc 0 S^SrffiSlLBfe^ 
WU&ffcm&'&tic t°t2— /1/3. 5ml (50. Ommol) h U ^ 
3-/VT%l/7. Oml (5 0. Ommol) ©ift^fl'y (8 0ml) » 

±ie^n^ Kiiitrjii, s^^iwiM^T6B#r B w#t7to Rmm 

1:0-7:3) fcTffifKU Hfeffl^ft 2 . 43gSr#fc 0 

(2) (1) -C#b*bfcHfe?fc4fc<&2. 4 °S C9- 6 Ommol) <Di?* 
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/^T-tr (18 0ml) t&Wi\£Ufe&# y?J*l. 8 0 g (19. 2 mm o 

s<7i?$J*l. lOg (0. 9 6 0mmol) ^iMtl 3 OttgJ&jS* 

^7^nvb^77^- (^ty-^PP*/^, 1 : 0~1 : 1) "Cffif 
0 UBfeHftWfc^ 2 . 2 4 g £r#fc 0 

1 H-NMR (CDC 1 3 ) 6:6. 34 (1H, t, J = 3. 2Hz), 7. 1 
0 (1H, d d, J = 3. 3Hz, 0. 85Hz), 7. 21 ( 1 H, m), 7. 
35 (1H, dd, J=8. 3Hz, 7. 3Hz), 7. 94 (1H, dd, J 
= 7. 3Hz, 1. 0Hz), 8. 28 ( 1 H, dd, J = 8. 5Hz, 1. 0 
Hz). 

#%0»I3 

#%0»J 2 <D\\&m 2 . 24g©^/^-fF7tKn77y (l : l) 8 

0 m 1 1 0 %^7^^^M 0 . 2 0 0 g Sr^ffl-CiP^, S/£^2r* 

7K 1 : 0-98 : 2 — 95 : 5) fcTffiKHU ^ifeSffc^'ftl^ (##09 

3 <Dik&m) 1 . 0 3 g &#*L 0 

1 H-NMR (DM SO— d 6 ) 6:0. 80-0. 93 (1 H, m), 2. 10 
-2. 30 (2H, m), 2. 43-2. 51 (1H, m), 3. 18-3. 2 

4 (1H, m), 3. 38-3. 47 (1 H, m), 4. 50 (1H, dd, J 
= 10Hz, 5. 5Hz), 5. 34 (2H, s), 6. 72 (1H, d, J = 
7. 9Hz) , 6. 76 (1H, d, J = 7. 4Hz) , 7. 11 ( 1 H, t, 

J = 7. 6H z) . 

(i) mmnmr. oomi) ^^i^tit^^^hv vj±5 
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OOmg (22mmo 1) &1)Uz^ O^f #Lf' 0 S^^^tR 

i£U 4- [2- [ [ (1, ^^-/i^y 

^^•/I/] -2-t°U^yj7/^fy/l'4 5g (I2 0mmol) (7}^ / — 

d5omi) i 5ftwtxto7L, Kfom*mmz.m\^x Amr&mw^tio 

Rftm^TK^T 1 N&m 120ml ( 1 2 0 mm o 1 ) Sr*B^.TBW4l^ Lfct, 

m^/^, 2:1-1:1) fdTffiMU H^^4 2g^#fc 0 
1 H — NMR (CDC 1 3 ) 6:1. 00 (9H, s), 1. 4 5 (3H, t, J 
= 7. OHz), 2. 89 (2H, t, J = 6. 3Hz), 3. 90 (2H, t, 
J = 6. 3Hz) , 4. 49 (2H, q, J = 7. OHz) , 7. 28 ( 1 H, 
d, J=4. 9Hz) , 7. 3 2-7. 4 5 (6H, m) , 7. 55 (4H, d 
d) , 7. 99 (1H, s) , 8. 62 ( 1 H, d, J = 5. 6Hz) . 

##ff'J 5 

(1) ##M4(7)f^#>l 3 g (3 2 mm o 1 ) (D * ? J — /V (2 0 0ml) 
mmt-t K^v ? ^l7KfP^»7. 8ml (I6 0mmol) ^ifiCtM, K 

m&mumx 1 9 h# r^it# Lfc 0 m&wnt? n n ^/i^-c^ir u tafp^7K-e 

(2) (1) xnhthf'ik^-afocD? uu7tw\sM> (10 0ml) ^^Tk/ftU 
lN$|9 7ml (97mmo 1) fci^liit h D [>i,4. 5 g (6 5 mm 

oi) %m7L, mu&x*&fom&4 o^mw^r^o s»^Dn^»i 

(3) (2) X-nhfofzitSfy) 1 4 g (32mmol) fflff7tKP77^ 
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( 2 0 0 m 1 ) l»f£###i| 3 2 . OOg (10. 6mmol) Sriil 

i-xAp^L, sf5M9 5tt*2. 5mmmwvt- 0 BLfcm%mmi>, mm&^v 

*y^7A^D-7l>^77/f- (^^"^^-BtSI^^/K 1 : 1~1 : 2) 131 

1 H-NMR (CDC 1 3 ) 6:1. 01 ( 9 H, s) , 1. 2 2- 1. 3 7 (1 
H, m) , 2. 3 3- 2. 47 (2H, m) , 2. 5 8-2. 6 5 ( 1 H, m) , 

2. 81 (2H, t, J = 6. 3Hz), 3. 45 ( 1 H, t, J = 10Hz), 

3. 78 (1H, dt), 3. 90 (2H, t, J = 6. 3Hz), 4. 80 (1 
H, dd), 6. 53 (1H, s) , 6. 82 (1H, d, J = 5. 2Hz), 
7. 30-7. 47 (8H, m), 7. 53-7. 58 (5H, m) , 8. 07 

(1H, d, J=4. 2Hz) , 8. 32 ( 1 H, d, J = 7. 3Hz), 12. 

0 ( 1 H, s ) . 

#%ffj|6 

5 (Dik&y?) 8 . Og (l4mmo 1) ^^PP^M5 0ml«L 
fcR5^V^7^f t K7 1. 44g (2. 38mol) irtert- 
yW^2 5 0ml (2. 3 8mol) ^^fi-eft^ LTlS Lt^ 5 y 5 

om i &£Tfmmstim&tiD*.. Rf&m&9 5°c-e3 sr$mwvti 0 &i&m&m 

1~1 : 1-1 : 2) KTfftKU 7 . 0 g £#fc 0 

1 H-NMR (CDC 1 3 ) 6:0. 98 (9H, s), 0. 98-1. 02 (l 
H, m) , 1. 28 (9H, s) , 2. 2 0- 2. 3 5 (3H, m) , 2. 80 

(2H, t, J = 6. OHz), 3. 33-3. 42 (1 H, m), 3. 64- 
3. 73 (1H, m) , 3. 86 ( 2 H, t, J = 7. 2Hz) , 4. 67 (1 
H, d, J = 12Hz) , 4. 7 3-4. 8 0 ( 1 H, m) , 4. 85 ( 1 H, 
d, J = 8. 8Hz), 5. 05-5. 15 ( 1 H, br), 5. 43-5. 5 

2 (1H, br), 6. 86 (1H, d, J = 5. 6Hz), 7. 30-7. 4 
1 (6H, m) , 7. 49 ( 1 H, dd) , 7. 5 4-7. 6 0 ( 5 H, m) , 
7. 76 (2H, d, J = 12Hz), 8. 23 ( 1 H, d, J=4. 8Hz). 
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6 <Z>fb^ 2 . 0 0 g?rf b7t (2 Om 1 ) l«L, 7 

yfbrb^-n-^Wy^^^^ff^t F'P77^i (1. OM) 3. 
50ml (3. 50mmol) SrMlJlT^Iit, 111^1? 1 mffltitW L 

2 — 0 : 1 ~^ PP^-y — /V. 50:1) (v!T|*Mb7c 0 SfctCjtRL 
fc:*^ <h -^^-frT g mt-km * 7 0 Omgffco 

1 H-NMR (CDC 1 3 ) 6 : 1. 2 — 1. 35 ( 1 H, m) , 1. 30 ( 9 H, 
s ) , 2. 20-2. 40 (3 H, m) , 2. 83 ( 2 H, t, J = 6 . 6 H z ) , 
3. 33-3. 45 (1 H, m), 3. 61-3. 74 (1H, m), 3. 78 
(2H, t, J = 6. 6Hz) , 4. 6 4-4. 8 9 (3H, m) , 5. 07 — 
5. 20 (1H, m), 5. 42 — 5. 55 (1 H, m) , 6. 91 (1H, d, 
J = 5. 3Hz), 7. 45-7. 59 (2H, m), 7. 74-7. 81 (2 
H, m), 8. 28 (1H, d, J = 5. 3Hz). 

##0t|8 

( 1 ) ###*J 7 <Di\&fa 1 9 0 m g ^ u u /fc/V-i* 2 m 1 \^MM LMJ7a = 
/I^/^^^-Y ^ 1 4 6 m g (0. 5 6mmo 1) v ^7i^!]yi7^KO. 1 
2ml (0. 5 6mmo 1) fci^xf /i/T/^i/^i/i/^ h© f;l/xy 
^$ (4 0%) 0. 2 4ml (0. 5 5 mm o 1 ) ^MidTABX., S/»£rl*l 

(^PP*/VA-^^y-;K 19:1) T'tlL, 

mn&^mm 1 3 0 m g 

(2) (1) tUbiim^ 1 3 o m g y f 7 1 Kp 77 y 
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(1:1) 2 m 1 JCjgfl? U iST- 1 0 7 ^ ^^itl 1 3 0 m g ^ JD X. 

&mmLf'omm&mm?v^ v^r^y^— (^nn*^-^^/-^ 19 : 

1) Til tSIj^^^^Ifeitti L 1 3 2m g *Dj;u«»#iJi 0 9<z>te 
^ 8 0 m g £#/-c 0 

1 H — NMR (DMSO- d 6 ) 6 : 1. 2 3 - 1. 3 5 ( 1 H, m) , 1 . 2 
9 (9H, s), 2. 21-2. 41 (3H, m), 2. 89 (2H, brt), 
3. 00 (2 H, brt), 3. 34-3. 41 (1H, m) , 3. 62 — 3. 
71 (1H, m) , 4. 65 ( 1 H, d, J = 12Hz), 4. 73-4. 80 
(1H, m), 4. 83 (1H, d, J = 1 2 H z ) , 5. 00-5. 20 (l 
H, b r) , 5. 4 0- 5. 5 0 ( 1 H, br), 6. 81 ( 1 H, d, J = 5. 
6Hz), 7. 50 (2H, t), 7. 71 (2H, d, J = 8. 8Hz), 8. 
2 6 ( 1 H, d , J = 5 . 6 H z ) . 

MMM 8 1 (Dit^m 800mgSrfc°y I? is 2 5ml izfgM U ^M^Ttt^ 
^^^/P-^^0. 2 6 3ml (3. 4 0mmo 1) ?rM, M^Mt 

tSlU ifi(uXT^ttfy^2 9 5mg (4. 5 4 mm o 1 ) 5rAPx. N 

s^^rs o°c-c3 o^mn^tio ^mm^u^m^x^mx.mm^^'e 

m^^iyV ^W7^^ n-v h/77>f- (^^ri^^-f^^^^/K 1 : 2~ 
0:1) MSL|^2 6 5mg^#fc„ 

1 H — NMR (CDC 1 3 ) 6:1. 23-1. 37 (1 H, m), 2. 33-2. 
51 (2H, m), 2. 57 — 2. 67 ( 1 H, m) , 2. 90 (2H, t, J 
= 6. 4Hz), 3. 46 (1H, dt, J = 10Hz, 3. 2Hz), 3. 6 
1 (2H, t, J = 6. 4Hz) , 3. 77 ( 1 H, q) , 4. 77-4. 84 
(1H, m), 6. 81 (1H, s), 6. 90 (1H, d, J = 6. 4Hz), 
7. 50 (1H, t, J =8. 0Hz), 7. 57 (1H, d, J = 4. 8Hz), 
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8. 17 (1H, d, J = 4. 8Hz), 8. 34 ( 1 H, d, J = 7. 2Hz), 
8 . 7 6 ( 1 H, s ) . 

l o 

(1) p-^fn^yf y^^PU K5. 00 g (2 2. 6mmol) 
©^nn^A (50ml) M^7k^tfci:^5^ hyx^7>y4. 7 
2ml (3 3. 8 mm o 1 ) *5«ttJ J 2, 4 — >M b -y^y^T 5; y- 5 . 0 5 
g (3 0. lmmol) RfomZ^UX 1 B#F^«# L7c 0 S/^J-tK^ 

(2) (1) T-nbtit-ik^mi . 1 2 g t^m7(D{^m 1 . oo g ?r^ 

n O/^/l^ 1 0m li^fi? F!J7i^77^y7 5 8mg (2. 8 9m 
mo 1 ) £ i/3L^-/VT *S*Jj37Vtf*ci/U— h(D h/^^MW. (4 0%) 1 . 2 6 
ml (2. 8 9mmo 1 ) Z^UKXtox., S6S^lfi|tl 5 0#P^iiF# L7c 0 
S^^rit^L, ^?-yy*W7^^nvf^77^" (— ^ri^-^-TO 

1:2-1:4) LJtfe4^»3 1 • 54g^fc 0 

1 H-NMR (CDC 1 3 ) 6:1. 20-1. 40 (1 H, m), 1. 30 (9 
H, s) , 2. 2 0-2. 4 3 (3H, m) , 2. 74 ( 2 H, t, J = 7. 6 
Hz) , 3. 33-3. 45 (3H, m), 3. 61 (3H, s), 3. 67- 
3. 73 (1H, m) , 3. 73 (3H, s) , 4. 36 ( 2 H, s) , 4. 6 
6 (1H, d, J = 1 2 H z ) , 4. 71-4. 80 ( 1 H, m) , 4. 84 (l 
H, d, J = 12Hz), 6. 29 (1H, d, J=4. 0Hz), 6. 40 (l 
H, dd, J = 8. 0Hz, 4. 0) , 6. 73 (1H, d, J = 4. 0Hz) , 
7. 1 6 (1H, d, J = 8. 0Hz) , 7. 4 3- 7. 5 7 (3H, m) , 7. 
67 (2H, t) , 7. 77 ( 1 H, d, J = 8. 0Hz) , 7. 80 (2H, 
d, J =8. 0Hz), 8. 19-8. 22 (3H, m). 
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1 1 

0<D\\&m7 5 Omg^^fWAT; F7. 5ml K$g#? U 
tfiiut^thP[)^2 9 0mg (2. 7 4mmol) i^7x/-;V0. 
12 0ml ( 1 . 17 mm o 1 ) &Bti&WL\zMjL, £ h \ZW&W&&M^ 4 0 ffl 

^^-Y— (^nnrfvw* — pt^/— 50:1 — 9:1—4:1) (CTMMb 
f^Hfe^^M^J^r 3 5 0 m g #7c 0 

1 H — NMR (CDC 1 3 ) 5:1. 30 (10 H, s), 2. 10-2. 37 (3 
H, m) , 2. 7 5-2. 9 0 (4H, m) , 3. 3 4-3. 4 3 ( 1 H, m) , 
3. 73-3. 77 (9 H, m) , 4. 67 (1H, d, J = 9. 6Hz), 4. 
77 (1H, dd), 4. 85 (1H, d, J = 9. 6Hz), 5. 05-5. 
15 (1H, br), 5. 40-5. 50 (1 H, br), 6. 39 (2H, d, 
J = 8. OHz) , 6. 87 (1H, d, J = 6. 4Hz) , 7. 09 (1H, 
dd) , 7. 4 7- 7. 5 7 ( 2 H, m) , 7. 75 (2H, d, J = 6. 4H 
z) , 8. 25 (1H, d, J=4. 8Hz) . 

Mk&\ PS^ $ ti z> t> <d -efctfc v \ 

MMjra 1 

HJfe^J 1 3 1 CDik&m 4 5 (SB) 
MBMb*^*->?A l 5 
?L*S 7 5 

Sr*S— i-jg^LT 3 5 0 // m^T^^Xf»rac0MJ^-r-5 o £<Z>t$PJ£r 



11112 

13 1 <D\\&m 4 5 (gp) 
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mm i 5 

?L*S i 6 
^@tK3 o 

Sr^J— i^^bfc^, fift#it3KbTf£«lb, &V>-Cfg8iJ LT 1 4 1 0 ~ 1 7 7 ji 

mmitm 3 



%gPHfcfli! 5 

13 1 <D{k&m 0 . 6 (35) 

9 7 

*«M^«ttLrs, iiUmfei^LT, s^^jesiiaihf^ffl*: 
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If ^ CD 



( 1 ) -tst*. ( i ) 

R A\ o 

5 [i£«f> Arte, fy^S, f y 3; t°7^S, t°y^-;H, 

fr^y/H, ^y^ry*y/i^ ^-^i^^y/i-s, ^y^t/y/n^ t°^y 
y/i^s, tfny/vi, -f^/y^i, ^^Ky/H, ^y-^Ky/H, ^y 
y ^y^/y ^< ^ v*=$-r y y /n&i;^ ^ y^^r y y h & 

10 1) m&r/^/^m. T^mm, yr/s, ^nyyjg^ ^bni, yy/^dr^ 

yS, ^tt7;^7 5/l, h y f&^T/i-^T^-^S, T5yf£,f&T 
20 ^/^S, f yffi^T/^dr/^T^^E-^^-fraT/l-dr^S, fSfsr/i-yjy-i'/^T 3: y 

g % 7oy^7ui, fMr^yjy^/i^r^ i?/im&T^*/^m^ mscr/v* 

25 iiHl *^l3|@f LTV^Tf) «£V\ 16i7/^/H, \m&7 jV^r=-;vmm L < 
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5 u-y* y ^ y*y v /i«m. J y >f v k y 4 ^y y y /^s, 4 y k y /y 
-tJ-yy/y^, t°y^/H, t^y^/i^s, t°y v^n, i^yy^s, t° 

Kn^fyFy/y^, W7f=>H, t7fy^;H, 7 -< 

t°py^s, 7jj;n N ^if^/ys, hyr/y/n, ^yyi^j-^i^/ys 
&t>v ^ y y v ^ 31 ^;n^ b & 5 s¥ «t "9 iitR $ n-s ^mmmmm&^ l 

< tt-r y ^u-y y ~/ys, >r y ^y y v^/^s, t 1 h y t kp try v^yg, >f 

15 ^ ^ y* y i7-/J^ % f h7t KP7 7 ^^1, TF7t KD f7 =■ ^K, fcX^ 

txyi/-;^ t-ny^/H, t^y^n, ^*y/l, t- 
h7t Fn^y ys/UXVf h^t Fp^ y=¥/ y ~/y«a»e>fc5#.fc tJillR 

w x tt, mmm^. mnm^s so, so 2i n 

R q , S0 2 NR ql N (R q ) SO z NR r , N (R q ) S0 2 , CH (OR,) , C 
20 ONR,, N (RJ CO, N (R q ) CONR r , N (R q ) COO, N (R q ) C 
SO, N (R q ) COS, C (R q ) =CR r , C = C, CO, CS, OC (O) , 
OC (O) NR q , OC (S) NR q , SC (O) , SC (O) NR q X«C (O) 

o (r i^jov^x, R q Ri^R r «, tK*j^^l< m&mr/u^c/um, -7^is 
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y i&mr/^/^T ^^~m&ct m&r/^u ; -r a*t k j a, 7p^ 

^7 ^yl, fti7;^ ; J jvt * >V fetikT/v^/vm, ISi7 /v^jv^jvy ^ 
15 M^WiiS, 

2) famr/is^ y 4 /^m, fi«7;^y^;^>'i, t fo 

^vfii7;^;H, ^7yfii7;^;uS, /M3»7/v^/H, 
20 -^7^yfi|i7^dr/H, fii7^^^*^/^-l';H, vMgjf&TA^/l^/P 

mr jv^ivt) /^^r^s, ii7W7^yi, v^ar/i^ ^7- ^ 

25 7^-tii7 fiS7/V^/^f;V7^S, 7n^/V7?/I 1 

;v7 ? y sst/ffit7^* y >r ^ *?s mRT/^/^mfrbtezm «t 9 «i £ 
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o.c^.cV O.O.CT O 

o. o .... 0 

o,o,c>° o.o.cr.o 

o. o .» o 

CO, SOXIiS0 2 , R^i, 7kHf JJjlT-^ L < f« : Y 3 -W 2 -Y 4 -R s 

^/^s, fg##T/^~/i^ iSJKT/^=¥=/>s, ^^tJi&mr/^/^m, ry — 
as&, 4 ^yyy /urn, y**-y-y*v /i-m, ^y^yy;H, ^y^yKy^ 
15 >r ^y y /i^s, /^m, 4 is k y >r y y y ^ 
fi'y^y7x^/^ t^ty'y/vl, t°y^/i^ t°y 
*s*=^g x t'y^-A-g, t a 7yy^s, ^y^rf-y-/^, ^/y^s, 

20 ^y/fT/y/i'S, ^^y h yr/y/n, ^y/7 7-/H, fr/y^s, 
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v mints ft z>^nm.mw(mmv< n-f y^t/y^s, ywy^ 

1, "r V 7 t Kot°y ^/i/S, ? ^y* y i^/WS, Th7t KP77 — 

5 g, r h7t Kn^y !J^I&U«Th7t Kn^f y^y y^Si^Jfc5l¥«J: 

w 2 te, ]&fe!rg\ g£*/J!H\ aJtJjfiT-, so, s 

0 2 , NR tv S0 2 NR t , N (R t ) S0 2 NR u , N (R t ) SO z , CH (OR 
t ) , CONR t> N (R t ) CO, N (R t ) CONR u , N (R t ) COO, N (R 
t ) CSO, N (R t ) COS, C (R v ) =CR r , C = C, CO, CS, OC (O) , 

10 OC (O) NR t , OC (S) NR t , SC (O) , SC (O) NR t XttC (O) 

o (^^(ci^ov^-c, R t s.Tj?R u fi, **is^u< m&mT/^/u^ *is, 

*^S, fMT/l^/l^/W^-Y/l^g, ^^7/^/1/^/1^/^^ ;H, 7J/W^ 

T/^^m, ^117/^/vr 5 j {SMcr/v^A'm, v y niT/^^r 

/l^^/i^ fiftT/v^/^/^^/VT ^ yl, t KD^rW ^ / 

25 /^^w ^ /St5^^s^j: «9ii^$n5g^x«t«^s^Jii:i ^v^b 
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^ryfilr/^^i, ^n{gtf#T/^/H, #/w^>M£f#T/i^/i^g, ti^ 

10 {£§7^^;^, i&mT/isX / A K J Tn^ ;^7 5/1, m&T/i-^ / 
ffiU7^^;V7.^*-;V7 5 7S, t Kn^rW $ y fi^UTO^TA- 

fit7^^^^S^L< ttSt : Y 3 -W 2 -Y 4 -R s (i*^ R s , W 2N Y 
20 H^— R^t^Xi^iC— it/^otMtS, 



(a) 




s\ <A N ' N \ 
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10 v'*;^*'-/P7 5 y ^7/Va^^;l/^^/i/7 5: y (ftjRTA' 

-T/^^ri/S, 7-;/I, tU7/l/^7?/S, -«7;^7-;yi, h 

y fg»7;i'^;w7 r ? y (S^r/^^/vs, (&st^^^7 ^ y 
^r^Mrr^jv^ i&mr/^x y ^ ^ y s, r o ^ /ur 5 y fii7/v* 

/Va^-W ^ yg/^k&5»>b^£;ft5g&S&W;i5£ : Y^W^Y,- 
20 R p (i£<K R p , W 1% Y 1 RX^Y 2 n > mtWMuk&^iir Z>) T^£*L<5gi&g 

^y^r/!J;H, y^yKU;H, ^y^/U/H, ^yKU^S, 4>VV 

t° y v^/n, if7^-/n, f y 5 i^^/i-fi, t° y ^^-/^s, y y 
y/vS, ^y/^t/y;H, -«y/f7/y/H, ^y/hy7/y/^ 
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y v^/i^, tfn y s^^s, t°n y =/H, ^e/i^ y/S, rF7t KP^y 
y^sx^f h7t fo^ y^y y ^s^b^spi'JM^^wi 

* # £ * * § 8¥ <fc «9 it $ tb 5 & £ If & L T v ^ t t «t v ^ , 

« O.O.Q.O.O. 

o o 0° O 




^L< ttifc : Y 3 -W 2 -Y 4 -R, (Stf, R sN W 2 , Y 3 RXfY 4 «Hif|2<^S* 

i/fii7^^r/V^/W^^;H, TJ/W^h' /lod~3r v'S, 1SI7^^^*/W^ 
7;yl, v?{Si7/^7^7S, h91£l7;^7^^tl, T^yffi; 
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th&m&M&mdZ : Y 3 -W 2 -Y 4 -R s R s . W 2N Y 3 RUY 4 Um 

io -rj-e^^^S'fb^x^^^ 

( 2 ) ( I - a ) 



[stf, Ar a (t t°y^n, t°y t o ^~/n, t°yy^=/p 

15 ^mmmm^mmxh^x, 

-f 5;s, 7n^ /vr ? y M^16i7^^^^^*=;v7 ? y f> & -5 

^al^^nSfimS^W-^ : Y ia -W ia -Y 2 a-R p a OCT, R p att, tK 




R 4a R 5a 



WO 01/07411 

y^/P-S, t°Hv?-;H, t? y ^v^/l^, t7/!J/H, ^r/y/VS, 

yv ^ yy v ^m, y y /^s, ^/^ssu^ h y r y y /^sa* btzzmx 
v )mn^n^^mmmmm^\^< y^y y -^m, y y^t/y-^ 

10 t^7^-/H> tviji/n/pS^ t°ny^~/i^ x ^/^y/SS^Th 

tifcMW^. NR qa , S0 2 NR qa , N (R qa ) S0 2< CONR qH , N 
(R,a) CO, N (R qa ) COO, C (R q a) =CR r a, OC (O) , OC (O) 

NR,aX(ic (o) o (rric:*3V>T, R q a&<^R r ate. 7kmJM^V<M&m 
20 y fiir/^^T 5/1, vWst^A'T 7^y {Mr 

®»7;^/^7^ yfSMT/l-^/i-S, v^g^T/^/Kr ^ y {J£#£T/^/^S, 

^7vi-#yy /i^r ^ /l, Tu^ ;vy % ;is«7/^/v^/^=/v7; y 
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3' ) it : Y ia -W ia -Y 2 a-R pa (it^, Y ia , W ia , Y 2a Sl/R p a teituBE^ 



R ia X{iR 2a &OV3£L< f*R 3 a £ — ili^oT, CHXttf», Y 
20 a Ji, CO, SOIttS0 2 , R ia «, 7kmW,^l.< ttit : Y 3a -W 2a -Y 4a - 

R s a OCT, R sa tt, 7K*^x«s^«^S^il^:i &i^L3^WLT^-c*><J: 

v\ i&mTJu^/v-m, fti7/^=/n, ->^pfii7^;n, 7y^ss 

25 Sd^sfeSl^^^jSW^ttSfl&JIfiKSsPiaiS, w 2a te, $Mgrg\ NR ta> ch (o 

R ta ) , CONR ta , N (R ta ) CO, N (R ta ) COO, OC (O) NR t .X 

rac (o) o (nri^^ov^T, R ta «, tK^t-, »Mlii/^^3fi 



10 




15 
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3 aS:tj«Y 4 a«, ^-xttH4oT, w.m&xteW.m&m\^<teftmk<DQmT7v 

5 filT/Vndf^M^/vr^l, f&mT/v=i^i/;fr/MwVT5 7i£ 

*/w^^/>t^^I, f&$fcT/I^/l'#/W^^'/k;*-= 5 f V'S, ti7/v^/V7 ^ 

^T/l^/^fi, v ? (£»T/l'3f /^T 5 / fii7/V^r/H, ii7/V^ / ^7 5 J 
10 SRt;7 n ^ 5 y ^ ^IK $ tl5 I^StViC^ : Y 3a -W 2 

a-Y 4 a-R s a (itf, R s a, W 2 a, Y 3 a Y 4 a fct, mffS^E* «T § ) "C^ 

15 TKifcS, (SjKT/V^/^S, frar/V^^rv/S^ : L< «SC : Y 3a -W 2 a-Y 4 a-R s 

a (^tf 3 , R s a, W 2 a, Y 3 a &7J« Y 4 a tt, ffl t2<^ft* «T 3 ) ^$^58^1 

-C*>5j&\ R 2 a^U ? R 3 a<7)fBr^^— R, a St;Xa^i:-tl^oTM 
(a-1) 



Q>, o.O~0 



20 
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: Y ia -W ia -Y 2 a-R p a R pa , W ia , Y ia MY 2 ai^ ftfrfao^* 

f 7 y y /^asa* <b * s » «t "5 w £ fw*iitt;t y -^-/^ 

15 StR^tbSSiai^LTV^Tfe «fcv\ 

<-> o , o ■ o . 

o o 

( a " 2 ^ N N q N 

20 R 4 a&u $ R sa «, ^-ittl^ot, 7k*m^, Anyy^, tK^S. r^y 

S3g=L<{35£: Y 3 a-W 2 a-Y 4 a-R s a (S^, R s a, W 2 a, Y 3 a Y 4 a f2 HU 

dp/i^ ^^afg^T/V^r/l^S, i»7^a ^i/*/v^^7 5 / fS»7/v^ 
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m$Tv4 j^t % y mfrbtezmfrbmiRZft&wfe&ftm-a: Y 3a -w 2a - 

Y 4 «-R s a (i^, R s a, W 2 a, Y 3 a RXf Y 4 a ttSufB<7)#* % W1~ 5 ) "C^ £ ift 

(3) (I -b) 



[5£<K Ar b «, t°y v ? /^s.u^t°^y t y/vK7i^^?>f¥7i^ii^$tLS-g-^ 

b -W lb -Y 2b -R pb R pb «, 7K*J^T-X«B«^^iig: 1 ^^L3 



7)^ & § J: 9 $ gP^«3gSr^tp 2 SPM^ L < fit 3 «tt©«g^«Sr W L 

ill> W lb tt, NR 4bl N (R qb ) S0 2N CONR qbN N (R qb ) CO, N 
(R qb ) COO, OC (O) XteC (O) O (rr^*3V>T, R q h RTfR r b « % 




R 4b R. 



■5b 



(!) 
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3' ' ) it : Y lb -W lb -Y 2b -R pb (it>K Y lb> W lb , Y 2b WR pb l4i 
20 -8l:/iot, 



25 Y b fct, CO, SOXfiS0 2N R lb ^ N 7K*J^T-^ : b< f« : Y 3b -W 2b -Y 4 



15 
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-g\ n (R tb ) cooxiic (o) o (rr(c:*5v^-c, R tb fi, TkmmT, mm 

^T/^/^^.t>^ : Y 3b -W 2b -Y 4b -R sb (it-K R sb , W 2b , Y 3b &t>* 

TA^A-ST^S^ Xtt, X£*^MC^£r^U R 2b &U*R 3b te, m~ 
5^b< Y 3b -W 2b -Y 4b -R sb (5£*, R sb , W 2b , Y 3b ^Y 4b «, 

mm<DMM&^irZ>) T^$ti5tilT$)5d\ R 2b ^.r/R 3b <^fBr^^— 

R ! b &U*X b t * lei— ^(31 & o T^-T 5 , 




3£L< fm^-r^>Z b> R lb &l>*X b £*i;i^i§JjfWK gtlS^&tmMJJiCT-^ <b 
^S^^^il^$^tS^^n^^i«b< f«ftJ^_h^LT& «t< , tea 
7V^3vi^ ff3&K£rW LT^Tt> t°tni/^ nf^TA-^ AS, t Kn^p 

i^ffijRT ^df^SXtWSJRT An ^ v'^^/P^^S^ * fcSJR $ ft3 S 

iS»S:Y u -W lb -Y 2l -R pb OCT, R pb , W lb> Y lb &U?Y 2b «, 

strfli b<7) & w-r § ) w ^ ft 6 g&£/>» h & -s s$ ^ & $ ft s g&s-c* $> o 
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mfrhteZMZ ^IK^tiSf tMLTVMTf) «fcv\ 
(b-D f^ p 

N — ^tf <v P 
N — ' 

N N s N 

b -w 2b -Y 4b -R sb (xck R sb , w 2b , y 3h RxiY Ah nmu(DMM^-r 

10 §7/^/H, iiT^ndf >/^;P^^^7 ^ /S n m&T^^^riy^/^^ ;V 
^ yS^^^^^^biS^^tLSg^S^I^^^;: Y 3b -W 2b -Y 4b -R sb 

t, s — ^.^xttnmig^^7^-r]-e^^ti,5ft*jsi x«2ic:iE«» 

(4) (I -p) 

°Tr HN Y\ (, " p) 

20 4p Rs p 
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(5) N' - (t°nUi?y [2, 1-b] -r y>r^K V^— 4-^-8 ->f 

a) — n— (5- (2-^w-;;^f^) t°^y— A- 3 ( /V) £U7 % 

n* - (fp y v 5 / [2, i - b] a y-r y kjj ^-4 8 -^ a) -n- 

10 ( 5 — ( 2 - p< ^A— 4 , 4 - ^ y y ^/u) y*— A- 3 - 

-fA) r>i^T, n' - (t°py^y [2, i-b] ^y^yK 1 Jy-4-^y- 

8— — N- (5- (5-^ — f^T^^f/U) 

y— a-3-^a) ^vt, n' - (t°n y *jj [2, 1 -b] yj^vv 

4 — ah^- 8 —JjV) — N — (5- (2-^f;W>^>-2-^/W7^/^f 

15 a) t°^y— /v- 3 — <>v) vut, n' - (t°py^y [2, i-b] 

y KU y-4-ty-8— f;l/) -N- (5- (5 i=f n-f l/^ls — 2 — -f a 

7^y^f;v) f^^-s-^yv) ^i^r, n' - (fnyvV [2, 1- 

b] -f y^y Fy y-4 -Oris— 8 — f A) -N- (5 - (6-^f;n; o yyV- 
2 — f/ls) fc°^y— A- 3 — f A) PUT* N' - (t°ny>V [2, 1-b] 

20 y^yKyy-4-ty-8-^/i/) — n- (5- (t°pyi/y-2--f/i/) 
f5/- /v- 3 —4 AS) £w\ n' - (f^ysV [2, i-b] ^y^yK 
y ^— A*) -N- (5- (t-yw^y^f/v) t°^y— 

>v- 3 -^ao >7 i/r, n' - (t°n y i/y [2, 1 - b ] >r y>f y k y ^- 4 - 
ty-8->f/i/) — n— (5- (t-^yp [5, 4-b] t°y-yy-3 — fA) 

25 ^i^r, n' - (t°nyyy [2, i-b] ^y^ypyy-4-ty-8-^ 
A) — n— (5- (1-1: Kn f ;i">y P^yf;u7 ^ y ^ f ;w) t°^y— 
a-3--ta) n' - (fny^yy [2, i-b] -4 -^yy yy 

yF!Jy-8— f/V) — N— (5- (N- t -7*f /I'-N-^ f /V-7 ^ 7 ^ f 

a) f^y— a- 3 — r a) n' - (foyv 5 / [2, i-b] yyy 
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yK!Jy-4-ty-8 — { A) -N- (4- (N-^y^A- 1 , 2, 5, 6 — 

y^y [2, i-b] -tf-y- 8 — fA) -n- (4 - (n- 

^y-yA- 4 - t°^y -yyy) t'iJi/y-2-^/i') ^^7\ n' - (t°nyv?y 

5 [2, 1-b] ^y-fyKlJ y-4-;^y-8 -4 A) -N- (4- (N— ' <y 

-J/v-i, 2, 5, 6-rf7t Knt°!J^y-3-^;P) t°y^y-2-y/v) 
£i^7\ n' - (f^y^y [2, i-b] ^y^fy Kyy-4-i-y-8-^ 

A) — N— (4- (N-^y-yA- 3 - t°^y ^A) t°y i/y-- 2 -^A) ^ y 
T, N' - (fn y *Jj [2, 1-b] -4-t^ry-f V>f y is- 8-' f;U) - 
10 N- (4 - ( 1 , 2, 5, 6 -t" t Kn t°y v?y- 3 — <A) fc°y v>y- 2 - 

-Ya) 9i/7, n' - (t°ny-yy [2, i-b] yyyyKyy-4-ty- 

8--fA) — N— (4- (N-Tir^A- 3 - y v?A) t°y^y-2-^^) 

lyyr, n' - (t°nyvV [2, i-b] yyyyKyy-4-ty-8-y 

a) — n— (t^y^yy [3, 4-c] t^y-yy-e — fA) ^ur, n' - (t° 
15 ny^yy [2, i-b] yy^yKyy-4-ty-8-y/i') -n- (f^y 

yy [3, 4-c] fy^y-5 — ta) ?yr, n' - (t°nyyy [2, 1- 

b] yyyypyy-4-ty-8-y;v) — n— (4- (y^n^w? 
yxf;i^) t°y^y-2 — ta) n' - (fay^y [2, i-b] y 
yyypyy-4-ty-8 — fA) — n— (4- (N-yyp^y^t°ny 

20 yy-3 — f/y) t°y -yy- 2 --r a) ^i//, n' - (t'nyyy [2, 1- 
b] yyyypyy-4-ty-8-y^) -n— (4- (n — <yy;n:°n y 
i/y-3-y/w) t°y> ? y-2-^A) ^vr, n' - (N-y^ u^y^w- 
3 -^^w yyyKyv-i -^y-4 — r a) -n- (t°y -yy- 2 -y a) 
9 wr, n' - (3 - t -yf^y yyyKyy [3, 2-b] ;^ihy*y v>y- 

25 4-ty-8-y/V) -N- (4- (N-^y^At°t3 y ^/y- 3 — {/u) t°y 

^yy-2-^/y) 9yr, n' - (2-ywyyyKy / [3, 2-b] ^ 
A-tKn-i, 3 -^-^yy- 5 -^y- 9 -y a) — n— (4- (n— <y 
y;i/t o p y yy— 3 — y a) t°y yy- 2 -y a) ^i/twn' - (yyyy 
Ky/ [2, 3-b] ^;vt Kn-l, 4 -7*^/ -6, l 1 a-^yy>ty 
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(6) n' - (t°ny>?y [2, i-b] ^y-f y K!Jy-4-ty-8 — f 
/y) -N- (5- (2-t^W?;^f/v) fyy*— /y-3 — f/y) -yyyy 
5 n' - (t°nyyv [2, i - b] A y-f y K!J y-4-;*-y-8 -4 ?V) — N— 

( 5 - ( 2 - y ^7P- 4 , 4 - v>y ?-As**>l/^/l>T ^/y) t"^ A— 3 - 

-Y /v) pw\ n' - (t°nyvV [2, i-b] -fy>fyKyy-4-t>'- 
8-y/y) — n— (5- (5-^ 

y— /y- 3 — f a>) y w\ N ' - y yv [2, i-b] ^y^yKU y- 
10 4 -^y- 8 —4 ?V) — N — (5- (2-^f;W^y-2-^;W7^y^f 

/y) t°7V^-3 — f/y) £ur. n' - (t°ny^/y [2, i-b] yyy 
yK!iy-4-ty-8 — ivy) -n— (5- (5 -y n a-f >^yv— 2 — ^71^ 
t°yy— /y- 3 -y/y) yi^yy n' - (t°ayyv [2, l- 
b] y yy y KU V— 4 -Jri/- 8 — Y/y) -N- (4- (N-^y^- 1 , 
15 2, 5, 6-fh7t Fnt o y^y-4 — f/l-) t°y> ? ^-2 — f /V) ^7, 

n' - (t°p y yy [2, i-b] y^ypy y-4 -;*-y- 8 -y/y) -n- 
(4- (N-^yy/y- 4 - t°-<y yyy) t°y -yy-2 — f/y) ^ur, n' - 
(t^y-yy [2, i-b] ^fy^yKyy-4-ty-8 — f/y) -n- (t° 

-syvV [3, 4-c] t°y v>y- 6 -y/y) V^T. N' - (fny>V [2, 

20 l — b] ^y^yK!Jy-4-ty-8 — f/y) — n— (4- (N-yyu-^ 
y/n;°nyi/y-3 -^^) t°yv ? ^-2 — f/y) ^i^t > n' - (t°n y yy 
[2, i-b] ^y^yKyy-4-ty-8-^/^) -n- (4- (N--<y 
-yyyfn y y^- 3 -y/y) fc°y-yy-2 — i /y) ? W\ N' - (3-t-y 

^yyy yy ^ py / [3, 2-b] t^t/y^y-4-ty- 8 -y/y) -n- 

25 (4- (N-^yy;i/t°n y^y-3 — f/y) fc°y yy- 2 -y /y) ^r,N' - 
(2-y wy^yKyy [3, 2-b] ^tFn-i, 3 -^f-yy- 
5-^-^-9 — f/y) -N- (4- (N-^yy>t°ny-yy-3-^;i') t°y 
yy- 2 — f/y) r> ixr^.t/N' - (y yy y Ky y [2, 3 - b] Ko- 
i, 4-y^y-6, iia — ^yy^-^yy- i i -^y- 7-y/y) N- (t° 
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y vis- 2 — (jv) ry uT-?&z>tmmitmcofc&!&i c 

(7) (iii) 



R^o R 20 

K 30 




R40 R50 



-NH, 



(III) 



J5jH^, Ytt, CO, S OXIJS0 2 , R 10 ^ 7k*J®^L< test : Y 30 -W 20 - 
Y 40 -R s0 (^ c f 3 > R s0 «\ 7K*m^X^gm»^igl: l ^v^L3{|HWLTV^ 
Tt>J;V\ {MT/^3W£, filT^^^^S, {Mr/i^—^^, v^^n{S#S 

10 ^, -ry-r^Ky/^, ^y^/y/n, -f^Ky/^K, y- py -r 
yfryy;H, aQ^^yv^^yy^/y^, ^t/y;H, t o yi>;H, 
t^-y^/yg, t°y v^;H, t°yy*;y~/yg, t°^yy/ys, ^y^y^ 
/ys, ^yy/ys, -yt Kn^y^yKy^s, K^yypy/ya, 
^-^/y^, -?-y^y y^/ys, ?^-ri/~;vm, -<yyv-;^yy^s, -<y 

15 /t^t/y;H, ^y/fryy/H, ^y/fyryy^s, ^y/77= 
/H, y y /y*, >>t y y /y*, ~ /ys, t°oy /y^, 7 y /ys, 
y ^if'~/y£, h yr/y^i^yy-yt^t^M^yf yy-yt^y7x 
~/ya^ib&5;g¥J; vmm5hz^mmmmm^^< ^y ywy =/y£, 
y y ^r-^y y y^/ys, x h ? t Fot°y >yyx, y ^ *v y y^/ys, ^ h 9 

20 tKP77^H, t^^v 5 ^/^, t^yy^/yS, t 0 py^-7i.s, t°ny 

~/yS, ^e/y^y yi, rh7t Kn^y y^/Hit/r h^t kp-i' y^y y 

figHJ©^, SO, S0 2 , NR t01 SO 2 NR t0 , N (R t0 ) SO 2 NR u0 , N (R 
t0 ) S0 2 , CH (OR t0 ) , CONR t0 , N (R t0 ) CO, N (R t0 ) CON 
25 R u0 , N (R t0 ) COO, N (R t0 ) CSO, N (R t0 ) COS, C (R v0 ) 
= CR r0 , C = C, CO, CS, OC (O) , OC (O) NR t0 , OC (S) N 



WO 01/07411 



427 



PCT/JP00/04991 



R t0% SC (O) , SC (O) NR t0 XttC (O) O (r^fc^T, R t0 &t* 

tiT^Tti^t Kp=^W 5 /g&m«T/v=i^W 5 /g^<b&3S¥J: 9 
i%M £ t^TV^T t «£ V /i^> y{£i7;i/^/H, # /w<c^ ;kfii7/^;vl < 

^A^, ^{Si^T A^A^A^^A^ #Av^^ AoT^rv^ ^BCT JV^ 
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3o-W 20 -Y 40 -R s0 OCT, R s0 , W 20 , Y so XtJtY 4() l4, mtiCOMM^ 

L< : Y 30 -W 20 -Y 40 -R s0 R s0 , W 20 , Y 30 ^t^Y 40 tt N 

15 R 10 RTfiXb&\Z— ^{d/^o-C^fifei-S, 



25 /l^/Vg, g^S^f LTV^Tt £V^t°n ujjSMT/^/^^ {%m£foX 





(b) 



/ N k /\ N ' N \ 
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^^7 ^ y imt jv^rjvm, v v ®i7^^^7 >-^-~;<H&;i$7v^3vy^ i&m. 

= ^/S^b*5^f>l^$n5f»Stt;i::S:Y 10 -w 10 -Y 20 - 
R p0 (5£cK R p0 «> J^X«!£g*&K£riI:i: 1 #V>L3raWLTV^& «fc 



f-y y /us, -fy^y y ^s, -y y >r ^ k y /y£, -y y ^yKU^ 
Y^Ky^/vs, -y yfr/y^s, ^i^y^^y^^/ys, ^ 
25 tyy^s, t°y^s, f^^/y^ t°y^^;n, fy^^s, t° 



20 
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< fi-Y y =3rf-y y — /i^s, 4 y^y-if v i/~/^m, Th?t Knt°y ^n, >r 

t^y^^/H, fny^;H, fny^H, *;^y/S v 7 1 

w 10 «, wtmm*. mnm*. so, so 2> 

NR q0 , SO 2 NR q0) N (R q0 ) SO 2 NR r0 , N (R q0 ) S0 2 , CH (O 
10 R q0 ) , CONR, 0i N (R q0 ) CO, N (R q0 ) CONR r0 , N (R q0 ) C 
OO, N (R q0 ) CSO, N (R q0 ) COS, C (R q0 ) = CR r0 , C = C, 
CO, CS, OC (O) , OC (O) N R q0 , OC (S) NR q0 , SC (O) , 
SC (O) NR, 0 XBC (O) O (i^fcl^T, R Q0 2fct*R r0 «\ tK^^ 

15 l/T/m, ^n^yif, ^tt^TV^T^ <£V^/l^>^/^, 77 

f*^^nTV>Tt J;V>t Kn^f-yfiiT/^/H, v-T J i&if&TVI^/HS, 

^/i^S, h y{£l7;v^^7y ; e^tfii7;v^;H, Ii7/^y^^7^ 
l> 7n-f /i^r ^ y s, f«T/i^7J y ^ /t-r ^ mtw3vi^, l»7/^ 
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>r y * / v ^y^y kd /uas, -f y^y y /i^, -r y k y /^s, -r y k y 
>fyf7/y;ws, xf i-y^v7x=;H > ^iT-y y , 
10 t°vi?/i>m, t°7^/H, t°n^/vs, ty^/Hi, t°^yy^£, 

y/H, ^^y^-dr-y-y y ;n, -<yy>7y'y;H, ^yy^yr/y/H, 
^yy^-/^ fr/y/H, fTy'ryy^s, fnD/n, 
15 7y/n, 7 7f-/^ h y ry y /^s, ^yy^t^t^/vs^^f^y 

y -r y ^f-y y if—Asm* t b ? t Knt°y ? *v y 

y t°i=2 y is—sum, t°ny -/i^s, ^tv* y/1, 7h7tKp^; 

20 y^SMff7t Ko>f y^/ v ~^&frbtez>m& ymn&frzmffimm 

« O ,O.Q .£>. O. 

o o O.O 
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h .fcvvKifcS, {fcgSSaxTV^Tfc J;^r L< fctit : y 30 -w 20 -y 40 - 

5 R s0 R s0 , W 20N Y 30 SU«Y 40 ttHufB©ic*S:W"t~S) T^^tbSH 

^/l-ffi, ffiMT/^/l^A^^e^'/l'g. vTO&T ;W^^ /l^S, #/W-« 

15 7^^7^/S, h y fil7;^7^=tS, {£fl£;ftrCV>T^cfci^T 

/V7^;i, 7n^;P7 5/ S, fi»7^y^V7v>Vlli7;V« ffi; 
20 ^7^S, l*I$^TV^fej:v^t Kp^fW^lOTI7;^^W ^ 

/£3^&5^;^iIiR£;ft5fi^£^W;^ : Y 30 -W 20 - Y 40 -R s0 (5£ 

<K R s0 ^ w 20 , Y 30 RtKY 40 «HiffE^E*?rWi-?>) -e^^sg^K^ib 

25 U ^ — fi, -c^^nsfb^i:, (i 

v) 
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N 3 Ar 0 

Ar 0 }?vi?/i'&s try 5^=^^ f7^-/i'S, ey^= 
y y a-s, -r y y y y y ^rywy t° 

io ^M&fsr/^/i^ v/ry{£i7/w^s, ^nfiir/i'^/H, {^i^jit 
j&t/v^/kt ^ y fg^T/^/v-s, h y fSMT/^df/^T^^^^-ismr/v^/^s, 

tvi^^W 5 ysa>bfc5i¥ «£ tJSlR^nsglftS^^: y 10 -w 10 -y 
20 -r p0 r pOS w 10> y 10 ^.u«y 20 «, mm^MMZ^-rz) x°7jk£ 

2) fflr/^/n, fii7/^/Y/n, {g^T/^^y-f/^^v^s, i%mz 
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f&gfcT/l'^/>#/I''^>f /K^i'g* «7^^ ^^^^^ /^t^ ^1, (S 



3) : Y 10 -W 10 -Y 20 -R p0 Y 10 , W 10N Y 2 0 RXIR p 0 «RiflE^ 




20 (d&oT, 
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mmmm^m&^-ti xm^n^it^t^^m^^t, an 

R ^o R 20 

R 40 R 50 

A r 0 , X, Y, Z, R 10 , R 20 , R 30> R 40 , R 50 RXf^, — 

^ (i) 

R 3 H 




. H V N ^ (,) 

R /A O 
R 4 R 5 

y y /^s, -y y y y /^s. ^iJ-y y <t y *-y-y v y 
10 y/i-s, t°ny^s, -f^^/y/H, ^yKy;n, -ryyyKy/i^s, ^y 

15 ^yX. t Kn^f^iTM/H, iXT y {S^r ;v^;H> ^niiT/l-^/P 
/Undrv^/P^/^T S; y i&lST/l-^r/^S, {ttT/I^/l^/W^yyi^ 

y&. ^i&mr^^r^ by«7;^^7^-ts, r%y&cr 
^/i^s, h y MT/^^r/vr y^^tiir /var fgir;^ y y /vr ^ y 
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mmmmmz.^: y 1 -w 1 -y 2 -r p c^^k r p «, 7K*^x«f^e^*^ 



s, Ky i/^s, ^y^ryy/n, ^^w^v^^v^^—zys, ^-^ 

-7-yy/u», fy^S, t°7^/H, t°y v^;H, fy^^;H, t° 

7/y/H, ^y ^-7-y ^/us, ^yy;H, >yt Kn^y^yKy/^ 

15 yy^^/y/H, ^^y^drf-y y /i^s> ^yy^ryy/H, ^yy> y 
7/y;n, ^<yy77=/H, f/yy/H, fr^ryy/n, fx^^g, 
f^y/uS, yy;H, y^1f-/uS, hy/yy/n, ^<yymt-;H 

< tt^r y ^r-y-y y ^/H, -y y 7^ h 7 t t°y yyus, >f 

20 ^r/y^/H, 7h 7 tffp77^Vl, 7b7t KPt'7=/>l, t"^^ 

y'^;H, f^y^s, ifny^/H, t°ny^/H, ^y/i, 7^ 
h7t Kndey y -/yg&t^ h^t Kp^ V^y y ^/uS^^^SSf J: 9 
£it5fl§Jte]^tfffgiS, wvi, HM^, fiSHm-?, so, so 2 ,n 

R q , S0 2 NR q , N (R g ) S0 2 NR 0 N (R q ) S0 2 , CH (OR,) , C 
25 ONR q , N (R q ) CO, N (R q ) CONR r , N (R q ) COO, N (R q ) C 
SO, N (R q ) COS, C (Rj =CR r , C = C, CO, CS, OC (O) , 
OC (O) NR q , OC (S) NR q , SC (O) , SC (O) NR q XfiC (O) 

o (r ^j^^t, R q ,&t>*R r te, 7kmm*& u < m&mr/^^m, t/wfc 
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^ta^as, Tkmm, isr/m, ^nyyigf, =-h&m, ^a^vas, 
*;w^^/n, fr/is^/^m, m&r a# j a as, {s^ta^/^a^^s, 

t Kn^rMfitr^^^S, ^7/tl77^^1, ^n^McT A^rAS, # A 

5 TArjdrV^A/tf-AS, {gil&TA^^A^AT 5- y teif&TAri^v' 
^;v^-;i/T?yfil7;p^;H, i&mr AdrA# A^^e-r as, i^m&T^^- 

jVjljV/^A AS, Jj/V/^J A;^-^S, $M.T A^ A^^E-f JV^-lci/^, 
vW&TA^rA^A/^-T A^^ri/S, 7-;/l, MfcTAdrAT 5 /S, v 5 ® 
A^r AT >/S, h V (MT A^r AT i^-^S, 75 / fii7/^/H, 

io Si7^^^7 ^ /{S^ta^as, ^{fii7^^r^7 5 / fgf&T a=^ as, h 

y lSi7;v^f^7 y^^«a7/v^f^I, W/v^/^^^yS, 7n-f 
AT 571, f£^T A# / -f /V7 5 f£^T A=*r AS, {MTA^ A^ A:7 ^ 
— AS, i&^TAdrA;*A/t^AS, ^/^/^M^^US, t Kn 

15 sjEg^s^ii:!: i &^L3flii#LT^-<:& J:v\ m&r/^/um, 7y-/n^ 
l< ^t^a^/i^s^i-) , y 1 ^li/y 2 «. m— xM/iot, 

2 Stf*^ L < « 3 Me^iB^S: lflllW LTV ^ & J; v \ mmVt^ L < 

20 iflff^SiS, 

2) {£17^^/1/1, m&T A#/ A AS, {SfSTA^/^A^v'S, t Kp 
^rMSij&TA^AS, i/7yfil7/^^S, ^nfiiT/^/H, ^/t-^>i/ 
MT/^/H, ^;W^^;Hgi7/K/H, MTA^^S, f«TA3 
3r^#A/1^Ag, fiS7^^ ^y^;V*'=/l/7 5 / {g^TA^i^A^ 

25 -^7 5/fa7/^/H, fiS7^dr;V*;W^^/l/l, v'fMTAdr A#A 
^^^^S, 1o A^^v-S, ii7^^r^^/w^^ A^^v-S, v^S 
i7^^r^*;w^^ ;^^yS, {£17/^7 5/1, ^fiS77^/i'7; 
/S, h y i!7^^^7 ^^~;TS, 757 fii7/^/H, ||7^= i f;V7 
5 y iS7 A^r vHMT A^r AT 5 7 fi§7 A^r AS, h V m&T A^r A 



WO 01/07411 



PCT/JP00/04991 



438 



^7 % y Mi/fitr^* y /i^t ^ v 5 y i&mr /^m^h & 5 sf J; 9 iitR £ 



3) 5t : Yj-W.-Y^R,, Yl> W 1% Y 2 ^R p HSrrf2»#*^^T 



7Kmj^T^ : L< teiC : Y 3 -W 2 -Y 4 -R s R s «, 7kmmirXmM 

y^-3r-t>-yy /i^s, -fy^;y/H, ^y^yKy^S, ^y^yy/n, ^ 
t°^yy/i^ ^y ^r-tf-y ^yy/i^ N Kn^y^yKy^ 
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sum, -<yyv k ^y'v/um, ^^y^D-^v/^m, ^^/f7)/y;>s, 

v^g, ^5^7'yy^;H, fh7kKP77^H, f^7^^I, 

y =^sxu«f h7t Kn -y y j v tbte&mxy mn $ mmmm 

mm&, w 2 te, BfeaKJDK^ IffiltllH^ so, so 2 , NR„ so 2 nr 

10 t% N (R t ) S0 2 NR u , N (R t ) S0 2 , CH (OR,) , CONR t> N (R 
t ) CO, N (R t ) CONR u , N (R t ) COO, N (R t ) CSO, N (R t ) 
COS, C (R v ) =CR r , C = C, CO, CS, OC (O) , OC (O) NR 
t , OC (S) NR t , SC (O) , SC (O) NRJIiC (O) O (^^1^*5 
i^T, R t RX$RJ^ 7k&Kttls<1£l8MTA'*'A>m, 7fcg£S, i/7 7S, ^ 

15 n>r'^m^, ^Fni, ft/vs^i/sum, %/u/<^^ sum, fc/ux/um, <&cr 
tut! y j ?um, i&BT/ux / j /u^^m, t Kn^v'iSir/^s, -yry 
«7^^;n, ^^i&mr/u^/um, jj/utf^i/j&mr/uic/um, x/u^j 

/Ui&mr /U* ;um, l£»7/^Jf^ {£0T7l^ =*r v^/Wl?-/^, il7A- 
3^y*^^7 mSCT/V^ 3cis#/U7$^/U7 K y f&MT/Vdr/WS, 

20 {^tWCT tU^rfUil 7U/<^y( ;um, i^i&WcT /U^c/Ujj /U;<^4 /um, t> JU/^4 /UJr 

-y£, 7^1, fssf&y a^^t ^ y s, ^«7^^^7 ? y £, hV i&mr 

/U^/UT^^^m, 7 Uii7/^^I, \%MT/U3r;U7 %J&.7;U^;U 

S, vMMtv^/^t 5: y MfcT/^/i'S, b y {BArtu^ ?ut i/^~M%Mct 

25 /l^/l^S, ffitf&TV^y A JVT 5 y £, 7ns(/U7^ym, $M7>Ujj J 4 ;U7 
^i//$MT/u*;um, &CT /u^r/u^;uy ^ ffil7 /u*/u^/u&^/u 

m. mR7/u3c/u^/ui$K~/u7 ^ y x, tFo^w^y ss^iSi7^3 v- 
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f&igfcT/Kfr/ ^y^^v^S, t Kn^r^fi7^^;H, 
^y^^^S^^^il^^^SBmSMl^^^: Y 3 -W 2 -Y 4 -R s OCT. 

i&mr/is=i3ci/mmv< itt : y 3 -w 2 -y 4 -r s oct, r s ^ w 2> y 3 rxi 



(a) 





N 





25 mmz 
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(t>) / N X /\ "A 

i i 1 1 5 */^v ^ L 7 liMt 5 ^\ 

/P^-^r i/S, 7^/1, {£^T/^^T ^/i, *JmkT >^*>^T ^ / hV 

f£t7;^^7y ; e=ti, r ^ / m&T/^/^m, »7^^^7 5 y m&r 

20 <Y/iyr ^ vV {.MT/^/i'S, fil7^^;v^;U7^^;H, {MTV^/t^/^ 
{£jKr/^/^/^^/WT 5: y t Ko^W ^/SSW7/i- 

25 £ hiz.^ iiHi &t^L3flHcD|5]— ^L< fiH^emS^WL-Ct <£v^>- 

y plir/^/vs^ r y —/ps, ^ ^y y /wi, y y^if-y y /^s, y y 

y y /^s, 4 y v k v /^s, y y ^y y /^s, y ^ k y /^k, yypy 
/^m, yyf7/y;H, ^^1^^^^-^^^^^/^^ sj-^yy/^ t°y 
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7 ^^1, y y /H, VT ✓ y zi'S, fxn^s, f la y 37 y 

^ y*~y-y y v?-;n, x h 9 1 kb t° y 5; y i?~/v>m. t 

fn y v^/i^S, tfn y -/US, ^/u* yyl, 7h7t Kn^/y =/u 

s&t^ h7t Ko-f v^y y-/^7i^^si¥J: 9^^tL5flgTOit^s 

(a) 



(b) 



O , O.Q .O. O. 



S ^ Nl 



5gL< : Y 3 -W 2 -Y 4 -R s Oft*, R s> W 2> Y 3 RXfY 4 nMt&<DMM 
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10 ^SlftMWcS: Y 3 -W 2 -Y 4 -R, (S;t>, R s , W 2 , Y 3 ^.t^Y 4 «Su 

M l ft v > U 3 fl§c7)^)— XfSMft 5 g^filrf IT v >t & «fc v \ m&T /v^;vS, 
7 y L < 117 7/i-^;H^^ L, x, y „ zxvs — fit, H&ia<z>jgc 

15 (8) — «S (V) 



R 40 R 50 

[S^, X, Y, Z, R 10 , R 20 , R 30 , R 40 , R 50 RXJtZ — fit, BUlB^E 

t*$tisfMt-^ (vi) 

H 2 N-Ar 0 (VI) 

[St, Ar 0 fit, SufScO^?r#-rs] StL-Mb^ t — « 



[S4\ Ar 0 , X, Y, Z, R 10 , R 20 , R 30 , R 40 , R so RTUZ — fit, 
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-T] <Dik£t$fob—W&: (viii) 

H 2 N-NH-R 60 (VIII) 
15 T, — ( I X) 



— *S!5£ (III) 
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NH 2 (III) 



[itfK X, Y N Z, R 10 , R 20 , R 30 , R 40 , R 50 RTtt — tt, fttflSO 
-frT, (X) 



tt^SlrttSAr^Qi^ W x -Y 2 -R p ^L W 1% Y 2 2WR p tt 

MfB^>#^^^fi~§) , X, Y, Z, R N R lx R 2> R 3N R 4 , R 5 &7J^ ^ 
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i^y y /vm, 4 y^y v /ps, 4 y ^ ^ k y /i^s, -< y /ug, >- k y /u 
s, -r^py^— /us, ^yfr/y^s, ^^u^y^^y^-zug, 
ihyy/u-g, fyv^s, t^v^/ug, t o y^y-/i^g, t°yy^y~/pg, t° 
5 ^yy/us, ^y^rf-y^/^, ^tFn^y^yKy;n, v?t 

KpyyKU/H, ftt7r^/H. -7-T^y v>~/pg, 7^^-^^/^, ^ 
:/yy ^ yy y /ug, ^uy^^-y-y y ^i, ^y/fT/y/vi, ^^y>y 
ryy/ug, -«yy'77=/H, fr/y/H, f7y7/!i/^ ^a^/^ 
t°ny^s, ^y/ug, y^iF-zus, hyryy/^s, -^yv^^-t^/i^g 

10 IWfuy^y7x^H^b/£5ili ^il^^^l^lfgitS^L 
< tey y^iT-y y — /us, -fy^t/y^i, t fy t kp tfy ^s, y 

5; yy y i/^/vS, rf7t K077 =;i^S, 7" h 9 t Ko t°y =/^g, t°^y 
>?~/ug, txyi/-/H v tr* y e^=./u£, t°oy=^s, ^*y/s, ^ 
h^t Kn^y y^^iFf h^t Kt»>r y^y y =/usa>ib&<53¥ <t t>3gtR 

15 S;ft5/lgJffiJSMg3fSSS, W x tt, ifc^iC^ fifcJtDK^ SO, S0 2> N 

R q , S0 2 NR q , N (R„) S0 2 NR r , N (R q ) SO z , CH (OR,) , C 
ONR q , N (R q ) CO, N (R q ) CONR r , N (R q ) COO, N (R q ) C 
SO, N (R q ) COS, C (R q ) =CR r , C = C, CO, CS, OC (O) , 
OC (O) NR q , OC (S) NR q , SC (O) , SC (O) NR,XllC (O) 

20 O (m{d*3V>T, R q &t>*R r f2, TKi^ftKHfilT/^/H, v^nfg; 

*/w^y/H, ^/u^/us, {gMT/u#y-f ;H, fg;^T/u#y ^/u^^S, 
^MttT/^/^g, #/w^^/WgMT/u=¥/ug, ii7;^^ys, {g^ 

25 7VU=» v-TJ/^— /VS, {£^T/U=i =¥->^7/U^^/UT ^/S, i£&T/U=i 

^7/U/jf^/UT^ yfSMT/U^/US, {&0T/U^#/W^^/kg, ^fMT/U^r 
7^/W^y;H, 7J/W^y /^drv'g, fMT/U^/UTJ/W^^ Aordr^g % 
^CTT/U^r/l-TJ/W^^-f /U^-de->-S, 7-;/S, fgi7/^^7^/I, i/ffi; 

0t/u^/pt 3; y s, b yi&lsr/u^/ur^-^-s, r ^ yfraT/^/^, 
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3) S: Y 1 -W,-Y 2 -R p (st^K Y 1% W 1% Y 2 ,K.t*R p i3 itfifE SrW 
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a»*>&5l£«fc 9StR£*b5 51^1^17 S^Mif f f X 
10 CO, SOX«S0 2 , R x tt, »f^L<ttS: Y 3 -W 2 -Y 4 -R s (50£ x 

y^y*y/i^ y y^^y y/i^. yy^yy/i^ ^y^^Ky^ 
y yyv* y /^s. 4 y k y /i-s, y y k y y^/i-s, y y y y ^ 
15 f i/y^^7x^/vs, ^-^ifyy/^s, t°y^/H, t-^y^/i-g, t°y 
s^/i^ t°y^yy:=^i^ t'yy'ii/H, ^y^r if y^/i^s, ^yy/i-s, 

yy^/i^ y^v^/yS, ^yV^Vy^S, -<yy^^if y* y 
^y/fryy/H, ^yy^yry'y/H, -o-y^^-/^ N fr/y^S, 
20 ^r^T/y/H, ^nL-/]^ foy;^ 7y^i, y^if— hyr 
y y -<y y ^^^rif-z^^y fwym <>7i h ft &m <t 
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O z , NR P S 0 2 NR t , N (R t ) S0 2 NR u , N (R t ) S0 2 , CH (OR 
t ) , CONR n N (R t ) CO, N (R t ) CONR u , N (R t ) COO, N (R 
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OC (O) NR t , OC (S) NR t , SC (O) , SC (O) NR t XfiC (O) 
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15 fg^T/l'^^V^/^— /KT 5 yS, fg:MT/^=^r>'^/^— /PT 5 JifeMCTJV 

y fg^T/^3e/pr t s; y isir^^/i'S, fiir^^^r 5: y fit 

y >r /iyr 5: >v fi^r^^/^s, ii7/^/^/v7^/H, imt/i^/i^ 
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^S^ f£f#T/P3r/P#/W-<^/l^ ^{gifcTA-^/P^/W^^/PS, 
5 ^/P^^r^S, {&f#T/l^/P#/W^^/I^-:3rv^ ^ilT^^r/^^^^ 

m&T/^/vm, {gtfST/^ y a >^t ? y >^t ^ y i&m.T/^% y 

10 ^f/PT ^ vVig^T/i^/Pg, fg^T/i^/i^/i^y ~/PS> {Mr/i^/P^/P 
z}^ /PS, tefST/P^r/P^/P^— ;P7 ^/S, t W ^ y S&tM&if&T/P 

= ^ yS^^^S^^^al^^^SgmSMlJ 5 ^^: Y 3 -W 2 -Y 4 -R s 
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5i¥a>£>3g4R£;h,5^ 7n«lgfl< \ttti£i±&*£LX*>£< , ti7 

/v^-dr 7^y I, iir^^f /vr $ys, vTOst/^/^t ^yi, h 
y fs^T^^r/pr ^^e-^^-s, r ^ j i&mT/^/^m, m&r/^^r ^ y i&m 
r/^/vm, i/m&r/^/isT * y m&T/vic/vm. v y i&mr/^/^T >^e- 

y >f/W7 5: >V fSfST/i-dr/L-S, ©fST/i-^/^^/i/^ {J&^T/i^/i^ 

R p OCT, R p , W 1% Y,RXfY 2 n^ mt^M^^ir & ) -e^£tl,5g^ 
20 ^&3l#^£>i!tK£;H5g&ST-&oT, jgl! 1 &v > L 3 <5 
gmS, $<biU3:. ii^l ^v^L3i@<Z)[Rl-^ : b< W:^&3g}«£rWL-C^ J: 

^y^/y^s, ^y^y-Ky^s, -f^vy/^s, -r^Ky^s, -r^Ky 

25 t°y~yy^x> i^v 5 -/^ t°y v^/H, t°y^^^/i^s, t^^y^s, 

W7r^/H, -7-y^y^-/^ ^-^v 5 -/^ ^yyy^y 
y/u-^, -^y^^y* y/i^x, ^y/f7/!J/H, -<>y hy7/!i^l, 
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y — -f y -tf-y V rFn Kn t° V is/urn, 4 5 y s^/v 
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